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(54) ETHYNYLTH I AZOLE DERIVATIVE 

(57) Abstract: - 

PROBLEM TO BE SOLVED: To provide the subject 
composition having antagonistic action on leukotriene 



and action to suppress isolation of histamine from mast 
cell and useful as an active component of an agent for 
the treatment and prevention of allergic diseases. 

SOLUTION: This compound is expressed by the formula \ 
[R. 1 and R 2 are each H, a halogen, a (substituted)alkyl, 
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[tt^x[igm]m^apjiiE^msiT@i6#i3^m-^^^±m«w^^i§*>^-p*i 

(74)[ft3A] 
<57)[£»] 

C»ft¥S] 30) [R1 &tfR2 (±**lS^,VAny>JS^, «M'^*T*Ctt**T;u*;ult3S:i:* 

R I 



YVc=c-A-(G I ) m -(G 2 ) n -Q 
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[it *ei ] -tesc-ci ) 
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R 1 



Vc=c-A-(G 1 ) m -(G\-Q 

N 



R 2 • 

(1) 

>t-;i/*$jgl*L;G1 ii^*JI : F.*;u^-;ua,x^- J !uX N s-NR3co-.s-NR4 -.S-NR5 

S02 -,a-S02 NR6 -,*-CONR7 -,ffl-C( = CHR8 )- % *td±» £-CR9 = CR10- (iC*, 
R3 . R4 . R5 . R6 , RtfRl It. 7K*JI^, 7k®?». &'£H,fc£7JWU*£*lft 

U R8 liv7/», *;u7n>v^*, &tz\tM&£i£ ^&z££&&7;u^v7b;U7K-;i>*£s*U R9 
XtfRlOli, 7K*JS : Fs ■ / Vn^BR^s &z£tfc&7;u*/u£, S&«£ 

fcli*-CR13=CR14-(CR15=CR16)y- (CZT?, . R11i:R12li— tttftorj^fifc^Sa*** " 
UR13, R14. R15. &t/R16l±^tL^H3i±LLT7KMT, /\P^>I^^. MS^^-^fe^U 

*;us> i&*££t&c<ttfc<5>7'j-ju», Ri3iRi4*fci*Ri.5i:Ri636^ftiz/«j:oT'»fiE-r^as*-. 

iftU yl*0frb3©Mi£l:lft?-£„ ).££lft'U m&tfhli* ^ft^ft?!^!::. 0£fcl*1 ©8»££l*L;Q 
li^;Ut^v;US> 'a»**Wr«-t i &ft'57^3^>*;U7f?ii ;U«, -CONH- (5-xh5VU;u)S, 

-^4v^ 1 7y i Jv>-5-i''Jf r -^*, ««3l$W--r-5^i: : t,fc-55-^V-4'---Th5V l J>U*, S' 

&&ttt&z:£bib4>3-(5-7t*v)-[i, 2, 4]^-y-vTv/ui?^us,s.«is**-rszit,fc-52- 

- (3, 5- V**7) -[1.2. 4]it-4r+t-i/7!/'J-;U*s S&*£*Tf 3Z^;fc35- (3-**7) - [1 . 

[ft#^2] iI(i)4><dri ^ 

7;u4JU*T?a5£ffll#Elftl*L3(&l*1^ 

[|**«4]'i(1 ) +<DA^g^S^^1-^>C: < ttfe^^x- JUE-efc^lf #Jl1 £^L4(Z)lvf ftfr 1 
CIS*3I5-] a(1)if(DA-e^tL--5S36^i-;U3£T?fey, 2-X^-^TV'J;ua<i:-(G1)m -(G2 )n 

■-Q7?a$ti5'*ii^*E«^fe^ll*Si«^L4(Dt\1*iKA>i iIlctEi^b£»^e*tb<7)i£o 

[St*si8]-a(i)+©mar;nA<iiffcy» gi j&<-nr3 co-vm. G2 a<i*td±2KJi±a>iitfc*£*! 
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imxmi 3] it 3fcin &i^L9oivf to 1 mzimoit^x&^n^n&zmmfttLT^tt&ti 

[lf*Ji14] iSj£iI1&l^L9(7)^T*ijSM^[c=E^ 

[#gfE(DP*fflft!&BJ3] 
[0001] 

[fgfl;i<fl«^6M#^ 

[0002] 

[ft3tE<DM]7b;u*-tt;£^ 

l^@tlH<tLTP^=ihyx>(LT S ), bP>^+r>A2(TXA2 ), Jfo/hfiuSttfcS?- (PAF) , tX^5>. ? 

PX*^>^>(PG)^04$*^ 

xVx-$-01OT*fe£P^=iHJX>;iI[^7^^ 

ii,7b;u^H*v3^,3:fc[*7u;u^-^ 

Tl^(Proc. Natl. Acad. Sci. USA. 80: 1712-1 7 1 6, 1 983) „ ^^KP-<=lh l JX>(LTs) 
li77*K>^tf)ttII1l::<£oTjl££^ 

X>D4(LTD4 ) s St>*P-f=lh l JX>E4 (LTE4 ) ri<&b*lTl^ (Science, 220:568-575, 1983) Q 
[0003]ZHbP-<=ihUx>|i(DS#<*(Hz^-)lz$g^L. P^h'Jx^SirlglS-rS^SSttttljt.-- 
(S#^t3t^)^^<lg^tirL^(Chimia 46 : 304-31 1 . 1 992, &t>\J. Med. Chem. 199 
6, 39(1 4)2629-2654) „ P^3hUX>g#ft^j5i^04-^V-8- (4- (4-^x^U^h 

^v)^> v 7>f;u7sy) - 2- (Th^./-;u-5-'Ou) -4h-i -/oye^-^s/N-rKu— K^7>;u 

*Xh: Drugs of the Future 1988, 13, 317-320)lZOt^T(D|^BRfi)clIJb<fg J &$^^'^•^fe^J [M^<?) 
&$<?K 164(4) :225-247 % 1993 12#(2) :1 16(222) -1 18(224), 1994; RXSM 

mmm, 9(s-i ) • 7 1 - 1 07, 1 993^] , z^hon^^jji^^^mo^mm^msb^-o 

[0604]-*. Mffllfe, »iftS»^li±ffid!)|ft^1±>7 s -f'X--4r-<DjS^ilBl&-C&.y . 7b;U^r 

-ttlOlfS^iJii, '7UJU#H4<Dlli|i£&, 7b;U^'-ttva^, xi±7b;u^f-1±<D#a^ 

^©^■JB-tfei^-cfis«:ffisi]$*fcLtt^. «awftjfefettaiia-oT?fcSE3!aiji&-ett.. 

mmtZtis t(D^. tx$5>. ltc4 «P<©^5*;u>^-fx-^-3b<iK»*tt, i&tSMtt/Ciis €M 
IIS, ¥7ijffi£f6^£3l£i&:?-o 

[0005]Z©-jI(DJ5j££fflfll1-SiS3fl£l/C; vVfV^A-^P^'J^- KDSCG) [The Merck Inde 
x, H9II5 2585(1 976)]Sl>'9-yW-3-(1H-Th^/-;U-5— r;U)-4H-t°'JK[1, 2-a]t° 
U5v>-4-*>-;byOAJ&(^SP7X^^ 

7b;U^-tt*^IC*tLTS5SgO)#S!ltt6 < «^*ir^'5{SftE*. 26g(7) 137 (21 43) -139 
(2145), 1994;Httg8£, 26#(7)251 (2257) -255(2261 ), 1994;&t>\ Progress in Medici 
ne, 13^(10). 137 (2247) -147 (2257), 1993] a Lfrttiitfb*Z:h*<D&Mlt%&&&&lZ.mm 

[0006] 

[£W*<#*LJ:?i:?-SKS]±iBfiW 

^it^iugtaiiramifc^ft^x-^ 

[ooo7]<!:y;bit,(^iW^ 

£, tx$s:y&^<D^x-$-romM 

H«;7b;u^-tt*a<o^*&tK/Xli^ l»36<^1igi^d:S4,(Di»l#$ti5c for, *fgEE0>Hgilis 
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[ooo9]Tfcfr£*36IHI±. -ISiCd ) : - 



;us. a«s$-*f szttfcs^x- aas^^-rsctifc^'i/^^^a.- aft*£*rf s 

3^>V^7;/'J;u», M&S£frf &c<btfc3t:'JK[l , 2-a]eU5v-;u*» B»*£#«c£ifc- 

>7P^-;US$Sl!*L;G1 li^JS^ 1 , *;U7K-;ua, ;US. S-NR3 CO-, ^-NR4 S-N 
R5 S02 NR6 -,^-CONR7 -.S-C(=CHR8 ) *-CR9 = CR10- (Z 

ZX\ + , R3 % R4 , R5 S R6 , &1>*R7 li7KMT, Sfcl±Sft£££*£C£t,fc;&7JU*JU 

*£tt*u R8 tt v7ys. a;!/*;* »>;u»; ^tciia^s^^^^c^fc^y^ri^^/UTtf-ju^ 
asBfta**^^'**^^^^*^*, asia^^rs^^te^'j-^*, £7tf*R9 xtfmo 

A<-»lc«:oT^fiR-rS3Sl$fti»-r*- 0 )£Sfl*L;G2 l^&S£^t-&::<h&&6>'i-;uS. B&*£;£ 

UJUS. B&*£*rt-S£Hi*S*i=JUSs M&S££^&::<h£&£>t 0 U5v->iUS, »-CHRH-C 
HR12- % *fc(i£-CRt3':=CR14-(CR15=C'R16) 

zmzmmu ris. rh. R15, RrsRuitwe^niLLx^mmi-. nnt^fa^ m^&^t^z. 

B«*«^*'Ci:t&'S2. 4-v^v^7yjv>-5-^'j7 i -;u*. g^S^^rf 
-^V-2-^7|-*7^7V^v>-5--<U^ 

yWU»,fi&S£#?6Z£fcfc53H5-;^V)-il. 2. 4]^-^v7V p 'Jv->IU*.B^«$^-r 
£>Z<l:£fe&2-(3, 5-v^V)-[1, 2. 4]tty*J7W-)l>&*m.&&tt?&Ztbfo%5-< i 3- 
**7) - [1 , 2, tittWTW v-;US> *f=ttB*it*#-r*wit,fc^3-rr-(5-^V) -- rv** 

(fc£U-mfcj:tfnj&to-ea&y , ^oQ36<*^/|5^;u**fci±7;ua+»>*;i>7l?^;u*-efc§a^*l»<o') . 
■[ooioi±ieie.wa)»*u^ii«[ciHii.ic.(i)*(DRi jb<*mii«fc£±iE<b£tt;RU^;h.ba> 

£;3t(1 )'*<DR2 A<Bfil**^*-ttfe*7Ji/^ua*fcl±Bftl£*^t-Sc:^*fc^>'-i7P7JUJF;u 
Ml>'^llb<7>i&;^(l)*<DA^ 

(G2 )n -Ql:-a$tL^a^WiaM^fc€)±IB^^Mt>*^tlba)^;Se(1 ) ^(7)Q?b<5-^h^V*'J;U 
SX'fei>±ie^b^^Sl/-?-tlb(D^ ; SC ( 1 ) *©m;Rtf n*<0^3&£±ffi4b£tt;ft *Hb© Jfi ; 3t ( 1 ) * 
(DmSt>*n^1Tfcy,G1 £<-NR3 CO- -Cfoij;G2 A<tfi*fcl±2fflJ3l±(DaftS*^'5^ttfc*7 

x=.;us-x;-fc^±iHib^^isi; j etiba)^;Mu*i^.ie(i)+(7)G2 mm^tdt2mm±com^^t 
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[ooi2]£^*fPj!<D#ic#£u^^ 

P^ziWx>;&U*bX$5>#|Il#^^ 
tt£i§<D;£-)i;&UVXI^I^ 

XI*TO#J0£ii£<7)fr&<7)^ 
[0013] 

[#£E<7>IIJfi<D»8g]*l|l!ffl*lcfcl^^ 

[ooi4]Ri RiSR2 i±^ti^^i^Lr7K^JI^. /vpy>ji^ % ^s^^1-^z«ttfe-5T;u+>iuS, 

&m^ZZ.t&T-g&o ±SH7;u*JU*l::3g^&a&S£LT(i. fljxli, /\P^>Ji^v:7i-;u»^h 
*S/7i=;U*</\P$V7x-;u* % ^>v;U*, ^MPv'OvJU*. vj/Mtv^vJUSs xii/\p^-v 
^>v/US^frbM;h&lfi^ 
;u*<tLT(i^pju:7i-;u* v MP>7VK>vjug^ 

[001 5]R1 &lfR2 7b<^-rv^PT;U+;u*<i:LTIi. ff*L<li£fliS3frb5©*>$P7^*;uaL #1* 
l**>*p:?pe;u*,.$/*p:^;u», 

ia(S£-f &BSI*£:LTI;J:, /\py>Jl^^(f &zh&V2&o Ri <tR2 a^-^l^otlf 

.>-b*>«*fcl±5/^P^^^Bl^fflt\SZi:A^So R1 RUR2 (Dm^^tLXlt, R1 *<7K*0 
T^fcV. R2 #S&»££?-&z«!:ifc&7;M^ 

[001 6]AiiS&* -SSlfi^ ^-5zi:tfc5tf »J v;uS, g&S£ %t&z 

-ifc£2H-$p/-;u»££i»t5.aft££LTtelfiXI±2^ 

[001 7]G1 li^Jl^-. X^~;US, S-NR3 CO-. S-NR4-, S-NR5 S02 

*-S02 NR6 -.S-G0NR7 -,S-(C = CHR8 *f=li*-GR9 =CR10-£Sflfc-f & 0 Cftb 
CD?*,. S-NR3 CO- 6<»*U^ ±IEO)S[ZfcL^-C, R3 % R4 . % R5 . R6 7£l£R 7I3\ ^tl^jl,. 7K^J1 
^v'^KS, : */ilia»aS*r*ii:*ft'67';u4r;u***i*LTt^, T;Wua&fcLT(i*.#£L<li* ■■ 
AK*»1 36^8©KtS«^L<li»Mtt©7;u+;u3£. ; «fcy»*L<l*flt*ai frb50)E»R:gL<li# 
&$i#<D7;U*^a£^&c<b7^£3 0 0»J*.tf , ^uS, x^;us % ?Pt?-/uS" s -rv^Pt°;u«, v/u 
7;u^;u*..wv^;uS % xi±^>^u*$£m^£*<T?#36 ±Kfl>7JU*;u*ii, Mx.fi, mp 
^r>^^ , a&S^-rs^irtfca:?!-;^ *;U7K4f*>;u*. *7=id:7;u3#v*';u7t5- ;uS^^bS 

i**i4ifixj±2iBJ*i±a)asi*.*f*L<[*nia>aft»**L"CL^T : t«fci\oR3 ;r4 , rs , R6 mr 
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[001 8]R8 it. ^TJ&.lDl^is)^ Sfclig^S^WrSd^fe-STJUzi^v*^^-^*^ 

&7'J-;u*. *fci-±R9 SU*Rio^-||iz^orff^^t-^a$Ei*t-?)o >*P7;u*;u*£LTii. 
■L<(±K#IS[3^.ib5<Dv^PT-;u#;uS, ^J^(iv^D^Pt°;ua. v^p^uS. SI/v^p'OWS 
±!E*>?p7;uw»::l££*saftai£LTG\ /\py>Jf ^H^if 5 

ZttfT&Zo R9 &UR10A<-«Mc/«i:-3tfefi6«ai:Lrtt. 5&in.8MH. #*L<li6Xli'7M8£^ 
If ZZttf-ZZ. mz.lt* v^P^^r+)->ii. ^>-tf>^/cliv^P^^>^$ffi^^C<t^X^^ 0 7 
V-)\s£tLXte?±-)\,&1s;)££mi^zktfv$* T l J-)\,&±(D i gt&£tLXl** mXU. /\P^»f : 

[001 9]G2 [*ai&*££-*"5Ci:t,fc57x:=JUaL Bfta^^TfS^tfc&tf 'J vJUS. Sift3ti* 
£-<!:£&&^7y*V;ua.a&S£^T3z<hi&3^ 

;U».S^»$^t-^Z«ttfe^t 0| JSv-;US,S^CHR11-CHR12-^fcli»-CR13=CR14-(C 
R15=CR16)y-£S*r£o±f5?i=;U*/d^^ 111X1*2 

■fi&±©a&as##£LWT&<fci*o ?#c:> ±is7i-;ua(cotNrii, zm^Jtom^tm^x^ 

■ &^ttf$F£Ll^&4,$>&o ^<0.«fc5fcaftSB:» #ij*.l£\7\p>tr>|f ^ -hP». a&s^-rs^tfc 
tfc£7;u:a^v7D;u*'-/u^c^ 

li\ ^ife3^b60^^7;U^r^S^lf^Ci:A^, JH*WlZli^>>7P^P/<>B| % v?P^>$> 
JI, v^P^*1f>^ ^V^P^^>^&^ 

[OQ20]±Ifi<DaiZ^T,R13 % R14,R15,;S^ MP>f>Jf^g& 

s^-rs-irtfc^T^^us. *fci*a^»^^-r^.ctt$)^7 i ;^us. Ri3tRi4t^-$ii-^o 

X. *fcf*Rl5i:Rt6i:36<-«lc/«j:or^fiE-r5SS»i*-r-5o Rl3&tt*Rl4li7k§fiJl^ /np^JS^ ; X 

\tmWk&%%t%Zt : L&&7)\,*)l,&Xfo&ZttiW3iLC R15 N &t>*R16li7X*ll : f 

Ll\ Rl3'iRt4£j6<-*tl::fco-e. *f=(i.R1-5i:-R16tA«-ttfcftor^fiE-r*ai:LTI±, v^p^P/^> 

-So .yliOfrb'3<D.g»£Sl*U J?SL<(i0^fc(i1 T?&-S 0 

[oo2t];£(i)izfc^Tm;&ttYwi,o£fdi^ a 
coNH-(5-Th7 , /u»», a&a^^c^fc^s-x^V'^us, a^s^«ci:^-si , 

2, 3-KI71/MJU*. .a****-r*Cl^fc-S2 f - 4-v^V^7l/'Jv>-5->l''Jx->'U*. fi&« 
£WT&;i<!:tfc34-:^py-2-^+7^7y^ 

-^V-4-xhT/U;U*,a^S^t-i)C<!:4,fc^3-(5-7f-^V)-[1, 2, 4]**+l-v7y*'Jvx 

asi^ig-rsctt&^2-(3. 5-v3F*y).-[i f 2, 4]^+f-v7v*'j-;uS, a&S£*rf -6 

Zit*«5-(3-^V)-[1, 2, 4]^^v7y'Jv-;U*, ^lia^*$t-r'5-<!: ; t,fe€.3-(5 

[0022]jC<1 )0^^lCfcL\-CR1 &1>*R3 li7K*JS^--t?fc«wi:3&<»*LL> 0 Al*^i^^*^&*^i: 
SL<* A^LT2-X^-)U5 1 7V* , J;U*tS- (Gl)m- (G2 )n-Qttf*$W.m.Xlfe£lX\,^Z. 

<t#S?*u*, Q(±5- j fh : 7!/ , j;uS-efc'5^i:A<»*uv 0 mtfi 0<t^. gi jb<s-NR3 co--efc-i>c<b: 
##*U» n*<i (Dt£. G2 7bOx^;uST*&3c£^#£u^ G2-AOi=;u***-r*^ % ?x^;us 
-±KI±1fi©aS^Xi±2mj:(&a&£tf#£LWT4i.U^ 

<D/\py>JI^;>5MUS, x^;uS, ^PtfjuS. n-^US. -fy^Ug. tKPJrv^^S, 74zH 
*v>^U», 1 -^p^-;uS % 2-^p^^u*, x^-;us, Xlil -^Ptf-JUSIIOTJMr^*, 
7;i^-;u^ xii7;Mr=ju£;xMr*>;u*. n-^PTK^rv^uS. n-^h^s^uSV-fv^Mri^u 

^-^^tPih+v^t, 2, 2, 2-HJ7Vu^-PXF4*>;u«,7iy+v;uai, 'OyJ^vSI© 
7;u3^rv;L,a ; x^ju^». n-^pe;i/^*;^;u^a£, ^>v;u^*;2-tKpJFvx^ju 
^*»<!:<D7;u^/u^t-s, 

y^-^A;^^7^y&.n-y^j\,7^&mo7)i^)i7^y&m^m^ztt)<x^^ 0 
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8/107 ^— v 



[0023]R2 tLXl*i/Vu3?)\, % ^V^Ptf^ktert-^U. Xliv^P^PtrJUaAWSU^ AA<fi 
[0024].*§S^©£*UMfci&ft£LT.5-te^ 

-JU) -1 H-xK^V*— )U ; 5- (3- (2 — (4 — ^7^Pt°JU — 2 — ^7yUJU)Xf.=JU)7x— JU) — 1 H — 
^rh^/— ;U;5-(3-(2-(4-v^P^Pt°;U-2-^TyU^)X^-;U)7x-jU)-lH-^h7V — 
;U;5-(3-(2-(4-n-^Pe;U-2-T7V*U>'U)X5 1 ->/U)7x-;U)-1H-7 1 h^V r -;U;5-(3- 
(2— (4-v^P^;U-2-TTV* l J;U)X5 1 -;U) -2-^JL/^-P^x- ;U) -1 H-^h^V"— )U; 5- (3- 
(2- (4-v^p^;u-2-^zv* , j;u)x^-;u) -6-7;U:f P^x^JU) - 1 H-fhW-Jl- ; 5- (3-- 
(2- (4-^v^Pt>-2-^rv^MxT-;u) -2-:?;u^ 

(2- (4-v^P^fJP-2-f7V*'J;Wlf-;i/) -2-^;U7x^7U) - 1 H-xh^y— ;U; 5- (3- 
(2-^PP-2-(4-v^P3f^U-2-9 1 7V"UVU)X5 1 2i;U)37i-;u)-iH-xh7y-;U;5-(4-(2 
- (4- V^P^U-2-^7yU;U)X^^ 

v^p^u^-^yy'Jvuix^-ju) -3-t^^ 

T;U-2-^T 4 /U;u)x^-;U) -2-'<>V*^-y- l / l J;U) -1 H-Th^V'-JU; 5- (5- (2- (4- 
P^;U-2-^rV'j;U)X^- JU) -2-^>y [b]^!-^) - 1 H-xh^V*-^; 5- (6- (2- (4- 
V^7P^;i,-2-^TV"U;U)X^-;U) -2-^V-2H-^>V/t°^>-3-<>lU) -1 H-^h^ x /- 
;U; W3-(3-(2-(4-v^P^VU-2-^TyU;U)X5 l -;U)7'x-;U)-4H-[1, 2, 4]—**+)- 

[0025]£fc. *t>i;#*UMt^!|*i.Lr, S(1)*(DmS^n75<1-efcy\ A7£tfG2 A^x-;UST« 
lb#!$k#J*.[i\ N- (4- (1 H-7 L h7 x /-/L/-5-^;U)7x^;i/-3- (2- (4- v^P^U-2-^7 

U ;u) IT - ;u) /<>X75K ; N ^ ^ 
JU-2-T7^U;U)X^-;U)/<>XT5h^N-(2-^h^v-4-(1H-i L h7y-/U-5--< J ll/)3'xii 
JU)-3-(2-(4-v^P^5 l ;U-2-T7yj;U)XT-;U)/<>XTS^N-(2-^;U-4-(1H-T 

h^y— ;u-5-^;u):7x-;u)-3-(2-(4-v^p^;u^^ 

(2-7;U^-P-4- (1 H-xh^y— JU-5—f ;U)^x" ;U) -3- (2-(4-y^P^f^-2-f7 , /U 

;u)xT-;u)K>X75K;N-(3-(2-(4-v^p^;u-2-T7y'j;u)xT-;u)-7x^;u)-3-(i 
H— Th7 v /-JU-5--l';U)K>X75K;N-(3-(2-(4— jy^^If -6 

-Z>)\,*UZ>t.-)\s) -4- (1 H-7 L h^/-;U-5->r^)^>X75K; N- (3- (2- (4-v^P^;U- 

2-5 1 7VU;i/)xT-;u) -e-yji^-nyji-ji) -2-z?)\,*u -4- (1 H-xH^y— ;u-5--<;u)K 
>X7SK;N- (3-(2-(4-v^7P^;U-2-T7y , >l>'U)XT- ;u)^x-;i,) -3-^;u-4- (1 H 
-7-h^y-^-5-^;U)^>X75h^N-(3-(2-(4-v<7P^;U-2-T7y i J;U)XT-;U)7x^ 
JU) -3-^4rV-4- (1 H-xh7y-;U-5-^U)^>X7SK; N- (3- (2- (4-tert-^b-2 

-T7yu;u)x^;u)^xzi^)-2-7;u^p-4-(iH-xh7y— ;u-5--f;u)^>X75K;N-(3 

-(2-(4-v£P:?x;U-2-^7yU;U)ix^ 

— <;b)^>X75K; N- (3- (2- (4- isOUZf^)[,-2.-^7'P) )\s)Z-T-)V)Z>j:- JU) -2->T;U- 
4-(1H-xh7y-;U-5-^;U)^>X75K;N-(3-(2-(4-v^P^;U-2-T7>/'J;U)XT- 
;U)7x-;U)-2->h^V-4-(1H-xh^y->IU-5->l'^)^>X75K;N-(3-(2-(4-v^P^ 

x;u-2-x7ywxx-;u)7x-ju)-2-^Ux^ 

5K; N- (3- (2- (4-v^P^;i/-2-T7l/'j;U)XT-;i,)3'x- ;U) -2-7^-4- (1 H-xh5 

V-;U-5-^U)^>X7=h^N-(3-(2-(4-v^P^;U-2-T7V*a>'U)XT-;U)yi- i lU)-4 
-(1H-xh7y-JU-5-^U)-2-e-;i^ 

'J ;u) if - ;u) 7x " )V) — 4— (1 H -Th^V— ;u - 5 - -r ;u) - 2 - h 'J ?;M"P > h : £v"<>X7$K; N - 

(3-(2-(4-v^P^Jlx-2-T7yU^)X^-;u)7x-;U)-2-tKP^V-4-(1H-i L h7y- 
; b ^5_^ l/ )K>X75h^N-(3-(2-(4-v^P^;U-2-T7yU;U)XT-jU)7i-;U)-2, 6 
-i/7;U^P-4-(1H-xh^y-;U-5-^;U)/<>X75K;SU*N-(3-(2-(4-v^P^;U-2 
-f 77*'J>'U)X5 1 -;U)3>x-;u)— 2, 6-yT;u-4-(iH-xh^y— ;u-5-Y;u)'<>X75K^^ 
(f 3C<h^££ 0 ±iaib£$l<DR2 §P^T^^v^P^;US$v^P^Pt°;US, -T^PtfJUS. tert- 

. [0026]£bl^ ^ffdSit RT^^b^tLr . N-(3-(2-(4->^P^-2-f7V''J 

;u)if-;u)-6-37;u^P7x-;i/)-2-^pp-4-(iH-Th5y— >'^-5--r;^)K>X75K;N- 
(3-(2-(4-v^p^;^-2-5 l 7V"U;^)x^-;^)-6-3';^^P7x-;^)-2-tKp^v-4-(1 

H-xh^y-;U-5 — r;U)^<>X75K;N- (3- (2- (4- v^P^JU-S-^y'JJl^Ix-JU) -6 
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-^U^-P7x^;U)-2-/^;U-4-(1H-xh ; 7 x /— ,/U-5--r;U)^>X7 , 5K;N-(3-(2-(4-v 

^u-Jj-ii-z-^T'J^iV)^- )V) -6-7)[stnz>^-)D -2->^;u^-4- (1 H-Th^ x y— ;u 

-5-^;U)^>X7SK;N-(3-(2-(4-v^P^;U-2-^7'V* l JJU)X^-;U)-6-^>'U^-P^i^ 
JU)-2-^;UX;U^W'-;U-4-(1H-i L h7V*— ;U-5-^;U)^>X75h^N-(3-(2-(4-v^P 

^ju^-^y'^Wx^-^-e-^upfp^xr^ 

5 _^ l/ )K > X75h^N-(3-(2-(4-v^^ 

;U)-2-75/-4-(1H-^h7y*— ;U-5 — r;U) / <>X75K;N-(3-(2-(4-v^P^;U-2- 
WV^uyx^z^uy-e-^ 

X75K;N-(3-(2-(4-v^p:?'^-2-^^ 6-v 
^PP-4-(TH-7 1 h ; 7y*— ;U-5--r;U)^>X75K;N-(3-(2-(4-v^P^;U-2-5 1 7V* , J 
;u)x^-;u)^i-;u)-2-^;U^P-6-tKP^v-4-(1H- J 7 l h5V*— )[,- 5 XT S.^; 

4-(1H-^h7 x /— JU-5-^;U)K>X75K;N-(3-(2-(4-v^P^5 1 ;U-2-^7V''j^)X^- 
;U)^x-;U)-2-75y-6-7;U?t-P-4-(1H-xh : 7V*-;U-5 — 0U)'<>X75K;N-(3-(2- 
^-v^P^JU^-^y'V^X^-^^ 

^y"-;u-5—ou)'<>X7SK; n- (3- (2- (4- v^p^;u-2-^7v*'J;u)x^-;u)7i-;u) - 

2-7;U^P-6->^;UX/U7^-;U-4^ (1 H-xh7l/-;U-5---1' i ;U)^>X75K; N- (3- (2- (4 
-V^P^T;U-2-5 1 7yU;U)XT-;U)7x-JU)-2-7;U^P-6-tKP^V>^;U-4-(1H-T 
h^V"-;U-5-<;U)^OX75K;N-(3-(2-(4— v7P7'^ 1 ;U-2-5 1 7V"UJU)X5 1 -;U)7x^;U) 
-2- (2-7^PXh^rv) — 4— (1 H— rh^V*— JU — 5 — -l';U)'<>X7SK; N— (3- (2- (4- v^O 
7^;u-2-^7V" l J;u)x^- > iu)7x-;u)-2— (2, 2, 2-Mj7;U^-P)Xh-^rv)-4-(1H-^h7y 
— >u-5 — r;^)/<>X75h^N-(3-(2-(4-v7□^;^-2-^7 v / , JJ^)x^-;^)7x-;^)-2- 

*=f-)l?,)\,Z)4-)\s-4- (1H-fh7V- Jl/-5->T;U)^>X75F;N-(3-(2-(4-v7P^T;l'-2 

-?7yO;u)x^-/u)7 X -;uj-2-n-^^ 

N — (3— (2— (4 — v^O^^JU— 2— ; ?-7 N > ri J^L')X ; 5 1 ri;u)77x— ^U) — 2— (2-tPO : ^vXf Jl/)f-^:^- 

4- (1H-xh^y— ;U-5-^;U)^>X75K;N-(3-(2-(4-v-7P7^;i/-2-5 1 7V' l JVU)X^ 
VU)7x^;U)— 2-X5 1 - < »U-4-(1H- : 7 1 l-7y— JU-5-^;U)K>X75K;N-(3-(2 — (4-V7P 

^;u-2-^7i/'J;u)x^-;u)7x- /u) -2- (1 -z?n^-)\,) -4- (1 h-t>^/— ;u-5--r;u) 

^>X75K;&t>*N- (3- (2- (4- v7P^U-2-^7l/'JJU)X^- ;U)7 X -;U) -2- (2-^P^ 

-;u)-4-(iH-^b7y~-;u-5~>oi,)^X7^^ sp»t? 

fc^V^P^^S^^P^Pt^U*, -TV^Pt^US, tert-^;UMl=ffl^Lycib^tllCOlNr^, 

[0027]iC(i)-eS$tii)*^e^(D^!feii*,tt^£(D?lliiz e fcLj N i{ixii2jiiii±o)^^$W1'^ 

5- "&feU XI*7H?Sttl*. ^?ft^*%W(T)$m\^^ZfoZ> 0 £tz. 2^1^±(7)^^ : ^Ic»0<v7Xt- 
(Dii^J^K^iZ^xm'ikt^t^X^hU^^. Ri % R2 s A. GKG2, Q. m. & ; tfn(i 

Hb3] 
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^ 10/107 v 



v 

YV-cech + L-A-(GV(GVQ 

2 

(2) (3) 



YVc=c- A-(G 1 ) m -(G 2 ) n -Q 



■ R 2 

(1) 

[0029][X*-i*1](:::*1-2-x^-;b5 l 7V-M2)te^ 

-K Th^X ( HJ?!- ;U7fxX7^» / ^vO A [0] £7clit:X (HJ7I - ^7hx^>)/^v^A[2]:v 
[OO31jmT0)[X*-A2]|::li;±ieJ5^ 
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1 1/107 X—v 



[**-A2] 



s 

1 

R* R* X IfeN^Et Rl 

(5) CO 



(4) 



I 



pchr — — R YV<^ 

2 ■ R 2 



R " R' n2 - 

(10) (9) R 



(8) 



R N^S 

R 2 



v- (2) 

[0032] 2 -^7^-^x7^1^1(7)1*, 2-/NP$V>rh>£(5) [^*i£&£fc]-efo<g>A\ ^D(D^;i 

lb£%[x^^**^ 
*T*0°C~jg&<D;1&£^ 

<iio°c~M;ST(^ : fT9-<t^-e^^„ 7;up-;H*(8) ^w.im&ZTi^tWzmtt&te'mvfrMz 

ftoT7;uxtR*(9)l^&r*£3 0 c<^ 

**£^&+Tv-78^~;£*g<»^ 

/cliA9-MSwern)i^b3££tT?rf>\ HUX^&tWSttj^M^m**^^^ 
[0033]2-x?-;u^7Vr-;U(2)l±7;UTtKft(9)j^ 

x-T;u&;t&*rhUWUvU;u:^ 

o o cmT^st-£-<y~<fc^ 

[c2-^7'/-;u;b;u/i/u^fcK(9)£#£L<^ 

[0034]SiJ;ii:Lr. 2-x^-;u^7y-;K2)^0)J;5l^fi£LT^t^ XSREi£ : ©£&l3{El\ 2 

-?7V^-;/ua/u/^i/-rfcK(9)£* ^^b^b^^^jStt/NPy^-lb^^**^^*^, M*i£v 

ffl*jbj^|t;&l>>y-7i=;U*x:7>r>^ 

;aTICJ5JS^i.C<hlCj;y. 1, 1-v^P ; E-2-(2-^7y i J;U)XTb>ft(10)^#^Zi^T:^ 0 
oiviMb£«8('l 0)^T^tKP7^>fe<!fO)^jSttx-^;^^^-e; -78°C~M;&. #*L<l±-7 
8~o°co)^B0;a^Tiz s i . 8~3^Mmga)n-^^;uu^^A/j:^(D^m7;u^;uu^^A<t^?iL 

-78~30°C(D®S. »*L<ttO^J^T.©.(SiaTlcftffi&7fe^j©fttti|*t=[*|&fn^b7>^=: 
^A7K^^T?*fD^^Z < !:lc^y2-xT-;UT7V*-;u(2)^t#^Z < !:7!)^^ 0 

[0035] [X^-A1 ] (Cffl^^n^b^^ (3) li;TlH[X^-A3] (C^^ai^. "(b^tl ( 1 1 ) 0R17^Q 
IC^^-r^7J;il^J:or^jSf ^-^^^^(X^r— A. G.I , G2 V Q* m % n. MLlifflBtfHlS 

7=i±75^g££-r„ ) 

Hb5] 
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[**-A 3] 



12/107 -K— v? 



L-MGi^-R 17 . L-A-^VCGVQ 

(11) (3) 

C0036]TlB[X4-A3A]lCli;rx^-A3]IC^aS^£Dm^W^I^<!:LT, AA^i-^S. mJl/n 
#0 % LA^^Jg^ % .R17A<v7'>'iT?fc4ft^%(1' 1 a>i*bvQ#4->h*v><>v;u£Xfe:2- (HJ^ 

mr%T-)\A-)V^ ffi&S£*f -Stmu^v*, £fd*7;ud4v*;u7f?-;u*$^u Ri9te4->M^ 

[fc6] 

[^+-A3A] 




[oo37]K>y^Mj)umiia)ii^;ftgtt'iaa^^^ 

T/U^*i=SSlfS^ftl<Dfi(SlIfie-3-t' i 'Xi/^h'JJUftd 1a)frb^F*7^-JM*(3a)£M£?-&- 

£j6<t?£*6 «xff . n, N- v^;u7tx;uA75Kfeiffl>^S1tai4JSJK*i?. ^> X /-HJ;M*(11 a-)^7 

>Jxh5^Ui*(3a)£^az£j&^e££.±IB£jSl^^ 

(D4|RT>^-^AffiT?«k3i-rSCi:lcJ:ySaiziBji-r-SCl-i:i6<l7#-5„ 
[0038]xH7y"-;Uft(3a)[i,;;fc(M^ 

«fcoT#*l- 5^*<-ec*£. fb^fcteWJHtti^Ltfia^^^tfjsrau, ^fcicD^&icfto-c, -fb 

<l*80^j6*&;8&(D*i£<Z>ififfl(DiSgT?^ 

[0039JT1B<D[X^-A4]lz(i % <b£1*(1 2)frbG1 £^J*^5z£4::d:oT<b£i&(3d)££jjfrr£ 
^TH^o £ 7c, [X^-A4A] [S It. AA<7i-;U*-e&*ib^«S ( 1 2a) frb , Qj6<ftSi*i:Cr4->h 
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13/107 ^— v 



^zttfeST5/S. ^/j-— ;uS. Xli^pjuxju^-jug^gu R2ii£4-^Mrv'<>v;uS£f--f£2 

[0040] 



[lb7] 



L-A-R 20 — -~ L-A-G^iGVQ 

(12 
[0041 
Hb8] 



(12) (34) 
[0041] 



[*4r-A 4A] 




R 18 



N— N 

(12a) (3c) 

[Q042]R207!><*;u$;ufi£fdi7^;u2fc^fc3^>X7^^ 

a)frb.G1 *<S-CR9 =CR10-Tffei>jb^(3e) (R9 S.lXR10[±BUlB«i:|Hl«-efe^ o 
(i.WittigJfRj&XIiHomer—Wadsworth- Emmons 

xy>^i*(i2a)0^;u7t<-;uS^bGi £MLfcgL WM i >T^m^mmz^-^p))imz^.m^ 

&»S<>:LT4-;rfh*v^>v^ 

^S-(C = 0)-^fc[**-(C=CHR8 )-T>fo&3.(3e)<Dit'gm\t. R20^N-yh^V-N-^;U* 

^/^-ryi/S-efc^-lb^-tK^aj^b^T^CRS (±MIEtl5]S-cfe>5 0 ) 0 

[0043]R20#N-^h^v-N-^U;b^^^ 

tf-Q%%> 0 za) its® txmmoii&vm&Ltzi - (4-^h^>->;u) -1 H-Th^y-;^, 

0°C~^(DfcHa);UJrc^3IU 

a^CDWittigJSfSIS^s £fcliHorner-Wadsworth-EmmonsJ!Rj£ia^ 
S-(C=CHR8)-$^1-^b^(3e)$iJjt-r^C<!:^-e#^ 0 

[0044]G1 *<*-NR4 ^X>fo&it£M3e) (R4 {imIfH<t|w!«-Cfe^) 0 ) R20#M&S££-f ^dtt 
fc£75/»-e&&7'-'J>Jj§Sft(1 2a)£ s ^□Av7 , >^O)vTy'(b0tit^-e*-NR4 -CNirLyr^, 
iftiE£l^l::LTv7/*<D^h7y-;Mb££B»<D^ 

G1 #*-NR3 CO-T;fe^<b^(3e) (R3 (iMB<!:M-efc£ 0 ) li. R20#g&g£Wf ^-^fc^ 
75/*^&&7-U>^S&(12a)£g&«£:frf^ 

gi (7>s-NR3 co-^ff^ur^, mmzis7s£0^7 x J-)iiit&mg<DmAt£ft5z£iz&m 
iS-'-r*^W<-e#4. £bi~. gi ^*-nr5 soz --efe^b^(3e)(R5 (iBtiiSiitift-efc^o r 

20#M&«££t-&-<!:£&&7;5/a^&£7-U>^ft(12a^ 

^^Jiyt-^oV^mm^tm^LXGI 0)S-NR5SO2 -^fi£Lfe^, ^Icv7/Sa>^h^ 

y-;u^b<t^li*(D®A < !:$ft5c < bic c fcys«^§ct^^-S 0 

[0045]±HB(DJSfCv-efflL^7- l >l>^fr(1 2a) I*. rtT^ n a „$A^^T^^, Xli-hP^-tf^gl 
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14/107 ^—i? 



zttf^mxfo&o£*izM2ofim&&%tt&zt&fo&7)i,*)\s&v^ 
izm£*Mttft?ztiz^zmm-f&ztrfT°$& 0 

[0047]G1 tfMMmTZtz\mmm i ? L -ZfoZ>it'&m(3a)lt. R20;6^SH£L<li-OHT?fc3^:/-iz> 

fcSlii-f 5££j&<-et-<5o -(D5-^p^E-x[i5-'i'^-K-i -(4->h^>v;u) -1 h-x h^y*-;u 

«{*(12a)<!:j*^yOA&^<7)M^ 

[0048][X^-A5][C(i^b^^(13)^bG2$^^^^Z < !:IC^oT^^^(3f)^^^t"^X^-A 
$#Uc(X^-A>f % UA.G1 s G2 ,m s Q.&U , R18liMie<!:l5]S-efcy,nli1-efey,R22l±a^a 

to)o 

[0049] 
[fc9] 

5 ] 



l-a-cgVr 22 ~ l-a-(gVg2-q 

03) (3f) 
[0050]R22#M&S£^&i<ttfe3x^-;U^&^ 

ymmted 3)14. x^;u-^Pt°^-;u^t7U-;u/\7-<h\ i?£L<li^*K^>tf>e^ft<tfrb. strlBco 

©*SteflMb**&;8Ji*s *fcii^h7tKP77>*^WStti^;u^»»*r7;u+;u-hP^b 

£^£^7v7>^:7i-^£^(Z)j^ 

*±!Bx^-;uK>if>g|3iK*(i 3) tsfe^-fr^ticjcy. [2+3]^bttflQftT?fc^y;f *ltv*-;u 

S»i*(3f)*»i£«Cti<r#^aR22A<75yS1?&yvm36<0^fc€>7-y>gl3ft(13)^f)^G'2 *<tf 
'J5v-;u*-efe^^^(3f)li, N-i:*;U7t5>h4r*»->H^>^5 1 U>7"-fe5'5KS3i{*:ir7=; , J>g|3J 
ft(i3)££.mii>;Ux>£fcl£*vb>^ 

»lc*fil1-*c:iic«fcoT»jt1-SctA<T?t-6„ 

[0051][X*-A6]lCli % HSe^S»(D^J*Xg^^t?5*(1 ) ©fc'£ft<DKi££&a>0>Jij;£LT* 2 
-.?P^7y-;Ul^iKl4)frb = MS£^$^ 

77*— ;US53H*(1a)$^fiE«X^— A^^LfcCX^-A^.RI v R2 . A. &.XfQl*m&£&&Vfo l ) * 
[0052] 

Ubio] 



http://dw4860.dsk.daiichipharm.cojp/cgi-bin/psw_disp.cgi?FILE_NAME=/psearch/9000/S010!... 2002/06/27 



15/107 "S—v 



[T.*r-A 6] 



>23 



yy* — — (i5 > . r ^A/a-q 

R 2 



R 

(14) 



(16) 



R; 



R' 




I >-c=c-A-Q 



N 



(la) 

;ug§#&(14)(mi*ViH3](^ 

~30°c<Z)®Bk #£L<lio^bMS<0$5ffla>te£Tl::EJiS£t*\ 0°ciilT (DSft 

7 V-;U ( 1 6) ^M-T-S-t^-Ctiio $cl N T\ 2- (1 -**7I^U) ( 1 6)£1, 2-"iite 
^b>^if 0^Sti/ \P'7 s >'lb^^7KS^;"ij«lc^jSL.: - 1 0°G-^S0)iBB(D;SJtTl^h l J^x-VU7' 

[0054_[X*- A7]C:tt, 7)frbQ£^J&£l*&Z<y::£oT5£(1 ) co<b£^££j&-f 37r&£ 

*Lfc(X+— A*, R1 > R2 ; A, G1\ G2, m, n, XtfQI*lHrE£M"l*_&y, R24li7tx;U5;U__ ? , 

[ten] 



(17) « 

[0055][X^-A7]|Z^oT. R24*<v7/a-C?fc^b^^l(1 7) ^bQA^h^/'J;U»-efei)ib^^(1 ) 
.^»^«ICI±; ]lc^Lf-7J}ilc^orx^-;u^7y-;u(2) < tTU-;U/\^K<!:^*^ l J 
>^i+TR24^>7y*T5-fc^<b^(17)^gJ^Uc^.Z(7)^tl(17)^N, N-i^;U*;UA75 

fdi^bT^-OA&^ral^r'V^ 

[0056]it ( 1 ) (DitSmt. [X*-A8] G1 $^-r€)Zi:lCd;o-Cttiiit^C<h^r^i) 

(X^P— A*. R1 , R2 , n, JBLXfQltmZtmmVfoV „ mlil T?fey, R25li* ;UtKJtv;US % £fd*S& 

&tt?&zk*,jb&7*s&£&U R2Mtmw&i;ir&zk&fo&7SS&*i3)\>ft*isfr&* Sfcli^pp 

[0057] . , . 

Hbi2] 
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(lb) 



StiftB&feMfc (20) 
*/#Ar*KV8& j ey x.xr;v (21) 




(lc) 

[0O58]R25^*;U7tf^rv;US'efey, A^7i-^S^fc^lf iilt*:(18)^b, G1 £<-CONR4 
: W&3ffi£#]£lflLvr< -2O°C-jt^0;1l^(D*Bffl; L< l£0°C - M;U(Dfell(D;g^ ICR26*<T 

sy»?fc375/Mi9)<tJkj££i^ ' 
^b^t^«i:<!f<D*S^ 

7tKP^>^<if(D^;Sttx-x;U^^^^T% ^icj^CTh'Jx^UTS^/clie'JvV^i'a)^^ 
iS^ffiftT5/Sf#fr(1 9>t-10^^ji©^-(D|giB. »*L<fio < t.~^S©IBIBa)aSTlcJS'jS 

^^^iz^y.m^^b^cidjic^mr^c^-e^o 

1 #S-NR3 CO-^fcl**-NR5 S02 -"C&y (R3 fc£tfR5 It. iHBtHil'T?fcSo ) > n#(refe3 

(i.a-K--hP$m#^i:x^-;u^7V f -;u < !:^t). ]T?*Lfcfr:/?U:/?£J££fr3fc 
^bl^hP*$^(DiS^J$fflL^TS^1-^C < !:lcJ;yi{at-r^-<t7^)<-e^€) 0 Stc^LX, 0iJ;L 

*>»st»tto 9) (nmom^mtzit^^mmm^a 9) (n*<i <Di§£)«tcoijs££i&uL xh^tK 

P?^>&<!f0^S1£x-^;u£;^ 

-x^;u-3-(3-v^;uT5/^Pt 0 ^)^U/txv>i'SF^Jt, n, n' - vv^p^v;u^;u^v'1'5 
hVN, N' -*jl^-;ui;^=$V^^ 
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&<b^b>fr^<7)*;S^^ 

l±fcfUe*>$©£tt7.3>S<D#a.TI^ ^figtt&fl-efcaK £/dirtJ»tf n £A.^fi6£7y-JU5UU 

■ 0 □ 'J K ( 1 9 ) <tM^ LTf#& Z t&V£& 0 " 
[0062]R25j&<««S£^tS;:£fc&£75/i&T?fc^^ 

C(7)#;£[^ lb£%(1c)<7)G1 , G2 , X^Q*-^|.C^figf -5*J£.T?&5[G1 l*£-NR3 CO-"C 
feU. G2 [*S-CHR11 — CHR12-^fc(iS-CHR13=CHR14-(CR15=CR16)y-TfeU<Qli^;U 
7|?*v;Ug-(?fc3(R3 , R1U R12, R13. R14. R15. R16&Uy[£|iifE,hl^gT:fe3) ] „ ZOT-^EMW 

(I8)<tilttg!li7k^(20)<!:£,illb^ h;ux>fc£*4)* 

si4j£ib7kfi£^3L £^ 

^b^U>^(D^;Stt/NP^>-fbm^b7K*^^^. xh^tKP^^t* <D^S1±x-r-;u^JSii % £7c 
l±N, N-v^7U7h;uA75K^0^S14@1l;"ij«4 J -cr\N, N' -vv^p^v^^^tKv^SK, N, 

#£L<[*o 0 c~a;U^££-fe»:. oivr% xx7 L ;i,$in7K^M'r^c<i:iz«i;orjb^^(i c)'£Si£f$ 
[0063]SC(1) ? ea**i5*fl.Wa)^^«sli. aaft^^KP^HJxi/gffifttfl. RlStzX^ytjii: 

^miu ifiT-T-^^v- mfo&mm. toe^^s;' 
:»^H,te». , Si£s7iwu^-tt#j^ xi*7heHtsj»iS^(o^*&i;/x(i^i»i=^fflTffc'5o 

[oo64]*ssBj<Dib£^£ii^<tLTEi^ 

7;u*'J*JR*s ^J^i*T^>^A^^L<ii*;uv^A^I|a)7;u^ , J±li#B^ 
L<l±Mjx^;u75^Jfi. N->f;^;i/A5i/lj[, XI±hyx(tKa^>^u)75y^>W^(f*ci 

[0065]iC(1 )"(Dfc£*a:gL<li-ea>gu Xli^tib<D7K«#!l^L<[i;W?Dfel^M^<!:LrtK^t:Pi 

>%L*-y-y?ymmw. swan, ^limtexxP-rK^jc^j^ii^bK-ypvsix^uK-y 
. , j»£if£E£-f sztt aimxhZo un®5-izmtz>mmmmv!i(DmtLxte, m*.i£. mm. mi 
mmi mm\, -h^m. mmm.mmm^n^m. ^)*^)vwi£$:miz>z.£tfxzh 0 imn 
&5-izm?$>mmmi&M(DmtLxit. m.z.& mm^mm. &mM*w.mto&5-momm< j£jwov 
&mL&^wj-i±mi:<Dmmttmm. m^mm. m^mnm. x7py*-^mm#$* 

ioo66mu&^izm?&mmfaf&m(Dm&\ziz.m7L\Zs mm^tmosmmzyim 
L®z>mMmmfo£m^z>zttfx$, m&tzitmo-tivm. m&w. ttg&j, jLit*o>m. 

©»a"Jffl*Jp«!i*ffl^-r i fc<fc^o.^«P.«ifi^a)*^, ft*3lffl©£ttJii*vfl];i(;f » satraps*, H 

mfe. mi££.)&t£i:£m^x, m^mtmmmut^mmt^tfi<x^ 0 ^.T^j-^tLxn^-t^ 
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ffl(Df-tolziQ£M»&tiJKlLf::X7Py-^^^ ^ 
»HP&4mI^ UHlOS^cliiiiHI^Itfc^tLr. i B^tzVGVirfLftmtLxmo. lm g ~ 

2000mg, $?£L<li£jO. 1 
[0067]/£<feV*^(D;(bS» 

[0068] . ■ 

(0©PiflClBt£^Hr^^i#aj^lg(DSJ^Iij*«J±^^-ro [IR] ltKBrtm&Vm , &Ltzl>(DXfo& 0 [nm 
R]li, [1 H]-NMR£Sl*UMW(D^^^^ 

y(TMS)^mWz 0 ^,m^(D^oiz.m^it5-^^jju^4^[i, 2 , 3]-HJ7yj7US &tf5 

+0)S^[i. j e-ti^iH-7 L h7 > /-;u-5--i'/i,. 1H-[1. 2, 3]-MJ7 x 7— ;t/-4-^;uS, st>*i 
h-[i, 2, 3]-Hjyy-;u-5-^;uS)-c^L^ 0 

[OO69][##0i|1] 4-v>7P^;U-2-X^-;u^7V-;i,: 
(x|Il)x^U4-v^p^;u-2-^7y-;u^;u^vb-h0)^fi)t 

iSSEL/b„ ;$ip& v JkfS&^jS^U:,, Sl^[c:^^b^b>200mi$*p^ % tfrfog^ksfe^h^A. 

^£jm^7>7A^PVh^^^ 

NMR(400MHz, CDCI3 )8ppm 1 . 43 (3 H, t), 1 . 88-2. 44(6H, m) , 3. 78 (1H, quint) 4 
48(2H, q), 7. 23(1 H, s). 

Coo7o](xH2)4-v^p^;u-2-^7v r -;u^y-;uro^ 

x^;u 4-v^p^;u-2-^7y-;u7b;U/t^vb-M3. 7 g £x*y— ;u60mii::;#$u tK/^TI^Jc 
^7K^^hU^Aizr^Uco «£g£u 4- v<7P^u-2-^77-;u^/-;u8 39 

NMR(400MHz. CDCI3 )5ppm 1. 85-2. 43(6H, m), 3. 63(1H, m) 3 77(1H br) 4 91 
(2H, d). 6. 86(1H, s). ' ' ' 

C007j](X^3)4-v^P^U-2-^7y-;i,737U/\7;i;^tK(7)^J3)c 

a;S)_^^^rif'j;U43 ! 2g£i£fl:^b>350ml|Z;#fl?U ^#T-70 o CT^^b*;U?**vK 
(HiTDMSOtmto )53. 1g^TL7io^TH7m. ^SJtT^blZO. 5t%mmnLtz 0 ZCDfefctplZ 
±-^ a ?^^- z -TTV-)\,My-)\,28. 8g(D^b^V>1 00m\mfe£m%mVffiTUz o ffiT 
®T&. ££>|Z1 $|H]£ % h'JX^;U75>1 03g£JP*7i o £fc%lZm}&£T*^Ltz&. 7K1 OOml^iP^ 

^-T-j\s5oo™\\zx2®mftUz 0 mftmmft&&&v&ftUz^ 

x^;u=8: 1 XkrfiSU 4-v^7P^;i,-2-^7 1 /— ;u^;b/\*7;uxtKi 9. 9 g ^m^^tL 

xmtz 0 . 

[0072]b;i)4-v^p^;u-2-^77-;u^y- > ;u 1. TSgSi/Stt-^b^^i. 2i g £h/u 
x>50mi^. 4WJPiiii^L7c 0 *;^fl£-iz5Kh£ffli,\ ME.Tlz?>mUz 0 3$£MEg£ 

kTSSU 4-v^P;?5 1 ;U-2-^7y*-JU7D;U/^^ 

NMR(400MHz, CDCI3 )8ppm 1. 92 — 2. 48(6H, m), 3. 76(1 H, m), 7.35(1H s) 9 99 
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(1H,s). 

[0073] (114) 1, 1-V^'P r E-2-(4-v'7P^U-2-^7y'J>'U)X5 1 b>CD^JiJc 
mmitmm3. 97g$^^^b>50ml[C^L. -10°Ctrh'j7x-;U^X^>6. 27g£1)QZ.tz 0 Z(D 

tz 0 ffiTmT&. frfofezm^izszuzo &jtmz^mm7mi-h')oi,(D7\<.muii}uxx^uLtzW:. 
^vu^i/^miv-^a^pt^ 1 xcrftsu , 1 - 

V^P^E-2- (4- v ; ?P^U-2-^TV* I J>'U)i^b>1 . 9g$Mfe;Stt^<tLr#f-o 

NMR (400MHz, CDCI3 )8ppm 1. 89-2. 41 (6H, m), 3. 68(1 H,m), 7. 02(1 H s) 7 95 

(1H, s). 

[0074] (Xfi5) 4-v^a^fj| / -2-lfr^f7y- 1 )KD^i 

a&)1, 1-V^P : E-2-(4-v^P3f5 l ;U-2-^TV* l J;U)X^b>1. ^Sg^xh^tKP ^XJilTT 
HF«tlB§t- o )20ml|Z^L.Smm;TLT-70 o CT:-^TIC,n-^UU^'7A(1. 5M(Dn-^-9"> 

mm 6. 1 mi^TL/io iST^T^, sis;^[5i;a^-e?bt 1 v$mnwuz 0 m%}mtT>^-^M>* 
x$t&uz&. m^m^<f^^rUvnmLtz 0 mm^K^Lxm^^m^. ; ^)-hf)\,*m 

l^7J7A^P-7h^7>r-(;'ittJ^:n-^Ht>:^X^;U = 8: 1 jlZTflHK'U 4- v^P^U-2- 
If-^f7y-jl, 546mg$;^fe;tt^i:LT#fco 

[0075]b;£)v-fV^Pt°;UT5>10. 1 g£THF20ml|C;#$U M*m^T-78°CT^if TIC, n-^ 
JU'J^AO. 7M(Dn-^^>^^)59ml^TLf-o S^^b(C0 o C-e0. 5Mlt#L7i^ H 
lf-78°ClC;££|]U 5Oml0hJ^;UvU;Uv7y^>(2M0n-^it>^^)^rtS-5O°C)JiTlC 
m>W^TUz 0 ;1TFH7&. £J&;"&£-78°C-e0 o 5B#M#Lfc 0 ^(D;^lz4-v^P^Jl,-2 
■-^ry-^^/^U^rtKlS. 8g(DTHF100ml^;^^rt-a-50 o CJilT$«*,^<b;'STLfc [ , £J£ 
;M-78°C-C1 MS! 0 o CTM $bf^ST?1 MBtftUr. £JS&£300ml(D7K;&tf& 

^ H 7->:P^X^;U=8:1)ICTf|^L,4-v^P^;U-2-X^;U^7y-;U11. 1g£$*ffe;4 
KyatLxntzo 

NMR(400MHz, CDCI3 )8ppm 1 . 88 — 2. 38 (6H, m), 3.44(11-1, s), 3 67(1H m) 6 93 
(1H, s). 

[0076] [###IJ2] 2 -X^ " ;U^>y^Tl/-;U : 

(X*|1) 2- (2, 2-v^P^x^-;u)^>y^yy-;u0^^ 

^>y^/-;u-2-7j>/U/\*;uf : tK2. oo g $##0iJi0x^4<!:|5lfi||^llUn-^-y->^biSg B B H 
<b£-£2-(2, 2-v^Ptif-iW^y;f7y-;H. 79g^ B & H ttM<!:LTt#fc 0 
@!l^102~103 o C; NMR(400MHz, CDCI3 )5ppm 7. 44-7. 48(1 H, m), 7. 50-7. 54(1 H, 
m), 7. 9,0-7. 92(1 H, m), 8.- 06(1 H. s), 8. 06-8. 08(1 H, m) 

[0077] a*i2) 2-x^- ;u^>y^7v/-;u<D£j£ 

2- (2, 2-^p^xT-;u)^7^Ty-;n . 75g£^mmioj:m5(Da&t®mzm&L.£my!i 

Z^MV^mWtt^U^hO^ZtJ-^&m : n-^-y-> : iTFg£x^;i,= 1 0:1) IZTfflMU 2- 
X^-;U^>y^7l/-7U0. 63g$;ilt||fe;i^«i:LT#fco 

NMR(400MHz, CDCI3 )5ppm 7. 45—7. 49(1 H, m), 7. 51~7. 55(1H m) 7 86-7 88 
(1H, m), 8. 07-8. 09(1H, m). 

[0078][#^#J3] 4-n-^Pt°;U-2-X^-;U5 1 7'y-;U:4-n-^Pt°;U-2-73>lU/\%7 ; tKl 

36g£###Jl (DXH5(Db;4<!:|5]^lcML. ±m^£i>>)*V)ls%mWzJ]7lx5nvh<77Z>4-(mi}i 
;^:n^^^>:raxT;U=10:1)|CT||giL,4-n-^Pe;U-2-X^-;UTTy-;i,0. 73g£$ 

mteftyntLxmtzo 

NMR(400MHz, CDCI3 )8ppm 0. 96(3H, t), 1. 74(2H, m). 3. 44(2H. t), 6 92(1H s) 
[0079][###J4] 4-v^P^Pt°;U-2-X^-;i/^7V*-;U:4-v^P^Pt°;U-2-*;U/\jU^t 
K$##^J1(DXg5(Db^ < !:i^^lcML,4-v^P^Pt';U-2-X^-;u^7 7 y-;uo 73g£«E 

imwtLxmz* 

NMR(400MHz, CDCI3 )5ppm 0. 92-0. 99(4H, m), 2. 01-2. 08(1 H m) 3 42(1 H 
s), 6. 88(1 H, s). 

[oo8O][##0ij5] 4-^v^Pt 0 ;u-2-x^-;^7v*-;U:4-^v^pe;u-2-7j;u/\;u^tK# 

^ji <Dxm50)b : &tmmzm&u 4-^zfn\iji,-2-ji^-)^7v-)^-^^^tLxm 
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tZo 

NMR(400MHz, CDCI3 )5ppm 1. 32(6H, d), 3. 31 (1H, m), 3. 44(1H, s), 6. 92(1H. 
s). .. ' . ■ 

[0081][###J6] 4-tert-^5 1 ;U-2-X^-;U^TV" > — ;U:4-tert-^;U-2-^;U/'?;UT f tK^ 

###n (DJimsvb&tmmz&mL. A-tert-^ji,-2-jL^-)i^T'j-j^m^tLxmtz 0 

NMR(400MHz, CDCI3 )5ppm 1. 36(9H, s), 3. 43(1H, s), 6. 94(1 H, s). 
[0082][###]7J 4-^V^Pe;U-5-yf 1 ;U-2-X^-;b^7y-;i,:4-^V^Pt 0 ;U-5-^U 

-2-*;u/\;i/xtK$##0iJi £>x*i5<7)b;i<!:|B]*f ci&ig u 4— rv^Pt 0 ;u-5-^;u-2-x^- 

)lTTV*-)lZfem®£LXmtz a 

NMR(400MHz, CDCI3 )8ppm 1. 27C6H, d), 2. 38(3H, s), 3. 06(1 H, m), 3. 39(1 H, 

S). - - ■ " 

[0083][#%#l]8] 4-v^P^>W-2-X^-;i,^7'y— >»U: 4- v^P^>^U-2-7j;U/\;Uxt 
K£##0"]1 (DXH5<Db;ii|B]^lz^SL. 4-^v^Pe;u-2-x^-;u5 1 TV"-^^^^fe;Sttti«t 

NMR(400MHz, CDCI3 )Sppm 1. 60~2. 70(8H, m), 3. 21 (1H, m). 3. 43(1 H, s), 6. 92 
(1H, s). 

[0084] [##«9] 4-v^p^v;u-2-x^-;uTTV-;u:4-v^p^v;u-2-^;u/\*;uxt 
K£##$]1 COX^5(7)b^i:|5]#l^aL. 4- v^p^>^;u-2-xT-;u^7 r y-;u^ , JXA B B H ^L 

77~78°C; NMR(400MHz. CDCI3 )5ppm 1. 20-2. 10(1 OH. m) , 2. 77 (1 H, m) , 3. 
42(1 H, s), 6. 89(1 H, s) ; MS (EI) m/z 1 91 (M+ ) ; 7C*##rfi C1 1 H13NS(DltS:fil(%) ; C, 
69. 06; H, 6. 85; N, 7. 32, ;I'J^{jt (%) ; C, 68. 91; H. 6. 83;N, 7. 14. 
[0085][###l10j 4-(^)U^t)^)^-2-Ji^-)l^TV-)l:A~(^}^t)^Jl-2-iJ 
;U/\*;Uf I tK£##m<DXfi5<Db;£ < !:llf£|;:^ 

NMR(400MHz, CDCI3)5ppm2. 11(3H, s), 3. 47(1H, s), 3. 83(2H, s); 7.18(1H, 

s). .■• - ■■ ■ •■ 

[0086][##M1 1 ] 4->h*v^u-2-x^X>u^7'vr-;u:4-->^ 
K£###Jl0X*i5(Db;£<h|^lzM3IU4->K^ 

VatLxmzo 

NMR(400MHz, CDCI3 )8ppm 3. 47 (4H, s), 4. 60(2H, s), 7. 27(11-1, s). 
[0087][#%#J12] 4->^U-2-X^-;U5 l 77-;U:4-^U-2-*/U/\*;UxtK$##0lJ1(D 

xgscDb&^fa^ML^-^u^^^ 

NMR(400MHz, CDCI3 )8ppm 2. 47(3H, s), 3. 44(1H, s), 6.' 92(1 H. s). 

[0088][###IJ13] 4->rv^5 1 ;u-2-x5 1 -;u^Ty-;u:4-^v^u-2-73;u/N*;U7 I tK$# 

tZo , . 

NMR(400MHz, CDCI3 )Sppm 0. 92 (6H, d), 2. 08(11-1, m), 2. 64(2H, d); 3. 44(1H, 
s), 6. 90(1 H, s). 

[OO89][##0>|14] 4-X^U-2-X^-;U^7y— ;U:4-X5 l JU-2-7j;U/^l/^tK$##0lJ10 
X!i5<Db&,!:[^lzmgL^4-xT;u-2-x^-;u^^ 

NMR(400MHz, CDCI3 )5ppm 1 . 31 (3H, t), 2. 82(2H. q), 3. 44(1H, s), 6.92(1H, s): 
[0090][##$J15] 4-n-^^;U-2-XT-;U^7V r -;U:4-n-^-^;U-2-7D;U/\*;UT r tK$ 
##0lJ1 <7)Xfl5(Db;£ tl^fillC^SL, 4-n-:f ^U^-X^-^TV— )\,%®M&foWfotLX 

mtz 0 

NMR (400MHz, CDCI3 )5ppm 0 87 (3H, t), 1 . 26~1 . 74(1 2H, m), 2. 77(2H, t), 3.43 
(1H, s), 6. 90(1 H, s). 

[0091 16] 4-v^P^;U-2-(2-(3-— hP^x^U)X^-;U)^TV*— ;U:3-^?j-K- 

hP^<>-tf>51 9mg, 3^^bH-^40mg % 7 L H7^X(K l J-7i-;U7^X^»/N°5v f 7A[0] 1 20mg|Z 
v>rv^Pt°;UT5>1 Oml£fln?U M^a^T. ^;£«#TIc4-v^p?^U-2-x^=;u^t7- 

;u340mg^p^.f- o js«^s-e?bici s#r B iii^Lyc 0 sis^$MEg5feLr#bHi);4tt^^>U7j 

*f )\&mi ^ttt AO P T h^^<- ( jt t±J m : n -^+f> : itggX^U = 8 : 1 ) lZX HMU4-v^P3f 
^/U-2-(2-(3--hP7x^;U)x^-;u)^7'>y-;U5O2mg^^||fe0»tt H B H <!:LTt#fco 
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ifcj£ 107~109°C; IRvmax cm-1 1528; NMR(400MHz, CDCI3 )5ppm 1. 90-2. 44(6H, 
m), 3. 71 CI H, quint), 7. 02(1H, s), 7. 57(1 H. t), 7. 89(1H, t), 8. 24(1H, ddd), 8 
44(1 H, t) ; MS(FAB)m^z 285(M+ +1). 

[OO92][##0)j1 7] 3- (2- (4- v<7P^;i,-2-^T7'J;U)X5 1 ->;U)T- , J>: 4- v^P^^U- 
2-(2-(3--KP7x-;U)X^-^)5 l 7VWU500mgSi;^bii(27Klntl)1. 43g£x$/-;uo 

mi*;«trFlc2B#p B 1to&JS3£Lfc:o #£P&. Jgji*B5feLf=o #Sfti>;T&ttt!Bl::7K;frT\ 4N7kiHb:J-Mj 
0A7K^$£An*T7;u?JU1$<hL^ 

fc*7Ai>a7^77^- (jgtiijfc : PtJvJUA : X^;U7JU3-;U=20 : 1 ) [ZT*f S£U 3- (2- (4- v 
^P^U^-^TV^lOx^-;^^ 

N MR (400MHz, CDCI3 )5ppm 1. 88-2. 40(6H, m), 3. 69(1 H, quint), 6. 71 (1 H, ddd) , 
6. 89(1H, t), 6. 93(1H, s), 7. 14(1H, t). 

[0093][###1JT8] X^JU 3-(2-(4-v^P^/U-2-^7 x 7 l J;U)X^z: i /U)$,fiL#^:X^;b 3 
-3-K$m#K8. 45g, ^h^X(h'J^x^;U^^7.37^»/^vOA[0] 1 . 77gSU*4-v<7P^;U 
-2-x^-;U7 t TV*-;b5g^v-rv>fPt 0 ;U75>100ml+, M*^5itT, ^;St*1 B*IHHt'#L/=o 

^x^;u=8:1)lzrffiML,x^;u 3-(2-(4-v^P^^-2-5 1 7V f| J;U)X5 1 -;u)$,il#^9. 2 
7g$^fe;fi»i:Lr#/co 

IRvmax cm-1 2220; NMR(400MHz, CDCI3 )5ppm1 . 41 (3H, t), 1. 91-2. 42(6H, m), 3. 
70(1 H, quint); 4. 40(2H, q), 6. 97(1H, s) , 7. 46(1H, t), 7. 75(1H, dt), 8. 06(11-1, 
dt), 8. 28(1H, t); MS(FAB)m/z 312(M+ +1). 

[OO94][##0l]19j 3-(2-(4-v^P^b-2-^7l/'J^)X^-JU)$m§K:X^U 3-(2- 
(4-V^P^^-2-^7V'UJU)X5 1 -;U)$,ft§®9. 28g$THF100ml|Zj§MU0. 25N7KM^- 
h'J r 7A7K^;'S200ml$iP^ M;a^3B#r B 1it#LTi:o J£l&$£7R#fii ftTlCI Ni£8£l00ml4MZ;±^7c o 
MLfdSilJIItfK 7k&SL M&Lfco t#b^7iliSH a H^PP^;UA-n-^Jr^>^bS$S^L. 3- 
(2-(4-v-7P^;U-2-^7y , J>'U)X^-;U)S,&#^6. 85g$«feMtt^ H e B <!:Lr^fc 0 
139-1 40°C; IRvmax cm-1 2220; NMR(400MHz, CDCI3 )5ppm 1. 90—2. 45(6H, 
m), 3.76(1H, quint), 6. 97(1H, s), 7. 50(1H, t), 7. 80(1H, dt), 8.14(1H, dt), 8. 
38(1 H, t); MS(FAB)m/z284(M+ +1); 7C*^fi|C16H13N02 S(Dlti:fiS(%) C. 67. 82; 
H, 4. 62; N, 4. 94, ;!i|^fi|(%) C, 67, 38; H, 4, 63; N, 4. 94. 

[OO95][##0)]2O] X^U 1-(4->h^v^>^;U)-x^/-;U-5-* J /U7f:Jri>b-h.SI>*X^ 
)\, 2-(4->H^i>^>v;U)-xh^l/-;U-5-7i;U/t^vb-h:2, 6-;U^v>22mllZ7K^if WT 
\Z % h l j7;U7rPra4ml$JPx./r 0 £lS$IC7v<b7 v H,l'7A3. 25gSl>vTy^ XtMU XXTJU4. 8 
2g£JPx., 70~80 o CT:-5^r B 1^Lfc o #£P&. SJS;^ra|#X^;H OOml^fRU #T ftLfd&JI£ 
^Sx^o C(D$SII£N, N- v^^yUATSK^OmllZli^L. ^^73'JOA2. 64g&lM-*MrV'< 
>v;u ^p'JK6. 1 9g£*p*, 70~80°CT*2B#F B lif #Lfc Q #ip&. SJ&jtoRl 00ml£J]P;t N H/UX> 

frT^A^P^H^^"^^ :n-^-y-> : if ggX^JU = 2 : 1 ) IZTffiMU 1ft : 2<4 = 1 : T 
^CDX^;U 1 and 2- (4->h^V^>v;U) -^^V*— ;U-5-7j;U/^vb-M 1 . 7g$;ft^^,tL 
Ttffco (MmttftlivVT^U^ 

NMR (400MHz, CDCI3 )6ppm 1. 44 and 1. 45(3H, eacht), 3. 79 and 3. 80(3H, eachs), 
4. 51 and 4. 52(2H, each q), 5. 78and 5. 86(2H, each s), 6. 86 and 6. 89(2H, each 
d), 7. 35 and 7. 38(2H, each d). 

[0096] [###J21 ] 1 - (4-^h^v^>i?;U) -TH^/-;U-5-7];U7^>^ v (4-^h^rv^ 

^isji)-Tb^J-)is-5-±)[s7£>M:JL+j\, 1 — u-j/Mf-v'Ov^) -xh^v/— ;u-5-td;u^ . 

vb-hb X^Jt, 2-(4->h^-v^>v;U) -^h^V-;U-5-7D;U^vb-h<7);B^O. 77g[Z1 N 

ici N^5mi^Mx.. Mx^;u-etttHL7io mm^m^^vTkmk. ^mi-w-ux^muzo 

NMR(400MHz, CDCI3 )6ppm 3. 80 and 3. 82(3H ( each s), 5. 53 and 5. 79(2H, eachs), 
6. 89 and 6. 92(2H, each d) , 7. 27and 7. 38(2H, each d) , 8. 1 2 and 8. 58(1H, each 

s). • 

[0097][IMJ1] 5-(3-(2-(4-v^P^;U-2-^7yU;U)X^- i /U)7i-;U)-1H-7 i K77 
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■ — JU: 

(X?11 ) 3— Y^-K^Ov'-h'^UO^^ 

3-^K^>XT5KlO. 38g£50ml(DDMF|Z;ifl?U 0°CT5^#TI^, 4. lm\<D**^W)y%m 

Ii£ 35~37°C; NMR(400MHz, CDCI3 )5ppm 7. 22(11-1, t), 7. 64(1H dt) 7 95(1H d 
t), 7. 99(1H, t). ' ' ' 

[0098] (I'S2) 3- (-f^-K^x^U) - 1 H-— r- bTS— )MD£j$. 

7i>it-tWA33. 35g$DMF150mllc!ijSL; 0°CXmnT iZi^itT ^ 5. 20g^^|CjQ 

Mit^Lfco JSJ£jRK8. 70g(7)3-3-K^>y^hU>iU$iP^, 90°CT?3H#r B 1^L^ o ;t 
SP#, E£fc£*ftSS#TI::, 1 Nii®300mlIZ;±LNfc o tfmLfcfiH^BL 7K&&. $£«L/= 0 MUr 
£^PP*;UA-x£y-;u- n ->s^>frb^ 34g 

iK,6 170-1 72°C; NMR (400MHz, DMSO— d6 )5ppm7. 42(1 H, dd), 7. 96(1H d) 8 06 
(1H, d), 8. 39(1H, s).; MS (FAB) m/z 273 (M++1 ) ; tc*MMC7 H5 IN4 (7)It^i(o/o)C 
30. 90; H. 1. 85; N. 21. 59. ;II£fi&(%) C, 30. 56; H, 1. 89; N, 20 69 
[0099] (XS3) 5-(3->(WZ?j:-)\s)-2-(4-^*isKyi>)U)-2H 

3-(^K?i_;U)-1H--rh:77-;U8. 98gSt>*^73'J^A6. 91 g$5Oml0DMF{CSL. 

fW TK4->h*v^>v^ ^P'JK^TLfco ST$l7ft, SJC»^S^.l 5Bf r H M#Lfc 0 £ffc& 
£300ml(D7kIZ;ll^ *ff ttiLfeM^tt. 7Kft£L ^Lfeo tibtlfcffi^^PPTf-gUA-n-^ 
^>^bS^B B HLT5-(3-^K^x-;U)-2-(4-^h^v^>v^)-2H-xh^V*— 1 43g 

NMR(400MHz, CDCI3 )Sppm 3. 80(3H, s), 5. 73(2H, s), 6. 90-6 92(2H m) 7 20 
(1H, t), 7. 37-7. 39(2H, m), 7. 78(1 H, dt), 8. 10(1H, dt), 8.48(1H. t) ■ MS (FAB) 
m/z 393(M+ +1); 7C^ffi L filC15H13IN4 0(Dttm&(%) C, 45. 94- H 3 34- N 14 29 ;1| 
^il(%) C, 45. 81 ; H, 3. 35; N, 14. 27. ' ' ' ' ' 

[0100](X^4) 5-(3-(2-(4-v^P^>;U-2-^7yUjU)XT-jU)3'x-i;U)-2-(4-yh^ 
V'OvJU) -2H-Th77-;KZ)£fi)t 

5-(3-^K^x-^)-2-(4->h^vK>i?;u)-2H--xh5!/-;U23. 53g^h^X(h'J>7x- 
JWX^>)[0]/A°^v^A3. 47g7ir>*3H7^m-^1. 14g|Zv-rv^Pt , ';UT5>100ml7At>*DMF5 

o™\zmKsmmm%tT.m;mT*o. 5^mm^Uz o ^(0^mmzu. 43 g <D4-v^p^L'-2-x^ 

_ i U f 7Vr "^'' l ' a)DMF ^ 50ml ^ T:L ^ ^'^^2B#P B 1}f #Lfco Hft^1000ml(DP^X^;U 

2«u 1 n *b&, mu-k^vmLm. mi-h<)^Ax&muz 0 m%£%£Lxmhtit~ 

i^'Jti^J^m^tzti^AOu^^y^-imih^.-. itf£x^: n -^r+l-> = 1 - 8) ICTM 
Un-M^^milte£l*5-(3-(2-(4^^ 

-(4-yh+v^>v;U) ~2H-xh77-;H 8. 86g<D£^J|1£$^LT#/;: 0 
ife,&87~89 0 C; NMR(400MHz, CDCI3 )5ppm 1 . 90-2. 42(6H, m), 3. 66-3 75(1H 
m), 3. 80(3H, s), 5i 74(2H, s), 6. 90-6. 92(2H, m), 6. 97(1H, s) 7 39-7 41(2 
H, m), 7. 48(1H, t), 7. 65(1H, d), 8.16(1H, d), 8. 37(1H, s) ; MS (EI) m/z 427 (M 
+ ); 7C^«ffitC24H21N5 0S(7)ftS:M(%) C, 67. 43; H, 4. 95;N, 16. 38, ;Ij^fif(%) C 67 
21 ; H, 5. 02; N, 16. 27. 

[0101] (XH5) 5- (3- (2- (4- V^P^U-2-5 1 77 l J;U)X5 1 - )1)Z>jl-)1) - 1 H-xh57- 
5- (3_- (2- (4-v^p^;u-2-^T7U;u)x^-;u)^x-;u)-2-(4->h^v^>v;u)-2H 

*»tS / ~' ,U1 7 " 96 ^-V-;U8mlRU:h'j3';U^Pit^40mllZ^L. ^S-ei 4B#f H l 60°CT*2 

mmmnLtzo £js$£5oomi<7)7k7kK;±^aj^^^ m^tzmm^ 
z^^^^-^-n-^^frm&iku 1 . or g (D^mm^B%^^tLxmtz 0 

iE* 190-1 93°C; IRvmax cm-1 2220; NMR(400MHz, DMSO-d6 )5ppm 1 84-2 35(6 
H, m), 3. 64-3. 73(1H, m), 7. 57(1H, s). 7. 73(1H, t), 7. 88(11-1, d), 8 16(1H 
d), 8. 29(1 H, s); MS (EI) m/z 307 (M+ ) ; 7cfft##rfi|C1 6H13N5 S<DftS:fil(%) C 62 52 
H, 4. 26; N, 22. 78, ;Iij^fjt(%) C, 62. 33; H, 4. 35; N, 22. 62 ' ' 

[0102][«#j2] 5- (3- (2- (2-^T7U;U)X^-;u)^ x - JU) -1 H-^h^7-yU- 
(X*i1) 3-iW-Th^S-}\s-5-4)U)Z>3L-)l,7-tzT--h<D<£lf$. 

*?)t, 3-%sTS?x-)\,T-b-r-\-3. 1 0g£^J£0)]1 0XH2t|H|^|^SL. #b^Lf=|giig H s H ^x^y- 
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J^-n-^V>^h^mL. >^;U3-(-1H— rh^y— ;U-5--0l/)'7i=JU7-fex— M-. 72g£$f 

141— 142°C; IRvmax cm-1 1732; NMR(400MHz, DM SO— d 6 )5ppm 3. 68(3H, s), 
3 77(2H, s), 7. 44-7. 55(2H, m), 7. 95-8 00(2H, m) ; jcffiMfif C10H10N4 02 (DM 
MM%)C, 55. 04; H, 4. 62; N, 25. 68, ;lij£fii(%) C, 55. 08; H, 4. 64; N, 25. 78. 
[0103](XH2) 3-(2-(4-yh^V^>v;U) -2H-^K^V'-JU-5-^;U)7i-;U7 7 ^ : f- 

*=f-)l 3-(1H-7 L h7 % /-;U-5-vf;U)3'i- > /UT-b^-h1. 67g^HMl (DXH3i:|5]itilc5aiiLs > 
3-(2-(4-^h^V^>v;U) -2H-xh7V*-;U-5-^U)^x^U7-tl^-h2. 06g£;S#t) 

NMR(400MHz, CDCI3 )8ppm 3. 70(3H, s), 3. 75(2H, s), 3^ 79(3H, s), 5. 73(2H, 

s), 6. 89(2H, d), 7. 38(2H, d), 7. 40-7. 45(3H, m) , 8. 05(1 H, d). 

[01 04] (I*|3) 2- (4-^h*V^>v;U) -5- (3- (2-^V-2- (2-^TV* l J;U)X^;U) -2H 

2-^P^7V*-^2. 25g£THF30mllZ;£fi?U ^flt^TIC ^-(bV^vOA ?PSK(0. 95M<7> 
THF^iS) 1 5ml^ia^.fc 0 JUSTM BHSMt#Lfc8L #?1/0°C|Z;££PU 3- (2- (4-yh^><>v;U) - 
2H-xh^V-;U-5— T;b)7i-;U7-trx-h2. 00g(DTHF10ml^^;^TU7c o ^;a-ei fflffL 

n-^+>"> = 1 :4)ICTffiSJLJ#btl^)^ H H H $X-^/U-n-"s^>7f)^bS*£ B ^Lr. 2-(4-^MrV 
*>S?;b) - 5- (3- (2-^V-2 - (2-T7V'J,IU)X^) - 2 H-^h^/-;H . 81 tL 

xmtz a . • ■ . 

M 80-81 °C; IRvmax cm-1 1 678 ; NMR(400MHz, GDCI3 )5ppm 3. 80(3H, s), 4. 54(2 

H, s), 6. 89(2H, d), 7. 38(2H, d), 7. 39-7: 46(2H, m), 7 70(1 H, d), 8. 04(1 H, 
d); 7C^ffiliC20H17N5 02 S(7)l|-i:iii(%) C. 61. 37; H, 4. 38; N, 17. 89, ;!£fit(%) C, 6 

I. 1 1 ; H, 4. 51; N, 17. 82. 

[0105](XfS4) 2-(4-^h^v^>^U)5-(3-(2-(2-^Ty i J>lU)X^^)7x-;U)-2H-^ 

WjL-H,Z>**->>(y **vKl . 56g|zl , 2-v^PPX$>1 5ml$iP^., 7k#^#TI^ HJ^U^P 
^>XJU^>M7KtlO: 80g£JP*. I^SJg-C-1 5»^L7i: 0 Sft^lC. h'Jx^UTS^I . 2ml&l/ 
2-(4->h^V^>vJU)-5-(3-(2-^V-2-(2-^7yU;U)X^;U)-2H-^h^/-;U0. 7 

3g£Jin*., 20B^r B 1inivil3S s LL7c o JSJS^^pp^uAsomi-e^^L, 11^, 1 NJ&g^ 

(itttii^ : m&^Jt> : n-^+-y-> = 1 : 3) IZTHSL^fb^fc^^PP^UA-X-^U^bSiSSHl 

lt, 2- (4-^h^v^>v;u) -5- (3- (2- ^^(2-5 1 7V f, j;u)x5 1 -;u)7x^u) -zh-t^-ji 

o. 2i g £$m&tLxmz 0 

95~96°C; IRvmax cm-1 2216; NMR(400MHz, CDCI3 )5ppm 3. 80(3H, s), 5. 73(2 
H. s), 6. 91 (2H, d), 7. 36-7. 43(3H. m), 7. 49(1 H, t). 7. 67(1 H, ddd), 7. 88(1 H, 
d), 8. 1 8(1 H, ddd). 8. 37(1H, dd) ; 7C^ V MC20H15N5 OS(DltS:fil(%) C, 64. 33; H 
4. 05; N, 4. 05, ;I'l5lffi(%) C, 64. 23; H, 4. 19; N, 18. 79. 

[01 06] (XH5) 5- (3- (2- (2-^T x / 'J^)X^- ;U)^i-;U) - 1 H-xh^/-;KD£-j£ 

2-(4->h^v^>v;U)-5-(3-(2-(2-5 l 7l/ l J-'U)X^-;u)^xr:;u)-2H-xh^/-;U150 

mg£^JfcMl0>xa5<!:|^l::^guf#b;^ 

r?g£m&&®MtLXmtz 0 

174— 175°C; IRvmax cm-1 2216; NMR(400MHz, DMSO-d6 )8ppm 7. 75(1 H, s), 
7. 88(1H, d), 7: 99(1 H. d)., 8 02(1H, d), 8. 17(1H, d), 8. 39 (TH, s) ; 7^##HiC12 
H7 N5 S<DHUU(°/o) C, 56. 90; H, 2. 79; N, 27. 65. ;!l]^fit(%) C, 57. 14; H, 2. 87- N 2 
6. 84. 

[01 07][»|3] 5-(3- (2- (2-^>l/^7V*'J;U)X^-;U)7x^;U) -1 h— rH^Z-JU: 
(Xgl) 2-(2-(3-(2-(4->h^V^>v;U)-2H-T-h^V'-^-5->f J /U)^x-;U)X^-;U)K 
>V^7— ;K7)£j& 

2 -X^zi;U/<^ V*^7 y— ;U3 1 8mg&l>*5 - ( 3 - -^K^i ~ ,/U) - 2 - (4 ->Mr X> V^) - 2H - 
7-h^/-/U784mg£i!i£#ijl (OX^tl^cDT^U^^J^lcttU n-^+-y->^biSg B |jb^-fr2- 
(2-(3-(2-(4-*h+v^>:^u)-2H-^K7y-^ 
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468mg^^?ife$ga a H 14l»^<i:LT#7io 

SfejS 133~135°C; NMR(400MHz, CDCI3 )5ppm 3. 80(3H, s), 5. 75(2H, s), 6. 90-6 9 
3(2H. m), 7. 39-7. 43(2H, m), 7.47(1H, t), 7. 50-7. 56(2H, m), 7. 71 (1H d) 
7. 89(11-1, d), 8:09(1H, d), 8. 20(1H, d), 8. 42(TH s) 

[01 08](XH2) 5- (3- (2 - (2-^>V*^7'yUVU)X^ - ;U)"7i^;U) -1 H-^^/-;U0#lS 
2- (2- (3- (2- (4-^h^rV"<>v;U) -2H-xh7V'-;U-5->t';U)^- ( /U)X^-;U)/<>V>7' 
V'-;U423mg^Sfe0ij1 (7)x^5<!:ll^[caji4-yh^v^>v;ujbS^fTl,\ M^ H B H $<7PP7h;UA- 

208-21 0°C; NMR(400MHz, DMSO-d6 )8ppm7. 56-7. 65(2H m) 7 75(1H t) 
7. 94(1 H. d), 8. 1K1H, d), 8. 19-8. 21 (2H, m), 8. 36(1H, s) ; MS(FAB)m/z 304* 
(M+ +1); TzM^^CWm N5 S- 1 /4H2 OC0ffl:fi(%) C, 62. 43 - H 3 11- N 22 75 ffl 
£fil(%) C, 62. 60 ;H, 3. 00; N, 22. 56. 

[0109][^WJ4] 5-(3-(2-(4-n-^Pe;U-2-9 1 7'^U;U)X^-;U)7x-;u)-lH-Th5V f 
— ;U: 

(XH1 ) 5- (3-(2- (4-n-^ , Pt°;U-2-5 1 TV* , J>;U)X5 1 =;U)^x-/U) -2- (4-^+^ 
7U) -2H-^h^/-;U0^i5g 

4- n-^Pt°^-2-X^- ^7l/-jUSt>'5- (S-^K^x^lU) -2- (4-y^v^>v > /U) -2 
H-xh^y-^ffil V HJ£M1 (CIl5ti5]il;j!!llU 5- (3- (2- (4-n-^Pt°;U-2-^7V"'j 
JU)X^-;U)7x-;U) -2- (4->h^V^v;U) -2H-^h^^->IU$^ltfett«i^ B B H <i:Lr#7i: 0 

57-58°C; NMR(400MHz, CDCI3 )8ppm 0. 98(3H, t), 1. 77(2H, m), 2. 79(2H 
t), 3. 84(3H, s), 5. 74(2H, s), 6. 91 (2H, d).- 6. 96(1 H. s), 7. 41 (2H, d) 7 48(1 
H, t), 7. 65(1H, dt), 8. 16(1H, dt), 8. 36(1H, t) ; ^*^ffifi|C23H21 N5 OS- 1 /4H2 0<7) 
atgft(%) C, 65. 77; H, 5. 16; N. 16. 67, ;|J^I(%) C, C. 66. 21 ; H, 5. 15; N, 16. 30 
[01 10](IS2) 5- (3-(2-(4-n-^Pt 0 >»U-2-^7 7 V* l J>/U)X^-;U)7x-;i,)-1H-xh7y- 

5- j3-(2-(4-n-yn\z)l-2-^7V , J)]y)JL^-)l,)yji-)l)- 

14,6 154~156°C; NMR(400MHz, DMSO-d6 )5ppm0. 93(3H, t), 1. 70(2H m) 2 74 
(2H, t), 7. 52(1H, s), 7. 71(1H, t) , 7. 84(1 H, d) , 8. 16(11-1, d), 8. 28(1 H, s) • tzM 
^*ffilC15H13N5 S(Dl+gfit(%) C, 61. 00; H. 4. 44; N, 23. 71, ;D£fit(%) C 61 01 • H 
4. 48; N, 23. 55. ' ' ' 

[0111][^MJ5] 5-(3-(2-(4-v<7P^Pe;U-2-5 l T7g;U)X^-;u)7x-;U)-1H-7 l h7 

(XH1 ) 5- (3- -(2- (4- V>7P^ , Pt'';U-2-5 ; 7y'>l;U)X^-;U)7x-7U) -2- (4-yh*V'<> 
v;U)-2H-T-h-7l/— ;UO)^fig4-v^P^Pt 0 ^-2-X^- > iU^7y- J /H . 04g&U:5- (3-^K 
?x_;U) -2- (4-^h+V^>v^) -2H-^h^y-;U2. 73g£, HjH$lj1 <DXM5<hl3]*3H::*agU 
2. 13g(D5-(3-(2-(4-v^P^Pe;U-2-^TyU;U)X5 l -;U)7xr:;u)-2-(4-yh^v^> 

106~107°C; NMR(400MHz, CDCI3 )5ppm 0. 94-0. 99(4H, m), 2. 04-2. 11(1H, 
m). 3. 80(3H, s), 5. 74(2H, s), 6. 91 (1H, s), 6. 89-6. 93(2H, m) 7 40(2H d) 
7. 47(1H, t), 7. 65(1H, dd), . 8. 15(1 H, dd). 3. 35(1 H, t) ; MS(FAB)m/z 41 4(M+ ) ' 

[0112](X|S2) 5-(3-(2-(4-v^p^Pt 0 ;u-2-^Tyu;u)x^-;i / )7x-;u)-iH-xh^v* 
5- (_3- (2- (4-v^p^Pt°;u-2-5 1 7y i J;u)x^;b)7'x-;u) -2- (4->h+y^>y;i/) -2 

H-^rh7V*- J 'U2. 07g£, <DXg5<!:|5]*iUz*a3lU #t.Hf=*iM B B H ^PP^UA-n-^-y- 

>^blPlg HL3IM1 . 1 6g$|f^ B B ai:LT|#fd 0 

ra£,6 184— 185°C(decomp. ) ; IRvmax cm-1 221 6 ; NMR(400MHz, DMSO-d6 )8ppm 0 84— 
0. 90(2H, m), 0. 92-0. 98(1H, m), 2. 09-2. 1 9(1 H, m), 7. 54(1H, s), 7. 72(1H 
t), 7. 86(1H, d), 8. 16(1H, d), 8. 28(1 H, s) ;MS(FAB)m/z 294(M+ +1 ) - Tcfft^flrfit 
C15H11N5 S-1/2H2 Q(Dltmfil(%) C, 59. 59; H, 4. 00; N, 23. 16, ;IlJ£fI(%) C 59 75" 
H. 3. 80; N, 23. 02. * 

[0113][^»j6] 5-(3-(2-(4-^V^Pt 0 ;U-2-^7V* , J;U)X^-;b)7x-;U)-1H-xh7V* 

■ — JU: 
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(X|I1 ) 5- (3- (2- (4— f V^P t°;U-2-^TV*U;U)X^- ;U)^ X - ;u) -2- (4->h^v 

4 - -f V^P t°JU_ - 2 -X^ - V-^850mg^i;5 - (3 - -f^K^x ~ ;U) - 2 - (4 - *h4^ 

;U) -2H-Trh-7V-JU2. 55g^. ||^jia)Xg5il^1ilC^SL. vU*^;U^fflt\f-^5A^PVh"i7* 
^-f-(;'§ai^:raX5 l ;U:n-^-y-> = 1 :8)l;t||lU'5-(3-(2-(4-^Pfib-2-f7' 
V7;U)X^-;U)7i-;U)-2-(4-yh^v^>v;U)-2H-^h^V*-;U1. 08g£$i<i£;E&#!$l<hLT 

NMR(400MHz, CDCI 3)8ppm 1. 35C6H, d), 3. 16(1 H, m), 3. 81 (3H, s) 5 74(2H 
s). 6. 91 (2H. dt), 6. 96(11-1, d), 7, 41 (2H, dt), 7. 48(1H, t), 7. 66(1H, dt), 8. 16 
(1H, dt), 8. 37(1H, t). 

[0114](X*i2) 5-(3-(2-(4--fV^Pt°;U-2-^r7U;U)X5 l -;U)7x-;U)--1H-xh^/- 

5-(3j-(2-(4-W'V^Pe;U-2-5 1 7V*U;U)X^-;U)^i-;b)-2-(4->H^V^>v;U)-2H 
-T-h^V-JH . 85g£. ||ffi$]i <DX*l5<t^*£|-^JIU t#btifcffliSi£^$^pp^;uA->rv^Pt 0 U 

M,£ 177-1 79°C; NMR(400MHz, DMSO-d6 )5ppm1 : 44(6H, d), 3. 25(1 H m) 7 70 
(1H, s), 7. 88(1H, t), 8. 03(1H, d), 8. 32(1 H, d), 8. 45(1H, s) ; 7C*^#fMC15H13N5 
Stf)ftM( 0 /o) C 61. 00; H, 4. 44; N, 23. 71 . IlJ^fit (%)C, 61, 05; H, 4. 54; N, 23 88 
[0115][^ife^j7] 5-(3-(2-(4-tert-^;U-2-5 1 TV*U;U)X^- > /U)^i-;U)-iH-Th7y 
— IV: 

(XfiT) 5-(3-(2-(4-tert-^;U-2-5 1 Tl/ l J;U)X^;U)7x^>IU)-2--(4-->h^V 
;U)-2H-xh7V r -<'KD^)5)c 

4- tert-^;U-2-X^-;U^TV'— ;U402mg&i;5-(3--r^K7i-;U) -2-(4-^h^v 

)l)-2H—rWJ-)l2. 73g£, IW (DXliSil^lzMU vU^U^ffll^^A^P vh^f 

^-(J^tU^ : Mx^U : n-'VJr-y-> = 1 : 1 0) ICTffiMU n-^^>frbl£Jlfc£i*. 5- (3- (2 

-^-tert-^U^-^TV'^X^-^^x^ 

JU. 91g£f#fco 

113-1 15°C; NMR (400MHz, CDCI3 )5ppm 1. 39(9H, s), 3. 80(3H, s), 5. 74(2H, 
s), 6. 91(2H, d). 6. 98(1 H, s), 7. 40(2H, d), 7. 48(1 H, t), 7. 66(1 H, dt), 8 1 6(1 

H, dt), 8. 37 (1H. t); MS(FAB)m/z 430(M+ +1 ). 

[01 16](Xf|2) 5-(3-(2-(4-tert-33 r 5 L ;U-2-¥TV f| J;U)X5 l -;U)7'x^;U)-1H-7 i H7V- 

5- (3-(2-(4-tert-:?^;U-2-^:ryWl,)^^^ 

176~178°C; NMR(400MHz, DMSO-d6 )5ppm1. 33(9H, s), 7. 54(1 H, s), 7 73 
(1H, t), 7. 88(1 H, d), 8. 17(1 H, d), 8. 30(1 H, s) ; MS(FAB)m/z 31 0(M+ +1 ) ; tcM 
^fitC16H15N5 S-1/5H2 CXDffSfif (%) C, 61. 22; H, 4. 98;N, 22. 31, MfeM(%) C 6 

I. 27; H, 4. 87; N, 22. 14. 

[0117][HM8] 5-(3-(2-(4—rv^'Pt 0 ju-5-^>iu-2-T7y | j;u)xT-;u)^x-;u)^ 

(Xgl ) 5- (3- (2- (4—1'V^ , Pt 0 ;U-5-^;U-2-^7y'J;U)X^-;U)7i- > /U) -2- (4-^h 

^v^>v;u) -2H-xh^y-;K7)^j* 

4 - -< v^p t° n> - 5 - 'tflVj- 2 - x^ - ;u^7y-;u240mg&i;5 - (3 - -Y^K^x - ;u) - 2 - (4 -> 

MrV^Vv^) -2H-7-h7y-^471 mgj, H^J1 0)X*l5<!:|5M|t|Z*agU v'J^^U^fflt^^ 
A^PTh^-7^-(j#ai;^:rax^;U:n-<\^> = 1 :8)ICT^ML. n-^t^fr b?KIHb£-fe!\ 

5- (3-(2-(4-^V^Pt>-5-^;U-2-5 1 7yU;U)X^-;U)7x-jU)-2-(4->h^-V'<> 
v;U)-2H-xh7V*-;H . 91g^tf^ B H a( tLr#7i 0 

ifijS 1 01 — 103°C; NMR(400MHz, CDCI3 )5ppm 1. 31 (6H, d), 2. 41 (3H, s), 3. 09(1 H 
m), 3. 80(3H, s), 5. 74(2H. s), 6. 91 (2H, d), 7. 40(2H, d), 7. 46(1 H, brt), 7 64 
(1H, d), 8. 14(1H, d), 8. 35(11-1, s). 

[01 1 8] (X*|2) 5- (3- (2- (4-^V^P t°;U-5-^;U-2-5 1 7V* l J;U)X^-;U)3'x-;U) - 1 H 
5- (3- (2- (4—^vyn\dJU-5-^)V2-^T^J)V)Ji^-)l,)yii-JV) - 2- (4-^*v^>; 
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)l) -2H— 7-^/-;U387mg$, <7)Xfl5<h^f$|::MU #b^)ffi|g B l^PP^i,-n 

_-^^>^bSIS s B H L,SIi206mg^ B ^tt&S ( !:Lt#fc o 

gl£ 153~155°C; NMR(400MHz, DMSO-d6 )5ppm1. 22(6H, d), 2. 43(3H, s), 3. 14 
(1H, m), 7. 71 (1H, brt), 7. 86(1 H, d), 8. 15(1 H, d), 8. 27 (1 H, s) ; MS (FAB)m/z 3 
10CM+ +1); 7c^^ffi|C16H15N5 S<DUn(%)C, 62. 11;H, 4. 89; N, 22. 64, ;IJSII(%) 
C, 61. 99; H, 4. 92; N, 22. 86. 

[01 1 9][»#J9] 5-(3- (2- (4-v^P^5 1 ;U-2-^7V*U > iU)X^-;i,)^x-;u) -1 H-Th7 

(Xg1 ) 5- (3- (2- (4- v^7P^>^U-2-^7'y i j;U)X5 1 ^;U)7i-;U) -2- (4-;<M^X> 
V>^-2H-xh7V'-;U<7)£j£4-v?P^:/^;U-^ 

7i-;U) -2- (4-^h+y^>y;i,) -2H-^h^V*-;U500mg$;i|Jfi#J1 (©XflS^lnl^lZ^SL. 
vU*^U£^7i^A^PTh^7^^ 

-(2-(4-^<7P^>^;U-2-f 1 7V*U;U)X^-;U)^x^;U)-2-(4->h^v^>v;U)-2H-f-h 
^V*-JU420mg^Mfe;fttt^«»:Lr^- o 

NMR(400MHz, CDCI3 )5ppm 1. 65^2. 85(8H, m), 3. 24(1 H, m), 3. 80(3H s) 5 74 
(2H, s), 6. 91 (2H, d), 6: 96(1H, s), 7. 40C2H, d), 7. 48(1H. t), 7 64(1H dt) 8 
15(1H, dt), 8. 37 (1H, t). 

[012d](XH2) 5-(3-(2-(4-v^P^>^U-2-^7V' l jVU)XT-;i/)7x-JU)-lH-^h^/ 
5-(j3-(2-(4-v^P^>^;U-2-T7yU^)X^-^ 

H-^rh7y-;U4G0mg$, ^jjfcfljl 0>X|l5<i:|f|f£|::*aiIU fbtlfcffigl^PD^^A-I^-yi/ 
-n-^+^>^bS^ B a HL^Ii^280mg$Mi!t^H B H<!:Lr#fco ' 

145°C(decomp. ) ; NMR(400MHz, CDCI3 -DMSO-d6 )8ppm 1 60~2 75(8H m) 
3. -2.5(1 H, m), 7. 00(1H, s), 7. 54(11-1, t), 7. 71 (1 H, d), 8. 1 7 (1 H, d), 8. 37(1 H ' 
s) ; MS(EI)m/z 321 (M +). 

C012l][^Jfi#lJlO] 5-(3-(2-(4-v>7P^V>lb-2-^7'V > 'J>'U)X^- J IU)^x^;U)-1H-xh 

(Xg1 ) 5- (3-J2- (4-v^P^v;U-2-5 1 7'yU;U)X5 1 ^;U)7'x^U) -2- (4-j/h^V^> 

VJU)-2H-^h 7 V— ^(D^J^-v^P^^ 

K:7x_;U)-2-(4->h*v^>v;U)-2H^ 

(3-(2-(4-v^P^v;U-2-^7yU7U)X^-;U)^x^;U)-2-(4-/K^v^>v;U)-2 
T-h^/-;U400mg$;^fe;S^(!:Lr#7t 0 

NMR(400MHz, CDCI3 )5ppm 1. 25-2. 15(10H. m), 2. 81 (1H, m), 3. 81 (1H s) 5 7 
4(2H, s), 6. 92(2H, d), 6. 93(1H, s), 7. 41 (2H, d). 7. 65(1H. dt), 8. 15(1H dt) 
8. 36(1H, t). 

[0122](Xfl2) 5-(3-(2-(4-v?P'^v;U-2-^ 

5-(_3-(2-(4-v^p^v;u-2-^7'7 i /;u)x^-;u)^x-;u)-2-( 

H-x^-;i/473mg£^jfc0)J1 CDXg5i:|sl|i[Z^SU tfbtLTcMISHl^PP^UA-X^y-^ 

166~169°C; IRvmax cm-1 221 6; NMR(400MHz, CDCI3 )5ppm 1. 25~2. 20(1 OH, 
m), 2. 96(1H, mh 7. 05(1H, s), 7. 55(1H, dd), 8. 15(1H, s), 8. 16(1H, dd) ■ MS(E 
I)m/z335(M+); 7C^*ffitC18H17N5S(DltS:M(%) C, 64. 45; H, 5. 1 1 ; N 20 88 US 
fit(%) C, 64. 46;H, 5. 10; N, 20. 62. 

[01 23][^J£M1 1 ] 5- (3- (2- (4-^;i,^^ > /U-2-5 1 7'y , J;U)X^- /U)?x=;U) -1H-f 

(XH1) 2-(4-yM^v^>vJU)-5-(3-(2-(4^^^ 
x-;U) -2H-xh^y— ^UCD^fig 

2-X^-;U_-4-^;U^^Ty-;U508mgSl/5-(3W^K^x-;U)-2-(4-yh^v^>v 
;U2-2H-xh7}/->'U981 mg^SM (DXM4tH]fi|(D^^'J>^J5JtW^L; V'J^I^U^ffl^f- 
^A^P-7K^^-(i§fcti^:rax^;U:n-'N++|-> = 1 : 4) (ZT^ML.^P P^UA-n-^-y 1 
>frbWi!£ H B H L2-(4-p<h^V'<>v^ 

^)^-^) -2H-xh7V f -;U867mg$^fei^^tt^ < !:Lrt#ri: 0 
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flfc£ 104-1 06°C; NMR (400MHz, CDCI3 )5ppm 2. 14 (3H, s), 3. 81 (3H, s), 3. 86(2H 
s), 5. 74(2H, s), 6. 90-6. 93(2H, m). 7, 21(1H, s), 7. 39-7. 41 (2H, m), 7 49(1 
H,t), 7.650H, d), 8. 17(1H, d), 8. 36(1 H, s) ; MS(EI)m/z 433(M+ ) ; 7cSt##rfi|C22 
H19N5 S2 (7)I+S:iI(%) C, 60. 95; H, 4. 42; N, 16. 15, ;ffj^fl(%) C, 60 66- H 4 45- N 
16. 10. ' ' 

[01.2.4] (Xg.2) 5-,(3-(2-(4-^;U^^5 l ;U-2-^7V' l J;b)X^- i ;U)^x-;U)-1H-xK7 

2-(4j->h*V^>v;L0-5-(3-(2M4->^^ 
2H-T-h^V-;U433mg£^$j1 0X115,!:^ 
Ls Siltl285mg£#f- 0 

S!ll* 159-1 62°C; NMR(400MHz, DMSO-d6 )5ppm2. 07 (3H, s), 3. 85(2H s) 7 71 
(1H, s),_7. 73(1H, t), 7: .88(1 H, dt), 8. 17(1H, dt), 8.29(1H, t) ; MS(EI) m/z 31 3 
(M+); 7E*##HiC14H11N5 S2 ■ 1 /4H2 O(0f+*tit (%) C, 52. 89; H, 3 65- N 22 03 ;fj 
£fit(%) C, 52. 87; H. 3. 54; N, 21. 70. 

[0125JKM12] 5-(3-(2-(4-/h^V^;U-5->5 1 ;U-2-^TV* , j;U)X^- i /U)3'i-;U) 
-1H-xh^V*— ;U: 

■'(Ml) 2-(4->h4v^yib)-5-(3-(2-(4-^+v>f^-2-f7yUJb)lf-;i,)7i- 
JU) -2H-7 i h7V->'K7)^fi!c 

2-X^- J /U-4-^h+v^5 1 7U^7 r V— ;U659mgSU5- O-^tfy^-JU) -2-(4-yh^V^> 
v;u) -2H-7-Kt7V*-;H . 41 g £SUSMl OX^^ITOz^IIU is l )J] J f)l'£m^t-j] = 7 
A^PTh^?:?^— (;iaj;&:rax^n,:n-^ 

^)X5F-;U)7i-;U) -2H-Th^V*-JH . 487g^ H a P tt^tLrt#fc 0 

M 105-1 07°C; NMR(400MHz, CDCI3 )8ppm 3. 49(3H, s), 3. 80(3H, s), 4. 63 (2H 
s), 5. 74(2H, s), 6. 90-6. 92(2H. m), 7. 30(1H, s), 7. 39-7. 41 (2H m) 7 49(1 
H.t), 7. 65(1H, d), 8. 17(1H, d), 8. 36(1 H, s) ; MS(EI)m/z 41 7(M+ ) ; 5t*#MC22 
H19N5 02 S(DltS:fi(%) C, 63. 29; H, 4. 59; N, 16. 77, ;fli]£fjl(%) C 63 12-. H 4 62- 
N, 16. 66. ' ' ' 

[0126](Xf|2) 5-(3-(2-(4->h^v^U-2-^7y'J;U)X^-;L,)^i-^)-1H-^h7y 

2-(4_->h4v^>v;u)-5-(3-(2-C4-yh^v^;u-2-^T7U;u)x^-;u)7x-;u)-2H 
-7-h-7V-;H . 1 69g£^&0iJ1 OXHS^f^d^gU iS H B ^x^-ji,-n-/s+Hj->^bS|g B H B 
U ^M794mg$#/r 0 

ralS 21 1 -21 4°C; IRvmax cm-1 221 6; NMR(400MHz, DMSO-d6 )8ppm 3 35(3H s) 
4. 54(2H, s). 7. 73(1H, s), 7. 80(1H, t), 7.87(1H, dt), 8. 17(1H, dt), 8. 29(1H 
t);MS(EI)m/z 297(M+); 7i:^#ffilC14H11N5 0S(7)H-l:lil(%) C, 56 55- H 3 73- N 2 
3. 55, ;IiJ^fi|(%) C, 56. 52; H, 3. 84; N, 23. 66. 

[0127][M#I]13] 5^(3-(2-(4->5 l JU-2-^Tl/iJ;U)X^-;U)7i-;U)-1H-xh7y- 
(Xfi1) 5-(3-(2-(4->^JU-2-5 1 TV r| j;U)-2-7|-4 : -VX^;U)^x^l/)-2-(4-yh+v^ 

>v;u)-2H-xh^/-;u<Z)£j& 

v-rv^Pt°;UT5>1. 04g^THF20ml[C^L, -78°Cn?}f# TlCn-^MJ^AO . 71M0)n- 
'^M±>^&)5. 6ml^n^ s 0°C^10^r B m#L7rollt>*-78 o C|Z^SPL.4-y5 l ;U^7V-;U1 00 
gCDTHJSml^^P;^ HSffi-CO. 5B#r B 1^Lfco^;^[C^U3-(2-(4->h+V^>v;U)-5 
-T-h7lAl;U)7i->fU^1 . 45g(DTHFjt;-g$iP^^blC|Hl;ajt-ei (§M#Lf::„ £ffc;]£lZ7k£JjP;L 

jft: rax^U: n -/s^> = 1 : 3) dTUKU X-^;U- n -^Jp-y->^^$£^L5- (3- (2- (4- 

^;u-2-^tv''J;u) -2-^vx^u)^x^;u) -2- (4->h4v^>v;u) -2H-rrhiV-)\, 

0. 60g$^B S a<tL^#f- o 

.gfe£ 90-91 °C; NMR(400MHz, CDCI3 )5ppm 2. 52(3H, s), 3. 79(3H, s) 4 51 (2H 
s), 5. 72(2H, s), 6. 89(2H, d), 7. 37(2H, d), 7. 40-7. 45(3H, m), 8. 04(1H t) 
8. 12(1H. s); 7c^1ffMC21H19N5 02 S0ftftfi(%) C, 62. 1 1 ; H.4.92 N 17 27 
M(%) C, 61. 78; H. 4. 78; N, 16. 99 
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[0128KXS2) 5-(3-(2-(4-^;U-2-^7V'j;ix)X^- J ;U)7x^: i ;U)-2-(4-^h+V^> 
v;U)-2H-T-h^V*— )\s<D£f& 

5- (3- (2- (4-^;U-2-^7V*'J;U) -2-j-*V3L=?)[,)7x.-)l,) -2- (4-^|-^rV^>v;U) - 
2H-xh77*-^£ilM2(DXfi3«tP#lzm 

-(;ttii^:raX5 l ;U:n-^-y-> = 1 :3) [C-CfgSU #t.tl^ H B B $X-^;U-n-^-y->^bS$S 
HUT, 5-(3-(2-(4->^/U-2-5 1 77U;U)X5 1 -;U)3'i^U)-2-(4->h+v^>v>iU)-2H 

i4l,& 95~96°C; NMR(400MHz, CDCI3 )5ppm 2. 50(3H, s), 3. 80(3H, s), 5. 74(2H, 
s). 6. 91(2H, d). 6. 95(1H, s), 7. 40(2H, d), 7. 48(1H, t), 7.64(11-1, d), .8.16(1 
H, d), 8. 36(1 H, s). 

[0129](X*I3) 5-(3-(2-(4->^;U-2-5 1 TyU>IU)X5 1 -;U)^x-;u)-iH-Th7V*->;U0 

5-(3-(2-(4-^;u-2— ^yyu;u)x^-;u)7i-;u)-2-(4->h^v'<>v;u)-2H-^h7 
y~-;ui2. 1 mg^HJil^ji (Z)xli5i:i^i4i[z5asu itS^^i^y-ib-i-f^^bS^il, 

6mg£f#f- 0 

raffed 224~227°C(decomp. ) ; NMR(400MHz, DMSO-d6 )5ppm2. 43(3H, s); 7. 53(1H, 
s), 7. 72(1H, t), 7. 85(1H, d), 8. 17(1H, d), 8. 27(1 H, s) ; MS(EI)m/z267(M+ ) ; 
7C*^iIC13H9 N5 S-1/10H2 O0)tfS:M(%) C, 58. 02; H, 3. 45; N, 26. 02, IiJ^ft(%) 
C, 58. 06; H, 3. 69; N, 25. 49. 

[O13O][Hfife0l]14] 5-(3-(2-(4-^V^U-2-T7V f| j;U)X5 : -;U)7x- J /U)-1H-xH7y 
— ;U: , 

(XS1 ) 5- (3- (2- (4— <V^;U-2-^7l/ , JJU)X5 1 - > »U)7i-JU) -2- (4->h^V^>v;U) 
-2H-xh^/--fKD£j$ 

2-X^-VU-4-><V^/^7y— ;U480mgai>*5-(3-^K7x-;U)-2-(4->^vK>i; 
>IU) -2H-Th^/-;U880mg£Hafc$J1 <Z)X*l4<!:[5]fl&|Z*!lgU ±J&^£v^y/U£^7t^A£ 
PTh^-7-f-(Jtai^:raX5 l ;U:n-^+f->=1 :4)|CTffiML. ?PP*JUA-n-^+!->frbS 
.1SmL5- (3- (2- (4-^V^T;U-2-^TV"'J;U)XT-;U)7x^U) -2- (4-pih^rV^>v;U) - 
2H-xh^-^867mg«^fe;S^<l:b-C^fco 

NMR(400MHz, CDCI3 )5ppm 0. 95C6H, d), 2. 12(1 H, m), 2. 67 (2H. d), 3. 80(3H, 
s), 5. 74(2H, s), 6. 9K2H, d). 6. 94(1H, s), 7. 40(2H, d), 7.48(11-1, t), 7: 64(1 
H, d), 8. 15(1H, d), 8. 36(1H. s). 

[01 31 ] (XH2) 5- (3- (2- (4--f v7'f^-2-f7 , ; i J;Hif-;i/)7i-;i/) -1 H-Th^V-Ju 

5-(3-(2-(4Wy^U-2-^yyUJU)X^-;U);7x^ 

xb7V"-;U97Omg£|||jteMl0)X|l5<!:|^ 

U Sli^360mg£4#fe o 

177~178°C; NMR(400MHz, DMSO-d6 )5ppm0. 90(6H, d), 2. 03(1H, m), 2. 63 
(2H. d), 7. 54(1H, s), 7.73(11-1, t), 7.86(1H, d), 8. 16(1H, d), 8. 32(1 H, s) ; MS 
(EI)m/z309(M+ ) ; 7ci§:tf;|ffMC16H15N5 S- 1 /4H2 0©ttfffil(%) C, 61. 22; H, 4. 98; N 
22. 31, ;IJ^fit(%) C. 60. 90; H, 4. 86; N, 21. 97. 

[01 32] [Itffll 5] 5- (3- (2- (4-X^;U-2-5 1 Ty i J>IU)XT-;U)7x- ;U) -1 H-xK^/- 

(xHD 5-(3-(2-(4-x^;u-2-Tryg;u)x5 1 -;u)7x-;u)-2-(4->^v^>v^ 
4 -x^;u - 2 -x^-;u- J /U460mgS.u*5 - (3 - -f^K^x - ;u) - 2 - (4 -^MpX> v ;u) 

-2H-xh^l/-;H . Og£HJ£0IJ1 0)Xm4i[5]^|z5aSL. X^£vU*^U£m^fc^A^P^ 
lUftfe : It^X^U : n-^"it> = 1 : 3) IZTfflSL. X^/-jU-n-^+»->^bSiia^L5 
- (3- (2- (4-XT;U-2-^y7'J;U)X^-;u)^x-;u) -2- (4->h^v^>v;i/) -2H-xh^ 
y-^730mg$^fetftfef H< tLrt#fco 

|gi£ 116~117°C; NMR(400MHz, CDCI3 )5ppm 1. 34(3H, t), 2. 85(2H. q), 3. 80(3H, 
s), 6. 90(2H, d), 6. 96(1H, s), 7. 39(2H, d), 7. 48(1H, t), 7. 66(1H, d), 8.15(1 
H, d), 8. 36(1H, s) ; 7C^*f<lC22H19N5 OS- 1 /2H2 0(Dl+i:fi|(%) C, 64. 37; H, 4. 91; 
N, 17. 06, ;I l l5Sfii(%) C, 64. 62; H, 4. 78; N, 16. 73. 

[0133](X*12) 5-(3-(2-(4-X5 l ;U-2-^TV* l J;U)X5 l -JU)7x-;U)-1H-7 L h5V*-;KD 
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5-(3-(2-(4-X^b-2-T7V"U^)X^-;U)^x^U)-2-(4-yh^v^>v;U)-2H-7 L h 
V*-;U736mg^Hi6gMl (DJimsmmizmmL. TO H 1i£x£y-;u-x-x;UfrbSii£II.U ^11^2 

198~200°C; NMR(400MHz, DMSO-d6 )§ PP m1 . 26(3H, t), 2. 78(2H, q), 7. 54(1 
H, s), 7. 73(1H. t), 7. 86(11-1. d), 8. 16(1H, d). .8. 29(11-1. s) ; TE^flrfit C14H11N5 
S(DtiM-m(%) C, 59. 77; H, 3. 94; N, 24. 89, ;Il£fif(%)C, 59. 30; H, 4 07 ■ N, 24. 71 
[01 34] [M0IJ1 6] 5- (3- (2- (4-n-^-^;U-2-^7y'j;U)XT-^)^x- ;U) - 1 H-xh^ 

(XfI1) 2-(4-/K^V^>v;U)-5-(3-(2-(4-n-^^;U-2^5 1 TV ,| J>'U)X5 1 -;U)3'x^ 

;u) -2H-^h^i/— ;ua)-&j$ 

2-X^-;i/-4-n-^^;U^7y— ;U410mg&t;5-(3--f^K^x^;U)-2-(4->h+V^>V 
;U) -2H-7 L h^./-;U726mg£i!jte0l]1 (DX^tlBtfSl^JIU ^^^v'J^^^U^fflL^^ix^ 
□ ■7h^^-(5tai^:^X^U:n-^^ = 1 :7)[CT^MU n-^it>^bi!g^^-I:\ 2- 
(4-pth+V^>v;U)-5-(3-(2-(4-n-^^;U-2-5 1 TV* l J^)X^-;U)3'x-;U)-2H-7 1 h 
^/- J /b593mg^;^fe$g a B D'tt^<hLr#/r 0 

raill^ 47~48°C; NMR(400MHz, CDCI3 )5ppm 0. 88(3H, t), 1 . 27~1 . 75(1 2H, m), 2. 8 
0(2H, t), 3. 79(3H, s), 5. 55(2H, s), 6. 89— 6. 92(2H, m), 6. 94(1 H, s), 7.38- 
7.4K2H, m), 7. 47(1H. t), 7. 64(1H, d), 8. 1 5(1 H, d), 8.36(1H, s) ; MS (EI) m/z 
485(M+); 7C^#TfilC28H31N5 OSOltSfi|(%)C. 69. 24;H, 6. 43; N, 14. 42, ;Iij^fi(%) 
C, 68. 98; H, 6. 32; N, 14. 35. 

[0135](IH2) 5-(3-(2-(4^n-^5 l ;U-2-5 l Ty , j;U)X^- > )U)7'x-;U)-1H-^h7y— 

2-(4_-^h^v^>v;U) -5- (3- (2- (4-h-t^)l-2-^y^J)l)Ji^-)l)yx-}\>) -2H 
,-^rh-7 , /-^486mg^||»J1 0X^5<!:[5l^|C^lSL. m&ik£<7nn*)lA-n-^Vyfrhnife 

'SUSH^'i semg^Bltt^iLT^fco 

i?M 104~105°C; NMR(400MHz, DMSO— d6 )8ppm0. 86(3H, t), 1. 25-1. 68(12H, 
m). 2. 74(2H, t) , 7. 53 (1 H, s); 7.72(1H, t), 7. 86(1 H, d), 8 16(1H, d), 8.28(1 
H, s); MS(EI)m/z365(M+);7C*^MC20H23N5S(Dlt^il(%) C, 65. 72; H, 6. 34; N, 
19. 17. $|£fit(%)C, 65. 69; H. 6. 27; N. 19. 24. 

[01 36] [HSfe#lJ17] 5-(4-(2- (4-v^7P^f;U-2-WJ^)I^-;i.) -2-^X~ )l) - 1 H 
-Th^V— JU: 

) 5- (4-^P ; E-2-^X- ;U) -2- (4->h+V^>v;U) -2H-7 1 h7y-;KD^j$ 

5-(4-^p^-2-^x^;b)-iH-^h^/— ;i/^HMMKDX^3t|ilfillc$aaL,5-(4-^a ; E- 
2-^x-;u) -2- (4->h^v^>v>U) -2H-xh7l/— ;U£#7co 

flt£ 70-72°C(^H^jtK:^PP^UA-n-'N^r+>-» ; IRvmax cm-1 ; 3108. 3004, 2964, 28 
36, 1682, 1614, 1588. 1574, 1516; NMR(400MHz, CDCI3 )8ppm 3. 80(3H, s), 5. 70 
(2H, s), 6. 88-6. 91 (2H, m), 7. 31 (1H, d), 7. 35-7. 38(2H, m), 7. 67(1H, d) ; M 
S(EI)m/z 352[(M+ +2) + 1], 350[(M+ ) + 1 ] ; ^^fiC13H1 1 BrN4 OS(Df+l:fi|(%) C, 4 
4. 46; H. 3. 16; N, 15. 95, ;li|^M(%) C, 44. 54; H. 3. 11 ; N, 15. 99. 
[0137](X^2) 5-(4-(2-(4-v^P^VI,-2-T7yU;U)X^-;i,)-2-^X-;U)-1H-x 

5-(4-?P^-2-^X-;U)-2-(4--yh*^>vJU)-^^ 

224-230°C(S$SHl;W:^PP^;UA-n-^+>-»; IRvmax cm-1 ; 3088, 2216. 1580, 
1518; NMR (400MHz. DMSO-d6 )8ppm 1. 84-2. 31 (6H. m), 3. 63-3. 71 (1H. m), 
7. 54(1H, s), 7. 93(1H, s), 8. 40(1H, s) ; MS(FAB)m/z 31 4(M+ +1 ) ; ^t^tftftC14 
H11N5S2 0)itS:fil(%)C, 52. 15;H, 3. 75; N, 21. 72, ;i£tt(%) C, 52, 15; H, 3. 67; N 
21. 91. 

[01 38][Hjfc#J1 8] 5- (5- (2- (4- v^p^;u-2-^7V* , J;u)x5 1 -;u) -2-^x-;u)-m 

(Xfi1) 5-(5-^P^-2-^X-;U)--2-(4-pth^rV^>v;U)-2H-^h7V— JU<Z>£j& 
5-(5-^P*-2-^X-jU)-1H-^K5y-;U$||Jfe#j1(DX^3<!:|^^(Z^aU5-(5-^P^- 
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)i) -2- (4-*h*v^>v;u) -2H-Th^/-;u$f#yco 

Sfe*/87~89°C(SiSS^^^:^PP^;UA-n— IRvmaxcm-1; 3000, 2840, 1614, 15 
80, 1520; NMR(400MHz, CDCI3 )5ppm 3. 79(3H, s), 5. 69(2H, s), 6. 88-6. 91 (2H, 
m), 7.07(1H, d), 7. 37-7. 35(2H, m), 7. 51(1 H, d) ; MS(EI)m/z 352[(M+ +2) + ' 
1], 350[(M+)+ U; 7t^#fMC13H11BrN4 OS(Dt\9-\%{%) C, 44. 46; H, 3. 16; N, 15 9 

5, ;Ii|^it(%) C, 44. 65; H, 3. 1 1 ;N, 15. 94. 

[01 39] (X§2) 5- (5- (2- (4-v^P^;U-2-5 1 7V*'J;U)X5 1 -;U) )U) -1 H-t" 

5-(5-^p^-2-^x-;u)-2-C4->h^rv^>v;u)-2H-^H^y— ;u£4- v^p:7^u-2- 
x^;u^TV-;u$H^Ji <Dx^4<!:|H]ff icMSU ?l?S?i»H (DXH5i(Hl^lz^4-yh+v 

it* 252~257°C(S^^I®:^PP^UA-n-^^>);IRvmax cm-1 ; 2976, 2200, 1566, 1 
510; NMR(400MHz, DMSO-d6 )5ppm 1. 84-2. 34(6H, m), 3. 62-3. 71 (1 H, m), 7. 
44(1 H, d), 7. 52(1 H, s), 7. 55(1H, d) ; MS(FAB)m/z 31 4(M++ 1 ) ; 7cit##Hi&C14H1 1 
N5 S2 -1/2H2 0(Dl+l:fi(%) C, 52. 15; H, 3. 75; N, 21. 72, C, 52. 15; H. 3. 
67; N, 21. 91. 

[0140] 19] 5-(5-(2-(4-v^P^'5 l ;U-2-5 l yV ,| J;U)X5 l -;U)-2-^ l j;U)-1H-^ 

(xgi ) 5 - (5-^ p^-2-7'j;u) -1 - (4-*h*v^>v;u) -1 h-t^J-ji&ZSs- (5-^P 

^ - 2 ;U) - 2 - (4 V^<> - 2H -xh^y-;U(7)^J5)t 
5-(5-?P^-2-:7'J;U)-1H-xh7^ 

*5A^7P^h^5^-Tr2?I(7)mtt|*^^L. 5-(5-^P^E-2-5 l X-;U) -1 _( 4 ->^><> 

y;u) -1 H-^h^V-^cDM^-^iiJiiTOtfc'-j-efc^o 

railj^ 70-71 °C(n-^-^>|crlS B ^^b); NMR(400MHz, CDCI3 )8ppm 3 79(3H, s), 5. 72 
(2H, s), 6. 46(1H, d), 6. 87-6. 91 (2H, m), 7. 05(1H, d), 7. 36-7. 38(2H, m) ; M 
S(EI)m/'z337[(M+ +2) +1], 335[(M+ ) + 1 ) ; 7U^#ffitC13H1 1 BrN4 02 <DttM(%)C, 4 

6. 58; H, 3 : 31; N, 1 6. 72. ;fli]£M(%) C, 46. 66; H, 3. 33; N, 16. 89. 5- (5-Jn=E 
-2-^X^U) -2- (4-yh4rV'<>v;U) -2H-^^7~>'KDM7 i ^liJilT<7)<tfcy-efe-g) 0 
ra*,& 113~114 0 C(W^B B H7t^:^PP*;UA-n-^-^>); NMR(400MHz. CDCI3 )8ppm 3. 78 
(3H, s). 5. 76(2H, s), 6; 55(1H, d), 6. 84-6. 88(2H, m), 7. 18(1H, d), 7.27-7. 
31 (2H, m);MS(EI)m/z337[(M++2) + 1), 335[(M+ )+ 1 ] ;5n^#ffSC13H1 1BrN4 02 (Dft 
3tfil(%) C, 46. 58; H, 3. 31 ; N, 16. 72, ;li]£fit(%) C, 46. 69; H, 3. 33; N. 16. 93. 
[0141] (XH2) 5- (5-^K-2-3"j;U) - 1 - (4->Mf v^>v;U) -2H^h^J-)l<D^ 
5- (5-?P^ -^2-tFX- ;U) - 1 - (4->h+vK>v > (U) -2H-^|-^/-/U833mg, a^t^'J^A 
3. 98gaO*a f 7^m-^2. 29g£DMF20ml*, S^^^TlCjnlfta^LTio ;t£P&, £J£$£;K200 

SLt. Wik^)± t f)^m.^z.-h : yU^u^V^ = y-?^— (?§&;£: ^PP^;uA:n-^-y->=1 : 1 )|ZT 
ML, 5-(5-^K-2-3"J;U)-1 -(4-^hJrV^>v;U)-2H-xh7y-;U88mg^^mfe^ 

103~105°C(n-^-9->|CTlS H B 3 ^) ;NMR(400MHz, CDCI3 )5ppm 3. 79(3H, s), 5,7 
2(2H, s), 6. 69(11-1, d), 6. 87-6. 91 (2H, m), 7. 00(1H, d), 7. 36-7. 38(2H m) 
[01 42] (XH3) 5- (5- (2- (4-y^O^-2- WJJWlf ^b) - 1 H-t 

5-(5-(2-(4-v^p^;u-2-^7^u;u)x^-;u)-2-^u^)-i-(4-yh^v^>v;u)- 

2H-7 L ^y-;U^4- y^P^f^-2-lfz^f7y-ji,J|||«i <DXf|4<!:|s]4£lC*!l3IU 5- (5 
- (2- (4-v^P^;U-2-^7V*'J;U)X^-;U) -2-^"J;U) -1 - (4-^MF-v^>v;U) -2H- 

^£J07~108°C; NMR(400MHz, CDCI3 )5ppm 1. 88-2. 10(2H, m), 2. 26-2. 41 (4H, 
m), 3. 64-3: 73(1H, m), 3. 80(3H, s), 5. 74(2H, s), 6. 89(1H. d), 6. 89-6. 92(2 
H, m), 6. 99(1H. s), 7. 14(1H, d). 7. 37-7. 41 (2H, m). 

[01 43] (X|S4) 5- (5- (2- (4- ^D^JU-Z-TTV'JJl)^- )l) -2-^'JVU) - 1 H-xh5 

5-(5- (2- (4- v^p^>;u-2-^7v*'J^)x5 1 -;u) -2-^u;u) - 1 — (4-^h^v^>v;u) - 
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164-166 0 C(||^^/'#^:^PP7tN^UA-n-^+)-»; NMR(400MHz, DMSO-d6 )5ppm 
1. 86-2. 34(6H, m), 3. 64-3. 73C1 H. m), 7. 41(1H, d), 7 43(1H, d), 7. 64(1H 

s); MS(FAB)m/z298(M+ +1) : .7C^«ffltC14HT1N5-OS(Dtf-*li(%)C l 56. 55; H 3 73- 
N, 23. 56, ;IiJ^fit(%) C, 56. 22; H, 3. 81 ; N, 23. 86. 

[01 44] [il§|20] 5- (5- (2- (4-v^P^;U-2-^7'V* , j;U)X^;U) -3-tf >Jv;U) - 1 H 
-xh^V*— ;U: 

(XH1) 3-:?P^-5-(2-(4->h+v^>vJU)-2H-x^ 

3-?p^-5-(iH-5-xh^u;u)t>;;>£^ 

-(4-yh^V^>vJU)-2H-xh7y-;U-5--fyU)t°Uv>^#/c 0 

-1 13^1 15.^(SJgS»jii<7Ha7h;Ui*-n^^-9->); NMR(400MHz. CDCI3 )5ppm 3. 80 
(3H, s), 5. 76(2H, s). 6: 90-6. 93(2H, m), 7. 38-7. 40(2H, m) 8 55(1H t) 
8. 75(1H, d), 9. 26(1H, d) ; 7tlg3«C14H12BrN5 O(0ttIi(%)C, 48. 57- H 3 49- 
N, 20. 23, C, 48. 48; H, 3. 40; N. 20. 30. 

[0145](Xg2) 3W*K-5M2-(4-*h*V^^ 



5- (5-:7P^-2-^X-;U)-1-(4-*h*vK>v;u^^ 

SL;3-^K-5-(2-(4-yh^v^>v;b)-2H-7 L h7y-;b-5-^;u)eUv>^#fco 

flfcj£ 123~125°C(m£ H 1i;«:^nP*;UA-n-^-9->); NMR(400MHz, CDCI3 )5ppm 3 81 
(3H, s), 5. 76(2H, s), 6. 90-6. 93(2H, m), 7. 39^7. 41 (2H, m), 8. 74(1H t) 
8. 80(1H. d). 9. 28(1H, d). 

[01 46] (XH3) 5- (5- (2- (4-v^P^U-2-^7y'J;U)X^-;U) -3- tf'Jv^U) -1 H-xh 
3W*K-5-(2-(4-^h+v/<>i;M-^^ 

:§AM 113-1 15°C(S^jt^:^PP^;UA); NMR(400MHz, CDCI3 )8ppm 1. 87-2 33 (6H 
m), 3. 65-3. 73(1H, m), 7_57((1H, s), 8. 43(1H,t), 8. 73(1H. d), 9. 20(1H d) ' 
MS(FAB)m/z 309(M+ +1 ) ;7C^*ffi|C15H12N6 S0)iiMfe(%)C, 58. 43; H, 3 92 N 2 

7. 25, ;fll]£fit(%) C, 58. 44; H, 3. 68; N, 27. 25 . 
[0147][^jfc#j2f]5-(6-(2M4-v^^ 

(IgD 6-^P^-2-(1-(4-^h+V^>v;U)-1H-xh^-^-5-^U)t°Uv> % &U*6- 
^Pt-2-(2-(4-^h^v^>v;U)-2H-xh7y-;U--5-^U)t 0 '>l^(D^ 

6- ?P^-2-(1 H-S-Th^/'JJU) t°'Jv>£H»J1 <DXfi3<!:|^}f IZ&IIU 6-^P^E-2- (1 

- ( 4 -p«h+V^>v;U) - 1 H-xh^y-;i,-5-<;u) t°U SU* e-^P^-2- (2- (4->h^ 
v^>v;u)-2H-^h7y-;u-5-^^ 

NMR(400MHz, CDCI3 )5ppm 3. 76 and 3. 79(3H, each s), 5. 79 and 6. 10(2H, eachs) 
6. 83 and 6. 89(2H, d). 7. 40 and 7. 44(2H, each d), 7. 57-7. 75(2H. m) 8 17and 

8. 30(1, d). 

[0148](XH2) 6-^K-2-(1-(4-yh^vH>v;i / )-iH-xh7y-;U-5--1'>IU)t 0| Jv> 

l»^^PmiMT90Ii2ip]l:J&iL,6-W-2-(1-(4-^y^ 

-xh7y-;U-5-^;U)t°Uv>.&tf6->r*K-2-(2-U^^ 

-5-^U)t°'Jv>^^3:2(D;I^tl<!:Lr|#7i: 0 

NMR(400MHz, CDCI3 )8ppm 3. 76 and 3. 79(3H, each s), 5. 79 and 6. 09(2H, eachs), 
6. 83 and 6. 89 (2H, each d) , 7. 39and 7. 44(2H, each d) , 7.38~7. 52(1H m) 7 7 
8-7. 86,(1 H, m), 8.. 17 and 8. 30(1 H. d). 

[0149](Xfi3) 5-(6-(2-(4-v^P^U-2-^TyU^)X^-;U)-2-t 0 Uv;U)-1-(4- 
^h^rV^>v;U)-1H-xh7y-;U. RtS 5-(6-(2-(4-v>7P^U-2-^TV* l JVU)X^- i lU) 
-2-t°'Jv;U) -2- (4-^H^v^^U) -ZH-T-^/-)l(D^m 

±sB,3 r 7*t*£, ^M#Jl£>xfi4<!:|5]*il;:$!igu 5-(6-(2-(4-v^7P^;U-2- : 3 1 7l/ l J-'U)X 
J- ;U) _ 2 -t°'Jv;U) - 1 - (4-^KJFvK>e;;u) - 1 H -Th^y-;U. &lf 5- (6- (2- (4-V/7P 

^^;u-2-^7i/U;u)x^- > /u) - 2 -t°'jv;u) -2- (4->h*v^>v;u) - 2 h-7^V-;u£ n 1 

ft : 2ft = 3 : 2<D;I£tl<hLT#7i 0 
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NMR(400MHz. CDCI3 )8ppm 1. 88-2. 10(2H, m), 2. 27-2. 45(4H, m), 3.70(1H, 
m), 3. 75 and 3. 79(3H, eachs), 5. 8 1 and 6. 1 5 (2H, each s) , 6. 82 and 6, 89(2H, e 
achd), 7. 02 and 7. 08(1 H, each s), 7.41 and 7. 49 (2H, each d), 7. 68 — 7 72(1 H 
m), 7. 84-7. 92(1 H, m), 8. 22 and 8. 32(1 H, each d) ; 7c3f§##HitC23H20N6 OS<Z)fti 
fi&(%)C, 64. 47; H, 4. 70; N, 19. 61 ; ;U£ffi(%) C, 64. 36; H, 4. 76; N, 19. 78. 
[01 50] (1^4) 5-(5-(2-(4-v^P^>IU-2-^7'V*U;U)X^-;U)-2-t 0 gvJU)-1H-7 i h 

Sli^ 162-1 68°C(Sj^HH^:X—^;U-n-^^+)-»; NMR(400MHz, DMSO-d6 )8ppm 1 8 
8-2. 13(2H, m), 2. 34-2. 42(4H, m), 3.72(1H, m), 7. 60(1 H, s), 7.680H, d), 
7. 94(1H, t), 8. 10(1H, d). 

[O151][^Jg0ij22] 5-(6-(2-(4-v^P^;^-2-^7'V"0;U)X^- < ;u)-2-^>V*f L TV* , / 
(X|g1) 6-7^h^V-2-(1-(4-^h*V^^ 

6 -T'-t? h+v - 2 - ( 1 H -T-^J-fr - 5 OU) <y V=F7 V*-^HM1 CDX^3<!:(f]fi|[cML. 
6-7^h*v-2- (2- (4-;*h+v^>v;U) ^ 

144~148 0 C($S||ttlft3fc) ; IRvmax c'm-1 1 754; NMR(400MHz, CDCI3 )5ppm 2 36(3 
H, s), 3. 80(3H, s), 5. 80(2H, s), 6. 91 (2H, d), 7. 28(2H, d), 7. 44(1 H, d), 7.74 
(1H,d), 8. 19(1H, d); MS(FAB)m/z382(M+ + 1 ) ; 7C*MfitC18H15N5 03 SOstJTfil 
(96). C. 56. 68; H, 3. 96; N, 1 8. 36, ;fli]£fi&(%) C, 56. 73; H, 4. 04; N. 18 55 
[01 52] (If|2) 6-fcKQ**>^2- (1 - (4->MrV<<>vJU) -1 H-^h^/->»U-5— Y;U)^>y 

6-7^*v-2-(1-(4-/h*v^>iW 

g£THF20ml|Z;#fl?U 0. 25N*mt1-W?l±fc®m Oml^in^. ^r^M^Lfco 

0. 2N^300ml|C;^ lffttiL^ H B a $55x, 6- tKP+V-2- ( 1 - (4-^b*V"< 

■>^V) -1 H-Th^V-;b-5-^;u)K>^7V-;u594 m g^ fe ^^ tL - c ^ fco 

177~180°C(^ H 1M^) ; NMR(400MHz, DMSO-d6 )6ppm 3. 75(3H, s) 5 98(2 
H s), 6.98(2H, d), 7. 07(2H, dd). 7. 44(2H, d), 7. 50(1H. d), 7 96(1H d) 1 
0. 13(1H, s) ; MS(FAB)m/z340(M+ +1) ; 7£^#fiitC16H13N5 02 S0ftS:fit(%) C, 56. 
63; H, 3. 86; N, 20. 64, ;IiJ^jl(%) C. 56. 26; H, 3. 98; N, 20. 31. 

[0153](X*I3) 2-(1 -(4-yh+v^>v J /U)-1H-i l h7 x y-;U--5->r;U)K>7^yy- J iu-5- 
6-tKP^V-2- (1 - (4-^K^v^>v;U) -1 H-xh^/-;U-5->T>'U)'<>y5 1 7V-;U594mg 

St/x^uvY v^Pt°;u7'5>i mi£i&fl;>^b>i omiras?u -78 0 ci:if ^tkmj^u;*- pp<s>x 

?*>i§&7kt!0. 44ml£A0*.fc o 5JE;$££blZ^£-ei 5B#F B m#& % 0. 2N^250ml|Z;I^;^ 

KT*fg{U2-(1-(4->h*V^^^ 
HJ^JU^-P^^>X;U7^^-h546mg$^^<tLrt#7t 0 

HllJni 1 1 5—1 1 6°C; NMR(400MHz, CDCI3 )5ppm3. 80(3H, s), 5. 85(2H, s) 6 91 (2H 
d),7. 45(2H, d), 7. 47(1H. dd), 7. 93 (1 H, d) , 8. 27 (1 H, d) ; MS (FAB)m/z 472(M+ 
+ 1) ; 7G*##HIC17H12F3 N5 04 S2 <7)ftS:fii(%) C, 43. 31 ; H, 2. 57; N, 14. 86 ;l]£fit 
(%) C, 43. 58; H, 2. 68; N, 15. 11. 

[01 54] (Ig4) 5- (6- (2- (4- v^7P^;U-2-5 1 7 x /U;U)X5 1 -;U)^>l/^TV r -;U-5-'f' 
;U) - 1 - (4-^Mrv^v^) - 1 H-=rb^/-)l(D^ 

2- (1 - (4->f>+V^>v;U) - 1 H-^K^/-JU-5-^U)K>l/^7v-,/U-5— fJU) HJ^UfP 
^>X;U^^-h471mg.3^jbS-^19mg, Si;eX(h l j7iZ^7tX7-f»/<7V'7A[2] 
P'JK35mgghMX^;UTS>0. 2ml&t>*DMF5ml£fl[];i. g^^T* MS"ei ftPalBttfLfco 

N^^250mllza^ % ^X^;UT5~tttiiLy- 0 tttU^^, taM^*^;^ MT^vOAt^iL 

g£xW=4: 1 ) iZTmML. 5- (6- (2- (4- y^P^b-2- f7V*'J;b)lf- ;U)^/^7V*- 
;U-5-^U)-1-(4->h^v^>i;jU)-1H-xh^y-;U308mg^+tt H B B< tLr#fc o 
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rafi ( &161 0 C; NMR(400MHz, CDCI3 )6ppm 1. 91-2. 12(2H, m), 2. 28-2. 43(4H m) 
3. 71(1H, m), 3. 80(3H, s) , 5. 83(2H, s), 6. 91 (2H, d), '6. 99(1 H s) 7 45(2H 
d), 7. 74(11-1, dd), 8. 19(1H, d), 8. 21 (1H. d). 

[01 55] (X||5) 5- (6- (2- (4-v<7P^;U-2-^7V*U;U)x9 1 -;U) -2-^>yT7V"U;U) - 
5 - ( 6 - (2 - (4 - v>7_P - 2 - ^T x 7 'j JL^-)V) K> V"^ 7 - 5 - .^u) - -| - (4-yf. 

^v^>v;u)-iH-^h7V"-;u^](ig^ji0xm5tiH]fi|icMgL. aii#i^fe^iLr#^ 0 

Hi* 225~227°C(S^M:^PP^;UA); NMR(400MHz. DMSO- d6 )5ppm 1 90-2 04 
(2H, m), 2. 22-2. 32(4H, m), 3. 69(1H, m). 7. 57(11-1, s). 7. 89(1H d) 8 25(1 
H, d), 8. 65(1 H, s); MS(FAB)m/z365(M+ +1); 5t^^ffiC1 7H12N6 S2 0f+S:fi|(%) 
C, 56. 03; H, 3. 32; N, 23. 06, ;IJ£fjt(%) C, 55. 79; H, 3. 35- N 23 06 
[0156][^J£#IJ23] 5-(5-(2-(4-v^P^>/l,-2-5 1 yV*U;U)X^-;U)-2-K>v"^+(-y'J 
;U)-1H— rK7V*--»U: 

(X^1_) 5- (2- (4-v^P^;U-2-5 1 7V' I J;U)X^- i (U) -2- (2- (4-*h^><>v;U) -2H 
-^^^-^-S—^H^V^^y— ;K7)^/5g 5-^K-2-(2-(4->h^V^<>V>lU)-2H 
-^K:77*-;u-5->OU)^>v^+^ 

^;u-2-^yy'j^)x^-;u) -2- (2- (4-p«h^v^>v;u) -2H-xh7V-;u-5--<;u)K>y 

Si!a178~180; NMR(400MHz, CDCI3 )6ppm 1. 92-2. 1 T(2H, m), 2. 28-2 40(4H 
m), 3. 71(1H, m), 3. 80(3H, s), 5. 85(2H, s), 6. 92(2H, d), 6. 98(1H s) 7 45(2 
H, s), 7. 76-7. 71 (2H, d), 8. 10(1 H, s). 

[01 57] (Ii2) 5 - (5 - (2- (4 - v^P^f;i,-2-f T^'J^lXf -.l-^JitS-W J M 
-1H-xh77-;U0^i* 

5- (2- (4-v^7P^5 1 ;U-2-^7V f iJVU)X^;U) -2- (2- (4->h^v^>v;U) -ZH-^V^J 
-;U-5--l';U)K>v^^/-;u^ % ^ffi«1(DX|i5i:^#|zMSL>. M^»a^« H a a<tL-Cm 

226— 229°C(decomp. ) ; NMR(400MHz, DMSO— d6 )Sppm 1 . 84—2. 06 (2H m) 2 
20-2. 34(4H, m), 3. 68(1H, m), 1. 54(1H, s), 7. 84(1H, dd), 8. 04(1H, d), 8' 29 
(1H, d); MS(FAB)m/z 349(M+ +1); 5c*#MC1 7H12N6 OStf>HtM(%) C, 57 13- H 
3. 67; N, 23. 52, $ij^I(%) C, 57. 55; H, 3. 54; N, 23. 33 

[O158][^JS0>J24] 7-(2-(4-v^P^U-2-^7l/ l j;U)X5 l -;U)-3-(1H-^h7l/-JU- 
;5-v r;U)-4H-t°UK[l , 2-a]t 0 'JSv>-3-^->: 

■ClgT) 7-^P^-3-(2-(4->H^v/<>i;;U)-2H-xh7y-;U-5-^;U)-4H-t°UK[1 2 
-a]t 0 'J5v>-3-7|->(7)^jS 

2-T5/-5-^P ; Et° l Jv>3. 57gStN*X5 L ;U 3-VJ»'5 1 ;UT5y-2- (2- (4- Oh^Fv^v^) - 

2H-x^;/ r ;u-5-Y;u)Ty'j;u^7. 94 g ^pt 0 ^>^30mi*, ^Bf^mmkU^ 

300ml|Z;i^ x flriiiUdBI^Bls Zft£is>)jj'f)U£mWzJ3^A<?n-?h?7Z>'(- 
(^ft £P P*jUA : ^y->U = 200 : 1 ) IZTfflSL. 7-^Pt-3-(2-(4-^y/<>y )l) -2 
H-^rh77-;U-5— <;U)-4H-t°UK[1, 2-a]t°'JSv>-3-^>4. 03g^ B B a 1l^Lrt#ri o 
Ra 172-1 75°C; IRvmax cm-1 1706; NMR(400MHz ; CDCI3 )5ppm 3. 79(3H s) 5 82 
(2H, s), 6. 88-6. 91 (2H, m), 7. 41 -7. 43(2H, m), 7. 67(1 H, d), 7. 90(1 H dd) 
9. 22(1 H, s), 9. 38(1 H, d) ; MS(EI)m/z 414[(M+ + 2) +1)], 412[(M+)+ 1)]-5c*# 
MC17H13BrN6 02 Oft^flt(%) G, 49. 41 ; H, 3. 17; N, 20. 34, ;lSiS(%) C 49 24- H 
3. 24; N, 20. 39. ' ' ' 

[0159](X*i2) 7-(2-(4-v^P^;U-2-5 l 7l/'J/U)X^;U)-3-(1H-7 i h^V*-;U-5- 
^U)-4H-t°'JK[1. 2-a]t°'J5i>>-3-^->(D^ 

7-^P^-3-(2-(4-yh^V^>v;U)-2H-^^^U-5-^;U)-4H-eUK[l.^ 
5v>-3-^->413mg % 4-v^P^jl / -2-Ifz;bf7^-;u63mg. ra/^v't7A[2]22m 
g. Sl>h'j7x^l,7^^>52mg$h'jX^;U75>20ml* % 4f$P B 1JDifcI5!tL7i 0 SJtv^$;IHL, ? 
PP7tx/l,A50ml^iP^r]II^, 1 Ni^jgL ^K^K^hUOAjK^.iSSl^^XT^^U-^, 

Ma >300°G(SiK^itjlS:^7PP^;UA-n-^dr-y-»; IRvmaxcm-1 1706; NMR(400Mz, DMS 
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0-d6 )5ppm 1. 84-2. 32(6H, m), 3. 65-3. 73(1 H, m), 7. 61 (1H, s), 7. 80(1H, 



d), 8. 09(1H, d), 8. 94(1H, brs), 9. 34 (IK, s) ; MS(FAB)m/z 376(M+ +1 ) ; TtMfttit 
MC18H13N7 OS0)'tf-3Hl(%-)C f 57. 59; H, 3. 49; N, 26. 12, ;!£fit(%) C, 57. 95; H, 3. 4 
0; N, 25. 93. 

[0160][Hfifc#ij25] 5 - (5 - (2 - (4 - v^P^f T'/'JAlXf " -2-^>V* [b]f 

;U)-iH-^h7V*— )l: 

(Xff 1 ) 5- (S-^P^-^-^VlblTl-jU) -2- (4-/h^rV^>v;U) -2H-X h^V— 
5-(5-^P^-2--K>y[b]^i-jU)-lH-^^ 

-^□^E-2-^>V"[b]5 1 X-;U) -2- (4->h*V><>V,IU) -2H-7 1 h77-;U^^7io 
It ,£ 140-1 42°C(||^a^i§^ :'i7PP^UA-n-^^--y-» ; IRvmax cm-1 3080, 2840, 1614, 1 
584, 1538, 1516; NMR(400Mz, CDCI3 )5ppm 3. 81 (3H, s), 5. 75 (2H, s), 6. 90-6. 9 
3(2H, m), 7. 39-7. 41 (2H. m), 7. 48(1 H, dd), 7. 73(1 H, d), 7. 96(1 H, s), 7.98 
(1H, d) ; MS(EI)m/z 402[(M+ +2) + 1], 402 [(M+ ) + 1 ] ;7C^tffilC17H13BrN4 OSOtiW 
fi|(%) C, 50. 88; H. 3. 27; N, 13. 96, ;IiJ^fit(%) C, 50. 57; H, 3. 27; N, 13. 91. 
[0161] (Xg2) 5— (5--r^K-2-^>Vlb]TX-.;u)— 2- (4->h^v^>vJU) -2H-i L h^V" 

5-{5-y^-2-^>V[b]^JL-)\y)-^H-^ : y x J-)U^mMWQ(Dl:m2tm^^zmmL. 5- 
(5-<*K-2-^>ylbJ^X±;iO-2-(4-^ 

111* 131~134 0 C(S^M;t^:'7PP^UA-n-^it» ; NMR(400Mz, CDCI3 )8ppm 3. 80 
(3H, s), 5. 75(2H, s), 6. 90-6. 92(2H, m) , 7. 39-7. 41 (2H, m), 7.66-7.60(2 
H. m), 7. 94(1H, s), 8. 19(1H, s). 

Coi62](xg3) 5-(5-(2-(4-v^a^;u-2-^Ty i Jju)x^-;u)--2-^>V'[b]^x-;u) 

-IH-Th^y-^©^ 

5- (5-^K-2-/<>y [b]^X- ;U) -2- (4-^h-JrV^>v;U) -2H-^b^/-)btA— v^P3* 

^;u-2-xT- ( iu^7V*-;u^ll»i (DxH4i:lsi4ilc^SL. &*fttziivzri)y7f&m$%zft&± 
mmt&ztte<. «<5>J1 ©ig5ti4-y^v/<>y;HtJftt\ Ili^ffco 

ra4£ 241~244°C(S$pS?t^:^PP^l/A-X^/— ;U); IRvmax cm-1 2208, 1584, 1532, 15 
04; NMR(400Mz, DMSO-d6 )5ppm 1. 85-2. 34(6H, m), 3. 64-3. 73 (1 H, m). 7. 54 
(1H, s), 7. 71 (1H, dd), 8. 20(1 H, s), 8. 24(1 H, d), 8. 41 (1 H, s) ; MS(FAB)m/z 36 
4(M+ +1); 7C^MC18H13N5 S2 (DtiW.i&(%)C, 59. 48; H, 3. 60; N, 19. 27, ;ll]£fif (%) 
C, 59. 21 ; H, 3. 70; N, 19. 31. 

[0163][HMl]26] 5-(6-(2-(4-v^P^>IU-2-^7y i J;U)X^-;U)-2-^V-2H-/< 
>7t°^> - 3 - - 1 H -xh^7— ;U : 

(X*i1) 5-(5-^P^-2-^4rV-2H-^>yt:7>-3-^;U)-1-(4->h^>^>^;U)-1H 
-xh^Z-^&tf 5-(5-^P^-2-^V-2H-^<>7e7>-3->r;U) -2-(4->hJrV^> 
v;U) -2H-xh^/— 

5-(5-^P^-2-^V-2H-^>V*fc 0 7>-3-^U)-1H-^h77->'U^IIM#"JlOXg3tl^ 
^IC&SU 5-(5--?P^-2-;f^7-2H-^^ 

1H-xh^V*-;U,SlK 5-(5-^P : E-2-7|-^rV-2H-K>v*t 0 7>-3-l';U)-2-(4->H^rV 
^>v;U) -2H-xK^y-;U^1 : 2fi = 1 : 1 (DS^^«tLT#7t 0 

IRvmax cm-1 2840, 1750, 1722, 1614, 1606, 1568, 1516; NMR(400Mz, CDCI3 )Sppm 
3. 68 and 3. 80(3H, each s), 5. 76(1H, s), 5. 81(1H, s), 6. 71 -6. 74(1 H, m), 6.8 
9-6. 92(1 H, m), 7. 06-7. 08(1 H, m), 7. 29 and7. 31 (1 H, each d) , 7. 40-7. 42(1 
H, m). 7. 65, 7. 70, 7. 75 and 7. 76(2H, each m), 7. 99(1/2H, s). 8. 58(1 /2H, s) ; 
MS(FAB)m/z 4T4[(M+ +2) + 1 ] , 41 2[ (M+ ) + 1]; 7C^ v> |ffitC18H13N4 Br03 <Ditgfi(%) 
C, 52. 32; H, 3. 17; N, 13. 56, ;lS{i(%) C, 51 . 93 ; H, 3. 24; N, 1 3. 38. 
[01 64] (Xg2) 5- (6- (2- (4- v{7P^5 1 ;U-2-5 L 7V* l J;b)X^- ;U) -2-^V-2H-^>V* 

t°^>-3— <;u)-i H-xh^/-;uo)^iS 

±1E, Jn=EWt4- V'?P^;U-2-X5 l -;U^7V*-/^IIJfi^J1 (DX^t^tilzMSU #btLfc 

7D^'J>«|iIfe$Cti]il±ffi l iit-^C<!:^<. 1111 OXlSSt^KMU Sil^$#fco 

rail* ^SOO^dl^^j^^^PP^UA-n-^^) ; IRvmaxcm-1 2980, 2944, 2216, 174 

2, 1708, 1622, 1606, 1578, 1 504; NMR(400Mz, CDCI3 )5ppm 1. 87-2. 33(6H, m), 

3. 63-3. 72(1H, m), 7. 5K1H, d), 7. 54(1H, s). 7. 85(1 H, dd), 8. 20(1H, d), 8. 
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53(1 H,s); MS(FAB)m/z 376(M+ +1); 7C*##TfitC19H13N5 02 <Dftgfit(%)C, 60. 79; 
H, 3. 49; N, 18. 66, ;ISfit(%) C, 60. 47; H. 3. 52; N, 18. 61. 

[0165][Hj£#lj27] 5-(5-(2-(4-v^7P^5 1 ;U-2-5 1 TV* l J;U)X^-;U)-2-^>V*[b]^U;U) 
-1H-xh^V— )l: ' 

(X^1) 5-(5-^D^-2-/<>Vlb]^U^)-2-(4->h+V^>v;U)-2H-^h7V*-;Ua)^fig 
5- (5-^P^-2-X>Vlb]37U;U)-1H-i 1 h7V"-;U^IIJteMi a)X|l3tl^#lC^gL. 5-(5- 

^p^-2-^>vlb]7U;u)-2-(4->h^v^>v;u)-2H-Th^v , -;u^#f-o 

^-^^(lifSJI^^^PP^UA-X^/U); NMR(400Mz, CDCI3 )8ppm 3. 79(3 
H, s), 5. 78(2H, s), 6. 90(2H. d), 7. 41 (2H, d), 7. 43 (1 H s) , 7. 47 (1 H. s), 7.79 
(1H, s). 

[0166](X*f2) 5-(5-^K-2-K>Vlb]7U^)-2-(4->h^rV'<>v;U)-2H-xh^l/- 

5- (5-^P^E-2-X>y [b]^'J;U) -2- (4->H^rV^>v;U) -2H— rh^V'-^HI^il 9<7)XH 
2<tl^lZ^IU5-(5-^K-2-K>y-[^ 

Si,* 136-1 38°C(Bi&Bli;t&&:X-^;U-^-y->); NMR(400Mz, CDCI3 )5ppm 3. 80(3H, 
s), 5. 78(2H, s), 6. 90(2H, d), 7. 37(1 H, d), 7. 41 (1 H s) , 7. 41 (1 H, d), 7. 63(1 H. 
dd), 8. 00(1H, d). 

[Q167](XfS3) 5-(5-(2-(4-v^P^;U-2-^TyUVU)X^-VU)-2-^>V[b]^'J;U)-2 
- (4-yh^v^>v>»U) -2H-Th^l/->»U0^JS 

5- (5-^K-2-^>7[b]7'J;U) -2- (4-/h^><>v;U) -2H-^h^/— ;U<h4-v<7P^f 1 
JU-2-I^-;U^7 % /-;U£Hifc#]1 CDXg4«t|5]^|Z^aL, % 5- (5- (2- (4- v^p^;u-2- 
;f:r/U;U)XT-;U)-2-^;^ 

154-1 55°C(S$£JI^&:?PP*;UA-X— xJU); NMR(400Mz, CDCI3 )5ppm 1. 89-2. 
11(2H, m), 2. 28-2. 43(4H, m), 3. 70(1H, m). 3. 80(3H, s), 5. 79(2H, s), 6. 91 
(2H, d), 6. 95(11-1. s), 7. 42(21-1. d), 7. 49(11-1, s), 7. 60(2H, s). 7. 92(1H, s). : 
[0168](X^4) 5-(5-(2-(4-v^P^;U--2-^T7 l J;U)X^- J ll,)-2-^>y[bi7 l J;U)-1 

S^S-te-U-v^P^^U^-^yy^X 

Vv/U) -2H-7 L h^V"-;U^|IWj1 (DXg5^|^^|C^lIiU IliJifc, 

fAjg 207-21 2°C(^|S^; , #!^:X'$i/— J /U-^PP7tx;UA-n-^-y-»; IRvmax cm-1 2216; NM 
R(400Mz, DMSO-d6)5ppm 1. 85-2. 06(2H, m), 2. 1 9-2. 52(4H, m), 3. 68(1H, 
m). 7, 53(1 H, s), 7. 74(1H. d), 7. 77(1 H, s), 7. 88(1 H, d), 8. 16(1 H, s) ; Tcfl^flf 
fiIC18H13N5 OS0ltM(%)C, 62. 23; H, 3. 77; N, 20. 1 6, ;fj£fit (%) C, 61. 95; H, 3. 9 
6; N, 20. 10. 

[0169KHM28] 5-(7-(2-(4-v^P33 r 5 1 ;U-2-5 L 77 l >l J /U)X^-;U)-4-^V-4H-K 

>yt°^>-2--<;u)*;U7K>^: 

(IlD X^;U 5- (4-^V-7-hU^;U^P^>X;U^^U^v-4H-^>l/t 0 7>-2-'r 
X^;U 5-(7-tKP+v-4-^V-4H-^>yt°7>-2-^;U)*;U^vb-h$ll]^fii>j22(7)X 

Hs^fBi^lz^SU x^;u 5-(4-^v-7-h'J-7;u^-p^>x;u^-;L/^-4 1 v-4H-^>yt 0 7 

>- 2 - rtJU/tm' b-h£*#7c 0 

125~127°C(S$g^^^:^PP7tx;Uix-n-^-y-»;IRvmax cm-1 2216; NMR(400Mz, C 
DCI3 )5ppm 1. 45(3H, t), 4. 48(2H. q), 7. 15(1H, s),7. 37(1H, dd), 7.59(1H, d), 
8. 31 (1H. d). 

[0i70](xH2) x^;u 5-(7-(2-(4-v^p^;u-2-^-7V' l J;u)x^-;u) -4-^v-4H 
-^<>Vt 0 5>-2— <;u)*)U7t^vb-N7)£j& 
x^;u 5-(4-**7-7-Hj?)U7i-py$>x;u:7;t-^ 

^vb-h^-v^P^U-^-X^-jU^Ty*-^^ 5- (7 

-(2-(4-v^P3f^;U-2-5 1 TyUVl')X^-;U)-4-^V-4H-^>yt 0 7>-2-^;U)^;^ 

ISt^i 138-1 41 °C(W^;t^:X— T-;U-n--A+-y-»'; NMR(400Mz, CDCI3 )8ppm 1. 44(3 
H, t), 1. 91-2. 43(6H, m), 3. 68-3. 76(1 H, m), 4.47(2H, q), 7. 04(1 H, . s), 7.1 
3(1H. s), 7. 61(1H, dd), 7. 82(11-1, d), 8.18(114, d). 



http://dw4860.dsk.daiichipharm.co.jp/cgi-bin/psw_disp.cgi?nLE_NAME=/psearch/9000/S010!... 2002/06/27 



36/107 ^— v 



[01 71 ] (XH3) 5- (7-(2- (4- v^P:^JU-2-^7 v /U JU)X^-;i,) -4-^+7 -4H-^/ 
t°^>- 2 — Ob) *;L,^>^(7)^J5g 

5-(7-(2-(4-v^p^;u-2-^7V'u;u)x^-;u)-4-^v-4H-^>yt°v>-2--r;u) 

*^^vb-h228mgRl>*^l^7K^h l JOA230mg[ZX^y-;U1 Oml#.t>*7Kl ml£j!][];u 2B#F B 1J!)n 

^il;^L/io #±P&, £J£$l~7KT00ml£&Qx. v 1 N^^$Jax.r P H3[z|igLfco fftUL/c$g^$5ffx, 

i4,£ 240— 243°C(decomp. ) ; IRvmax cm-1 2216, 1 734, 1 654; NMR(400Mz, DMSO-d6 ) 
5ppm 1. 87-2. 32(6H, m), 3. 65-3. 73(1 H, m), 6. 96(1H, s). 7 62(1 H s) 7 76 
(1H, d), 8. 08(1 H, s), 8. 09(1 H, d) ; MS(FAB)m/z 352(M+ +1); 7C*^liC19H13NO 
4S-1/4H2,0(7)ltl:fit(%)C, 64. 12; H, 3. 82; N. 3. 94, ;tJ£fi(%)C, 64. 29; H. 3 83 
N, 3. 81 . 

[01 72][g»|29] 5- (5- (2- (4-v^P^;U-2-5 1 7'V f| J;U)X5 1 - ;U) -3-' <>V"[b]^X- 
;U)-1H-Th^/-^U: 

(XH1) 5-(5-> r^-K-3-^>V[b]5 1 X-;U)-2— (4-^h4v^>v;U)-2H-^K : 7V > -JKD^ 

5-(5-^*K-3-K>7[b]^X-;U)-1H-xh^7-;U^^ 
. -Y*K^3-/<>7*[b]^x=;u)-2-(4->ih*^^ 

Hk^ 134-136°C(SM^^I:^PP/N;UA-n-^+l->) ; NMR(400Mz, CDCI3 )5ppm 3. 80 
(3H, s), 5. 80(2H, s), 6. 91-6. 94(2H, m), 7. 42-7. 45(2H, m), 7. 64(1H d) 
7. 70(1H, dd), 8. 27(1H, s), 9. 09(1 H, d) . 

[0173](Xf|2) 5-(5-(2-(4-v^P^^U-2-^TyU;U)X^-;U)-3-^>y[b]^X-;U) 
-2-(4-yK^rV^>v;U)-2H-^h^/->»KD^ 

5- (5-^-3-y<yV [bJ^X-jU) -2- (4-*f*v^>v;U) -2H-7 L h7y-JUt4-v^P^ 
TjU^-X^-JU^y-jU^iiJl^ 

W^'J/U)x^-;u) - 3 -/<>y [b]^x-;u) - 2- U-ZMPv^vJU) -2H-xh7 % /-;u$llfe 

NMR(400Mz, CDCI3 )6ppm 1. 95-2. 12(2H, m), 2. 30-2. 41 (4H, m), 3.67-3. 75 
(1H. m), 3. 79(3H, s), 5. 83(2H, s), 6. 91 -6. 93(2H, m), 7. 44-7. 46(2H m) 
7. 62(1H, dd), 7. 89(1 H, d), 8. 37(1 H, s), 8. 99(1H, d). 

[0174](X*|3) 5-(5-(2-(4-v^P^U-2-^TV f| J;U)X5 1 -;U)-3-'<>y[b]5 1 X-;b) 
- 1 H-xh^l/— JUD^m 

5-(5-(2-(4-v^P^;u-2-^Tl/gju)x^-;u)-3-K>v r [b]5 1 x-;u)-2-(4-yh^v 

125-127°C(S^H^^^:^PP^;i/A-n-^JF+l-» ; IRvmax cm-1 2212; NMR(400Mz, 
DMSO-d6 )5ppm1. 90-2. 08(2H, m), 2. 28-2. 32(4H, m), 3. 64-3. 72(1 H ; m), 
7.54(1H, s), 7.75(1H, dd), 8. 28(1H, d), 8. 67(1 H. ' s), 8. 93(1 H, d) ; MS(FAB)m 
Xz 364(M+ +1); 7C*^#fMC18H13N5 S2 <Z)|+M(%) C, 59. 48; H, 3. 61 ;N 19 27 $J 
^fit(%) C, 59. 44; H, 3. 40; N. 17. 13. 

[oi75][^M30] 5-(3-(2-(4-v^p^;u-2-^7yj;u)x^-;u)-5-'<>i/[b]^x- 
;u)-iH-Th^7— ;U: 

(Xf|1 ) 5- (3-^K-5-K>y [bl^x- ;u) -2- (4->h^v^>v;u) -2H-7 1 K7y-;u0^ 

& - ■ ■ 

5-(3-^K-5-^>ylb]^X-;U)-lH-^^ 

-^K-s-'Ov" [b]^x-;u) -2- (4->^y/<>y;i / ) _2H-T-K^y-;u$#fco 

ill* 155-1 57 o C(S^B^^:^PP^Uix-n-^-y->); NMR(400Mz, CDCI3 )5ppm 3 80 
(3H, s), 5. 77(2H, s), 6. 90-6. 93(2H, m), 7. 41 -7. 43(2H, m), 7. 67(1H. s) 
7. 94(1H, d), 8. 16(1H, d), 8. 52(1H, s). 

[01 76] (XH2) 5- (3- (2- (4- v^P^U-2-^7V f 'J;U)X5 1 -;U) -5-^>y[b]^X- ;u) 
— 1 H-Th^y— )UD£f& 

5-(3-^tK-5-^>y~[b]^X-;U)-^-^^ 

flfc£ 195-197 0 C(S$SBl5i^:^PP7tv;UA-n-^-lt» ; IRvmax cm-1 2212; NMR(400Mz, 
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DMSO-d6)5ppm1. 88-2. 05(2H, m), 2. 21 -2. 36(4H, m), 3. 67-3 75(1 H m) 
7. 60(1H, s), 8. 1_6(1H, d), 8. 38(1H, d), 8. 58(1H, s), 8. 62(1 H s) ■ MS (FAB) m 
,/z364(M+ +1); 7cSi##HiiC18H13N5 S2 -H2 O0)flS:fit(%)C, 58 04- H 3 '79- N 18 8 
0, ;flj£fit(%) C, 58. 28; H, 3. 56; N, 18. 67 ' ' 

[0177][^te^j31] 5-(6-(2-(4-v^Pm-2-f7y i J^)lf-jU-2 4-^± V -1 
2, 3, 4-xH7tKP^fV"'J>-3-^U)-1H-^h7y-JU- 
(X*IT) N-(T-(4-/h**><>$?;U)-lH-^^^ 

SUN-(i-(4-yh^v^>v;u)-iH-7-h7V-;u-5-^;u)-2-y5y-5-^K-^>XT 

NMR(400MHz, CDCI3 )5ppm 3. 75(3Hs), 5. 80(2H, s), 6. 61 (1H d) 6 70-6 80(2 
H, br) 6. 93(2H, d), 7. 39(2H, d), 7. 50(1Hd), 7.97(1H, br s) 8 02(1H d) 
[0178](X^2) 5- (6-^-2, 4-v^V-1, 2, 3, 4-f ^tKPW'J>-3-^-2 
- (4-^v/<>v;U) -2H-^h^/-;U(D^ 

±l5. 3 r 7^1. 4g£DMF10ml|Z;f$U 1, 1 ' -±)\,ft-)\,?M^J-)bO 62g£jQ;t80°C-e2B# 

;(*lti*:n-^t:^ilW = 2;1)^8U5-(6-#F-2; 4 _v**y-1 2 3 4-rf 

NMR(400MHz, CDCI3 )5ppm 3. 82(3H s), 5. 79(2H, s), 6. 63(2H dd) 6 70-6 80 
C1H, m), 7. 10(2H, d), 7. 38(1H, d), 7. 89(1Hdd), 8.31 (1H d) 

[0179](X§3) 5-(6-(2-(4-v^P^;U-2-^7"/U;U)X^-;U)'-2 4-S?;j-*y-1 2 
3, 4-^h 7 fcKP*7^>-3-^U)-2-(4-^*v^^ ' ' • 

5-(6-^K-2, 4-i;^V-1, 2, 3. 4-^h7tKP^yj>-3— fMU) -2- (4->M^X> 
ia^r 2 ^!:^-^^ 

IU 5 - (6 - (2 - (4- v^P7f JI,-2-f Tyjib)!? - 2 , 4-^^V-l 2 3 4-^h5 

NMR(400MHz, CDCI3 )8ppm 1. 90-2. 00(1 H. m), 2. 00-2 10(1 H m) 2 20-2 40 
(4H m), 3. 61(3H, s). 3. 60-3. 70(1 H, m), 5. 79(2H, s), 6. 65(2H d) 7 00(1 
H s), 7. 00-7. 10C1H, m), 7. 1 2(2H, d), 7. 37(1 H, d), 7. 77(1H, dd), '8.21(1H 

d). . ' 

[0180](Xg4) 5-(6-(2-(4-v^P^;U-2-5 1 7'y'J;U)X^-;U)-2 4-v^V-1 2 
3, 4-xb7tKP^7-y'J>-3--f7U)-1H-x^y-;U(7)^jS ' * ' 

5-(6-(2-(4-v^P^U-2-^TV"'J;U)l^U)-2 > 4-v^V-1, 2, 3 4-Th^.fcFP 
f^£LZ^~/ )K/) ~ 2 ~ -2H-fh7';-i^1fl)Il5^Sl:I| 

ife^>300°C; NMR(400MHz, DMSO-d6 )5ppm 1. 80-1. 90(1H m) 1 90-2 10(1 H 
m), 2. 20-2. 40(4H, m), 3. 60-3. 70(1 H, m). 7. 32(1 H. d), 7.'52(1H s) 7 5o' 
~7.^60(_1H br) 7. 99(1H, dd), 8. 13(1H. d) , 1 2. 1 0(1 H, br) ; MS(FAB)m/z 392(M 
+ +D; 7C^tffitC18H13N7O2 S-3/2H2O0)I+a:M(%) C, 55. 38;H 4 13" N 17 94 
£fil(%) C, 55. 59; H, 3. 86; N, 17. 78. ' ' 

C0181][^M32] 5-(6-(2-(4-v>7P^U-2-^TV*U;U)X^-;i,)-4-^V-3 4- 
vtKP^-J-y'J>-3— <;U)-1H-Th-^y— )V: ' 
.(Xg1) 5-(6-l'^-K-4-?|-4 : -V-3, 4-vtKP^l/'J>-3--l'/U)-2-(4-^r-+V^>vjU) 

N-/t-(4-^:^>v;U^ 

N-(2-(4-p<H+V^>v;U)-2H-Th7V-;U-5-^)-2-7'5y-5-l'^K-^>X7'^ 
h^;E£J|200mgl^U^x^U1 . 8ml£J[];u SMttftattLfc. SJ^^^MUtbtl-S^ 
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NMR(400MHz, CDCI3 )6ppm 3. 81 (3H, s), 5. 80(2H, s), 6. 93(2H, dd), 7. 43(2H 
d), 7,50(1H, d), 8. 10(1H, dd), 8. 27(1H, s), 8. 69(1H, d). 

[0182](Xg2) 5-(6-(2-(4-v^P^'5 1 ;U-2-^7V , * , J>'U)X5 1 ->»U-4-^V-3, 4-vtK 
□+^V"U>-3->r^)-2-(4-yh^rV^>v;U)-2H-^h^V- J ;U(D^^ 

5-(6-^K-4-^V-3, ^-iyt^O^i-V^r^-S-^J^-Z-iA-^h^iy^yVJ^-ZH- 

-(2-(4-v^P^5 1 ^-2-5 1 7'y , J;U)X^-;U-4-^V-3, 4- vtKP^VU>-3 — ( )\,) 
-2-(4-yh*v^>v;U)-2H-Th7y-^ 

NMR(400MHz. CDCI3 )5ppm 1. 90-2. 00(1H, m), 2. 00-2. 10(1H, m), 2. 20-2 40 
(4H, m), 3. 61(3H, s), 3. 60-3. 70(1 H, m), 5. 79(2H, s), 6. 65(2H, d), 7. 00(1 
H, s), 7. 43(2H, d), 7. 50(1H, d), 8. 10(1H, dd), 8. 27(1H, s), 8:69(1H, d). 
[0183](X*§3) 5-(6-(2-(4-v^P^;U-2-^7 7 V*'J;U)X^-;U)-4-^V-3, 4-vt 

Kp^/u>-3— -1 H-xh5 s /-;u£>£jilt 

5 - ( 6 - ( 2 - (4 - ->7 P 3?^ ;U - 2 - ^77* 'J ) U) X^ " JU - 4 - ~t V -3,4 - v t KP ^ V*'J > - 3 — 
-OU) -2- (4->h^rV^>v>/U) -2H-xK^V-;U^IIM1 (DlH5<b^^[cMaU Sfitl^i 
/p. 

ra4,^ T89~190°C(Hi^B^ltiI:^PP7fN;UA-X^/— JU) ; IRvmax cm-1 1956, 1886, 1 550, 12 

90, 1048; NMR(400MHz, DMSO-d6 )5ppm 1. 80-1. 90(1H, m), 1. 90-2. 00(1H, 

m), 2. 20-2. 40(4H, m), 3.50-3.60(11-1, m), 7. 52(1 H, s), 7. 84(1 H, d), 8. 10 

(1H, s), 8. 25(1H, dd), 8. 39(1H, d), 12. 60(1H. br s) ; MS(FAB)m/z 394(M+ +1 ). 

[O184][HJfe0iJ33] 5-(6-(2-(4-v^P^;U--2-5 1 7V*U;U)X^-;U)-4-^V-3H-h 

UTv>-3-'l';U)-1H-xhvl/-;U: 

(Xff1) 5-(6-^K-4-^y-3H-HJ7^ 

N _ (1 _ (4-yh^v^>v;U) -1 H-Th7y-;U-5-^U) -2-75/-5-^P<>X75r-\;& 
tfN- (2- (4-*h*V^>V/l>) -2H-7 1 h77-;U-5— -2-7S/-5-^*K*>X75K<D 
;I^!fel300mglC5. '3%fl&gfe1. 2mlSt>*X^/— ;U0. Zml^D^., 0~5°C7?M^i-h l J r 7A56mg$ 
JO*. 4M^L7c 0 S^;S$7K7Kl 0Omll^^ai^ H B B$5IS, t£«U 5- (6— fsJ-K-4 

-*+7-3H-hUTv>-3-^)-2-(4-yK*v^^ 

NMR(400MHz, CDCI3 )8ppm 3. 76(3H, s), 6. 04(2H, s), 6. 99(2H, dd), 7. 45(2H, 
d), 8. 07C1H, d), 8. 52(1H, dd), 8. 59(1H, d). 

[0185](Xf|2) 5-(6-(2-(4-v^7P^5 1 ;U-2-^7y , J;U)X^-;U)-4-^V-3H-h l JT 

v>-3--r;u)-2-(4->K^v^>v>;u)-2H-Th^/-^0^j5g 

5-(6-^;fK-4-;f*y-3H-HJ7v>-3-^U)-^^ 

;uM—>^p^;u-2-x^zi ( /u^Ti/-;u^ll^ji aynm^tLrmmzmmu 5- (6- (2- (4 
-v^p^;u-2-^7y , J;u)x^-;u)-4-^v-3H-hU7v>-3-^;u)-2-(4->h^v 

^>v;U)-2H-7 1 h^y->lU^^fe;Stt!fel«tLr$f#7io 

NMR(400MHz, CDCI3 )5ppm 1. 90-2. 00(1H, m), 2. 00~2. T0(1H, m), 2. 20-2. 40 
(4H, m), 3. 6K3H, s), 3. 60-3. 70(1H, m), 6. 04(2H, s), 7. 00(1H, s). 7. 12(2 
H. dd), 7. 20(2H, d), 8. 07(1H, d), 8. 60(1 H. dd). 8. 63(1H, d). 
[01 86] (1*13) 5- (6- (2- (4-v^P^U-2-T7y'J;b)XT-;u) -4-;J-*y-3H-HJ7 
V>-3-^;U)-1H-xh7V*->/KD^ 

5-(6-(2-(4-v^P^;U-2-^7y'J;U)X^-;U)-4-^V-3H-K'J7v>-3-'l';U)- 

2-(4-^h+v^>v;u)--2H-xh7v*->iuiiMi (7)xn5tiHiiiic5aaL, mm^mtz 0 

t89~i 90 o C(^$gH^;"#^:7K-X^/— AO; IRvmax cm-1 1 61 8, 1550, 1394, 1290, 996; 
NMR(400MHz, DMSO-d6 )8ppm 1. 80—1. 90(1H, m), 1. 90— 2. 00(1H, m), 2. 20— 
2. 40(4H, m), 3. 50-3. 60(1H, m), 7. 50(1H, s), 7. 99(1H, d), 8. 55(1H, dd), 8. 
58(1H, d), 12. 56(1H, br s) ; MS(FAB)m/z 377(M+ +1) ; 5c^^fitC17H12N8 OS-H2 
0(Dftl:fil(%) C, 51. 77; H, 3. 58; N, 28. 41 , ;flj£ffi(%) C, 52. 01; H, 3. 60;N, 28. 79. 
[0187][^&fc#j34] 5-(7-(2-(4-v^P^;U-2-^7y'J;U)X^-;U)-3->h^rV-^>7 
[b]^^x>— Zr-- f;u)-iH-^h^V*— )l: 

(X*|1) 5-(7-^K-3-*h^v-^>ylb]^f37i>-2-^U^ 
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5-(7-^K-3-yh^V-^>Vlb]^7x>-2-^)-1H-Th7V-;U$|imi5lJl(7)n-?S3i: 
mmzmWL. 5-(7-^£-3-*h*i/-^>V~tb]T*7i:y-2-4)[,)-2-(4-*h*is^>V 
)l) -2H-xh7V'-;U$t#7to 

HkjS 156-1 58 0 C(S^^;*#iI:^nP^;UA-n-^^-+f» ; NMR(400MHz, CDCI3 )8ppm 3. 80 
(3H, s), 4. 07(3H, s), 5. 77(2H/ s), 6. 90-6. 92(2H, m) , 7. 1 6(1 H, t) , 7.41-7. 
43(2H, m), 7. 78(1H. d), 7. 87(1H, d) ; MS(EI)m/z478(M+ ) ; 5c^##TfitC18H15IN4 O 
2(DftM(%) C, 45. 20; H, 3. 16; N, 11. 72, ;I£{I(%) C, 45. 40; H, 3. 28; N, 1 1 . 48. 
[0188](IH2) 5-(7-(2-(4-v^P^;U-2-^7V"U;U)X^-;u)-3->h^rv^-K>y[b] 

^^x>— 2-^;u) -2- (4-^h^v^>v;u) -2H-^h^v*— ;u(D^jS 

5- (7— f^-K-3->h^rV-^>y [b]^7x>-2— -2- (4-j/MrV'OvJU) -2H-xH? 
y*-JU<t4-v^P:?T;u-2-x^-;u^rv^^^ 

^h^v^>v;u) -2H-xh5v*-;u^fe;tt^^Lr$f#tc 0 

NMR(400MHz, CDCI3 )5ppm 1. 95-2. 07(2H, m), 2. 31-2. 42(4H, m), 3. 68-3. 77 
(1H, m), 3. 80(3H, s), 4. 09(3H, s), 5. 78(2H, s), 6. 89-6. 93(2H, m) , 7.01(1 
H, s), 7. 41-7. 45(2H, m), 7. 67(1H, dd), 7. 88(1H, dd). 

[0i89](XH3> 5-(7-(2-(4-v^P^;U-2-5 1 7y i J>'U)X^-;U)-3->h^-v-^>V , [b] 
. 2— fJU) -1 H-^^V'—JUD-SfS, 

5- (7- (2- (4- v^P^;U-2-^77'J jU)X^-;U) -3->h^V-^>V'[b]5 1 7|-3'x>-2->l' 
;U) -2- U-yMrv^^/U) -2H— rh7l/-;u$HM0iJl ©xm5i:gl^lz^SL, SH«S*e*S'fe 

ra*J^ 156-158°C(S$S^;t^:-i7PP^UA-n-^-y-»; NMR(400MHz, DMSO-d6 )Sppm 
T. 88-2. 02(2H, m), 2. 24-2. 34(4H, m), 3. 67-3. 76(1 H, m), 4. 16(3H, s), 7. 6 

1- 7. 6502H, m), 7. 89(1H, d), 8:16(1H, d) ; MS(FAB)m/z394(M+ +1 ) ; TcM^ftffil 
C19H15N5 OS2 -1/4H2 0(Dl\%^%) C, 57. 34; H, 3. 93 ; N, 17. 60, H^fit(%) C 57 
33; H. 3. 93; N, 17. 49. 

[0190][^M35] 5-(3-(2-(4-v^P^;U-2-^7 l / l J;U)X5 1 -;U)-6-7';U^-P^x- 
;U)-1H-Th^/-;U: 

(Ig1 ') 5- (3— r^K-e-^U^-P^x- ;U) -2- (4-^h+v^>v^) -2H-^h^/-;KD£/& 

5-(3-^K-6-^;U^P7x->»U)-1H-xh^->»U^||j^#IJ1(7)X|i3t^^l^SL,5-(3- 

j , ^K-6-^U^P7x^;U)-2-(4->h4-V^>>JU)-2H-^h7 v y-;U^#^ 0 

Aj£ 99~101 o C(S^;^:^PP7tx7UA-n-^-^»; NMR(400MHz, CDCI3 )5ppm 3. 80 

(3H, s), 5. 77(2H, s), 6. 89-6. 92(2H, m), 7. 39-7. 42(2H, m), 7. 71 -7. 75(1 

H, m), 8. 41-8. 43(1H. m). 

[0191] (XH2) 5- (3- (2- (4-v^P^f^-2-f7yUJI/)If-W -6-^/U^P^x^U) - 

2- (4->hJpv^>v;u) -2h-^h^-;kd^ 

5-(2-4*\:-6-Z>)\,*nZ>JL-)l)-Z-(4-^*i/^V 

-^7V'J;U)X^;U) -6-^U^-P^x- ;U) -2- (4-^H4v^>V^) -2H-xK7V-./U£*#f::„ 
126-1 28°C(S^B^^:^PP^UA-n-^-^»; NMR(400MHz, CDCI3 )8ppm 1. 89 
-2. 42(6H, m), 3. 66-3. 74(1 H, m), 3. 80(3H, s), 5. 78(2H, s), 6. 90-6.93(2 
H, m), 6. 97(1H, s), 7. 21 ~>7. 26(1 H, m), 7. 41-7. 43(2H, m), 7. 63-7. 67(1 H, 
m), 8. 35-8. 38(1H, m). 

[0192](XH3) 5-(3-(2-(4-v^P^5 1 ;U-2-5 1 7'V" l J;U)X^-;U)-6-^U^-P7x^;U)- 
1H-xK7V*-;KD^J5)c 

S-te-te^-v^P^VU^-^T^U^XT-^^ 

>v;u) -2H-^h7i/-ju^Mi <7)xii5<ti5i^izMSL, Sgi^£^f- 0 

Si* 223-225°C(decomp. ) (n^a^U: ^PP*;Ui*-n-'N*-y->) ; IRvmax cm-1 3080, 222 
0. 1620, 1556, 1508; NMR(400MHz, DMSO-d6 )8ppm 1 . 84-2. 35(6H, m), 3. 64- 
3. 72(1H, m), 7.56(11-1, s), 7. 62-7. 66(1 H, m), 7. 94-7. 98(1 H, m) 8 30-8 
32(1 H, m); MS(FAB)m/z326(M+ +1 ) ; 7C^MC16H12FN5 S(7)ltM(%) C, 59. 06; 
H, 3. 72; N, 21. 52, ;fj^fi|(%) C, 59. 01 ; H, 3. 84; N, 21. 76. 

[O193][»0IJ36] 5-(3-(2-(4-v^P^;U-2-^7y i j;U)X5 1 -^)-4-^;U7x-;U) 
-1H-^h^/-;U: 
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(XHD 5-(3-^K-4-^;U7i-;U)-2-(4-^h^V^>vyU)-2H-iFh7V r -;U<7)^^ 

5- (3— (i-^-4-^)\,yx-)i) - 1 H-^h^/-;u$HMi (Dxus^ffic^su 5- (3->r 

^K-4-^U7'x-;U)-2-(4->h^v^v;U)-2H-xh7V'-;U^#7io 

136~138 0 C(S$g^^^:I— ^-;b-n-^-y-»; NMR(400MHz, CDCI3 )8ppm 2. 74(3 
H, s), 3. 80(3H. s)„ 5, 72(2H, s), 6. 90(2H, d), 7. 31 (1 H, d), 7. 37(2H, d), 7. 9 
9(1H, dd), 8. 77(1 H, d). 

[01 94] (Ii2) 5- (3- (2- (4- v^P^;U-2-^TV* l J;U)X^-;u) -4->T;U7x~ ;U) -2 
-(4->^V^>v;U)-2H-xh^V*-/U(D^ 

5-(3-(2-(4-v<7D^>;U-2-^TV*U;U)X5 1 -;U)-4->5 1 ;U7i-;U)-2H-^^y^ 
- v^P^;u-2-x^- V-;U$HS£^J1 <Z>XH4,hLT p]«[zMSL, 5- (3- (2- (4-v^ 
P^/U^-^TVU^X^-JU)^-^;^!-^^ 

NMR (400MHz, CDCI3 )5ppm 1. 90~2. 1 1 (2H, m), 2. 27-2. 43(4H, m), 2. 57(3H, 
s). 3.7K1H, m), 3. 80(3H, s), 5. 73(2N, s), 6. 91 (2H, d), 6. 97(1 H, s), 7. 34(1 
H, d), 7. 40(2H, d), 8.04(1H, dd), 8. 32(1H. d). 

[01 95] (Xfi3) 5- (3- (2- (4-v^D^fJl/-2-f7V" l J^)lf-;W -A-*=S-)VJt.—)\,) -1 H 

5- (3- (2- (4-v^n^;u-2-5 1 7yu;u)x^-;u) -4->T;U7i-;U) -2- (4-^h^V^> 

1 80-1 82°C(S$£JI;g$£:7K-X$/— JU) ; NMR(400MHz, DMSO-d6 )5ppm 1. 91-2. 0 
8(2H, m), 2. 22-2. 34(4H. m), 2. 57(3H, s). 3.69(1H, m), 7. 47(1H, s), 7. 57 
(1H. d), 8. 04(1H, d), 8. 25C1H, s) ; 5t*^ v lTfilC17H15N5 S(Dlt*fil(%) C, 63. 53; H, 
4. 70; N, 21. 79, ;1IJSM(%) C, 63. 30; H. 4. 83; N, 20. 99. 

[0i96][^Mij37] 5-(3-(2-(4-v^p^5 1 >/u-2-wy , /;u)x^-;u)-4->h+v^x=.;u) 

-1H-xh^7-;U: 

) 5- (3-^K-4-yh^v7x^;U) -2- (4- (^h^v^>v;U) -2H-irh77->>KD^)$ 
5-(3-^K-4-^h+v:7x-;u)-iH-xh^/^ 
j^K-4->H^v^x^;u) -2- (4-p«h^v^>v;u) -2H-^K7y-;^#fco 

raifej^ ^S-^e^^^^^PPT^JUA-n-^+l-^); NMR(400MHz, CDCI3 )8ppm 3. 80 
(3H, s), 3. 93(3H, s), 5. 71 (2H, s), 6. 88(1H, d), 6. 91 (2H, d), 7. 37(2H, d), 8. 
09(1 H, dd), 8. 54(1 H, d). 

[01 97] (X^2)5- (3- (2- (4-^P^;U-2-^Tl/ , J^)^- J 'U) -4-*Mrv7x-/U) -2 
-(4-yK^v^>v;U)-2H-xh5 x /-;U<7)^J5g 

5- (3—f^-K-4->^v7x- ;U) -2- (4->h+V^>v;U) -2H-xh^V-;Ut4- v^7P^ 
7U-2-X^-;u^7y-;u£||]^ji <7)X|^ 

-f7V'j;b)lf-^)-4->h+v7i-jl,) -2- (4-pthJrV'<>v;U) -2H-7 1 h5y-;U$#fco 
i4,6 99~100 o CM£Jb^:X— x;U-n-^+)-» ; NMR(400MHz, GDCI3 )5ppm 1. 89-2. 
10(2H, m), 2. 27—2. 41 (4H, m), 3.73(11-1, m), 3. 80(3H, s), 3. 96(3H, s), 5.72 
(2H, s), 6. 91 (2H. d), 6. 95(1 H, s), 6. 99(1 H, d) , 7. 39(2H, d), 8. 13(1 H, dd), 
8. 31 (1H, d). 

[01 98] (X*|3) 5- (3-(2-(4-v^P^-2-f7 , /U;i')Xfz^) -4-;*h+v?x-;U) -1 
5- (3 - (2- (4- v^P^;b-2-^7' , 7 l J;U)X5 1 -;U) -4-^h^v7x^/U) -2- (4-J^Mfv^ 

>v;u) -2H-x^v*-;u$Hife^iji <DX$l5<tpt$.lc*Jigu gfife^#f- 0 

215-217°C(SlSra^iS:X-$iy— JU-X— x;U); NMR(400MHz. DMSO-d6 )5ppm 1. 85 
-2. 06(2H, m), 2. 19-2. 34(4H, m). 3. 68(1 H, m) , 3. 99(3H, s), 7. 40(1 H, d), 
7. 55(1H, s), 8,15(1H, dd), 8. 23(1 H, d) ; 7c*##HiiC17H15N50S- 1/4H2 OCDttSfil 
(%) G, 58. 94; H, 4. 66; N, 20. 22, ;Ij£ffi(%) C, 59. 36; H, 4. 63; N, 19. 90 
[01 99] [HWJ38] 5- (3- (2- (4-v<7PT?^U-2-^7V^U)X^;U) -6- fcKP*v7x- 
yU)-1H-xh^V*-;U: 

(XHD s-te-^fK-e-U-y^v^v;^ 

5-(3-^h*-6-tKP+v7i-;i,)-1H-fh7VH^2^im-^yK>i;;u^pij^ 
i^g£7JU^A£jm\ll«Jl0X|i3<!;|^|z^^ 
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7x^;U) -2- (4->h^rv^>v;U) -2H-xh7V"-^$t#/co 

159-1 60°C(|HSa^:^PP/1s;UA-n-'N^+)-» ; NMR(400MHz, CDCI3 )5ppm 3. 79 
C3H. s), 3. 8K3H. s), 5. 10(2H, s), 5. 75(2H, s), 6. 84(1 H, d), 6. 85(2H, d), 6. 
87(2H, d), 7. 34(2H, d). 7. 35(2H, d), 7! 64('1.H, dd), 8. 27(1H, d). 
[0200](X*I2) 5-(3-(2-(4-v<7P:?^-2-^^^^ 
;i/)^v^i-;U) -2- (4->M^><>V>IU) -2H-XH7V— K/<J>£-fi£ . 

5- (3—<7t-K-6- (4-yh^rV^>v;U)^-#v^iZi;u) -2- (4->h*v^>V,/U) -2H-^h77* 
-;U<!:4-'>^P^U-2-x^-;U^7y-;u$3|Mi(DX|l4^Lr^^lc5aiIU 5-(3-(2- 

(4-v?p^ju-2-^7V\i;u)x^-;u)-6-(4->k^v^ 

jgt£ 159~160°C(SlaOTit^:^PP7tN;UA-n-'N^r-y-» ; NMR(400MHz, CDCI3 )5ppm 1. 88 
-2. 10(2H, m), 2. 26-2. 41 (4H, m), 3. 68(1H, m), 3. 79(3H, s), 3. 81 (3H, s) , 
5.1.7(21-1. s), 5. 74(2H, s), 6. 87(2H. d), 6. 88(2H, d), 6. 92(1 H. d). 7. 07(1H. 
d), 7. 35C2H, d), 7. 39C2H, d), 7. 62(1 H, dd), 8. 23(1 H, d) . 

[0201](XH3) 5-(3-(2-(4-v>7P^;U-2-5 1 7V fl J J 'U)X^- J /U)-6^tKP^v7i-;i,) 
-TH-f-K^y— )\s<D^$L 

5- (3- (2- (4-v^p^;u-2-^7V > 'j;u)x^-,;u) -6- (4->h^v^>v;u)^v^i- ;u) 

-2-(4-;*M^>v;U)-2H-^h7y*-^ 

lt>S 205-209°G(decomp; )(S^h1^:X^/— ;U-X— NMR(400MHz, DMSO-d6 )5 
ppm 1,84-2. 03(2H, m), 2. 1 8-2. 33(4H, m), 3. 66(1 H, m). 7. 15(1H, d), 7.49 
(1H, s), 7. 70(1H, dd), 8. 44(1H, d) ; 7C^^iSC16H13N5 OS<7)H-Sfit (%) G, 57. 82; 
H, 4. 25; N, 21. 07, ;Ii|^fi|(%) C, 57. 43; H, 4. 32; N, 20. 79. 

[0202][HJfe#lj39] 5-(3-(2-(4-v^7P^5 1 /U-2-^77'J;b)X5 1 -;U)-2-3';U^-P7x^ 
;U)-1H-xh^/— 

(XM1) 5-(3-^K-2-7;U^P3'x^ i ;u)-iH-^h^V*— ;U(7)^J5E 

2, 6-;u^v>i. esgi^K^ifTich'j^^u^prao. 32mi^*o^7Co IstSJt-eo. 5B$[HUi#L7i 

Tv»h'J r 7A270mg^Q^. MST1 Mif #Lfco CftlZS W*K~2-:7;U;f P^>V" HJJU 
1g£*0*s 80°CT*1 6a#f B Ht^Uco SCv^2N^^50ml[Cja^, #Tfcb$£J|£;5SX, 7k&gL f£*L/io 
#I^B^^PP^UA-x^y-;u^bfl^B^L, 5-(3-^K-2-^U^P^i^;u)-1H-xh7 x / 

-;n. osg^uXAal^L-c^^ 

rat^182-184 0 C; NMR(400MHz, DMSO-d6 )8ppm7. 25(1 H, m) , 8. 16(1H, m), 8. 21 
(1H, m); MS(EI)m/z290(M+); Tcfft^flffilC? H4 FIN4 (Dt\9-\% (%) C, 28. 99; H. 1. 39; 
N, 19. 32, H£flt(%) C, 29. 26; H, 1. 59; N, 19. 05. 

[0203] (XH2) 5-(3-^K-2-3';U^P7'xri;u)-2-(4-^h^V^>v;U)-2H-7 L h^y— 

5-(3—f^-K-2-7;u^P7x=.;u) -1 H-^h7i/-;u£llJ5£#]i <7)x?i3<t|HifiHzML. 5-.(3- 
j'^K-2-3';u^P7'x-;u) -2- (4-yH^v^>v;u) -2H-Th7V*-;u^f#7t 0 

|§!!l6124~126 0 C; NMR(400MHz, DMSO-d6 )5ppm3. 75(3H, sj, 5. 95(2H, s), 6. 97(2 
H. d), 7. 18(11-1, t), 7. 40(2H, d), 8. 03(2H, m) ; MS (EI)m/z 41 0(M+ ) ; tcIMC 
15H12FIN4 00>fi-gfii(%) G, 43. 92; H, 2. 95; N, 13. 66, ;Ii]£tt(%) C, 43. 89; H, 3. 02; 
N, 13. 83. 

[0204] (X*|3) 5- (3- (2- (4- v^P^;U-2-^7V*'J;U)X^- ;U) -2-7)[,*nZ?3:-)i,) - 
2- (4->hJrv^>v;U) -2H-Th^V"-;K7)^jt 
5-(3-<f;*-K-2-7;u*Q?x^u)-2-(4->h*v^ 
;u-2-x^-;^7V-;u£lijifliji^ 

jT:r/y;U)X^-;U)-2-:7;U^P:7^^ 

1 14-1 16°C(S$£J|;W:£PP7fc;UA-n-^4^>) ; NMR(400MHz, CDCI3 )8ppm 1. 92 
-2. 40(6H, m), 3. 66-3. 75 (1 H, m), 3. 80(3H, s), 5. 78(2H, s), 6. 89-6.93(2 
H, m), 6. 99(1H, s), 7.27(1H, t), 7. 40-7. 43(2H, m), 7. 65-7. 69(1 H, m). 8.13 
-8. 17(1 H, m);MS(FAB)m/z445(M+ +1); 7cfft##ffi£C24H20FN5 OS(7)Itl:ft(%) C, 6 
4. 70; H, 4. 52; N, 15. 72, ;IiJ£fi&(%) C, 64. 73; H, 4. 56; N, 1 5. 81. 
[0205] (XH4) 5- (3- (2- (4- v^P^;U-2-5 1 TV*U;U)X5 1 ->IU) -2-7MP7i-;i/) - 

. 5-(3-(2-(4-v^P:7>JU-2-^7^U)X^-;^^ 
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>v;u) -2H-xK7V"-^H]5£M1 0X|l5i:|5]fc*&gu £H«j£*#f=, 

192~195 0 C(W^BB^:^PP7N;UA-n-'\^-y-»; IRvmax cm-1 2224; NMR(400MH 
z, CDCI3 )5ppm 1. 85 — 2. 35 (6H, m), 3. 65-3. 74(1 H, m), 7. 55(1H, t), 7 61 (1H 
s), 7. 97-8. 01 (1H, m), 8. 17-8. 21 (1 H, m) ; MS(FAB)m/z326(M+ +1 ) ; TcStMfit 
C16H12FN5 S(DtiM^(%) C, 59. 06; H, 3. 72; N, 21. 52, ;fj^fi|(%) C, 58. 89 - H 3 79- 
N, 21. 45. ' ' ' 

[0206][Iffii40] 5-(3-(2-(4-v^7P^;U-2-^yv* l J>'U)X^- J /U)-6-^;U^7x- 

>)-iH-Th^y-;u: 
(XfI1) 5M3->f;fK-6-y^^3^^ 

5- (3 -^K-2-^;U7j-P7x- JL,) -2- (4->h4v^>v;U) -2H-^h^/-;U204mg£DMS 
01 Omll^WU ^V^-^T-h'J^ AJg.(H&1 5%#^7K^;^)0. 5ml£i0;u ^S-e3B#r B 1}l^L - 
■fee £JS&£. 1 Ni£|gl 00ml|C&2\ #rtiU£a£*>«L*2fe& % ^Lfc 0 ffi$g H B e ^PP^UA-n -^ 
^>^bI^ H B BU5-(3->ftK-6-^ft7i^)-2-(4->^>>/<>;;b^ 

y-;u 83mg$$ttt H B H<ttr^f- 0 

mS^138 — 140°C; NMR(400MHz, CDCI3 )Sppm 2. 46(3H, s), 3. 80(3H s) 5 77(2H 
s), 6. 89-6. 91(2H, m), 7.Q5(1H, d), 7.69(1H, dd), 8.29(1H, d) ; MS(EI)m/z 43 
8(M+ .).; 7c^ v #ffitC16H15IN4 OSCDffgfitC/o) C, 43. 85 ;H, 3. 45; N, 12. 78 ;Ij^fiS(%) 
C, 44. 17; H, 3. 55; N, 12. 91. 

[0207] (XH2) 5-(3-(2-(4-^P^U-2-^Tl/'J;U)X^-;U)-6-^;U^^x^U) 
-IH-t^V"— JKD£j£ 

5- (3-^K-6-^;U^^i-;U) -2- (4->hJrV^>v;uj -2H-xH^7— JU<t4- v^P? 

^7u-2-x^-;u^TV-;i/$^i!iMi oxa4^LTiHi^[z^gu ^\zmz. mmm-i<Dxm5tmm 

' Bfe£ 114—1 1 6 0 C(S^ H H H;*i$X :^PP/1n;UA-X^7— ju) ; IRvmax cm-1 221 6; NMR(400MHz D; 
MSO-d6 )5ppm1. 86-2. 32(6H, m), 2. 67(3H, s), 3. 63-3. 71 (1 H, m) 7 53(1 H 
s), 7. 57(1H, t). 7. 82(1H, dd), 7. 99(TH, d) ; MS(FAB)m/z 354(M+ +1 ) ■ ^fft^ffi 
filC17H15N5 S2 0)tmm.(%) C, 57. 77; H, 4. 28; N, 19. 81, ;Ii]^fit(%) C, 57 31 •'■ H 4 3 
4; N, 19. 65. ' ' 

[0208][^Jfc#j41 ] 5- (3- (2- (4-v^P^JU-2-^yy'J>IU)X^- > /U) -6->7PP7x^ )l) 
-IH-T-h^V— 

(X|I1) 5-(6-^PP.-3-Y^K^x-;U)-2-(4^>h^v^>v;U)-2H-Th^-;U(D^ 

5 - (6-^7P □ - 3 TttK^x-^) - 1 h -irh^y-;u^ mmm 1 ©ig3Wl:®iU5-(6-^ 

PP-3->f*K:7x^U)^2-(4-^^ 

ra!fe^90-91 o C; NMR (400MHz, CDCI3 )5ppm 3. 80(3H, s), 5. 77(2H, s), 6. 89(2H d) 
7.23(1H,d), 7. 39<2H, d), 7. 68(1H, d), .8. 25(1H d) 

[0209] (XH2) 5- (3- (2- (4- v>7P^;U-2-^7y'J;U)x^-;U) -6-^PP^x^/U) -2 
- (4-yh+V'OvJI,) -2H-7 L h7V r --'K7)^J5e 

5- (6-^pp-3— <^-h^x- jU) -2- (4-^h^-v^>v;u) -2H-7 L ^/-;U«!:4- v^P^U 

-2-^-^TTy-)i,$mMMi0xm4mm\zmmL.5-(3-(2-(4-is5nz??)i,-2-?T 

yUV^X^M-e-^PP^x-^)^^ 

rai^ 66~67 0 C(S$g H B J ; , i^:X— r;U-n-^+|-»; NMR (400MHz, CDCI3 )8ppm 1 . 88-2 1 
K2H, m), 2. 26-2. 42(4H. m). 3.69(1H, m), 3. 81 (3H, s), 5. 79(2H. s) 6 91 
(2H, d), 6. 97(1 H. s), 7. 41 (2H, d), 7. 51 (1H, d), 7. 58(1H, dd), 8. 17(1H, d) 
[021 0] (Xg3) 5-(3- (2- (4- v^P^;U-2-^T^J;U)X^-;U) -6-^PP^x^U) -1 H 

5-(3-(2-(4-v^P^;U-2-5 1 7^U;U)X9 1 ^l,)-6-^PP^x-;i,)-2-(4-^h+v^> 

ralfejS 183-1 85°C(S^al^:X$/— ;U-x— x)U) ; NMR(400MHz, DMSO-d6 )8ppm 1 86 
-2. 02(2H, m). 2. 18-2. 31 (4H, m), 3. 68(1H, m), 7. '57(1 K. ' s) 7 83(1H d) 
7. 90(1H. d), 8. 13(1H, s); MS(EI)m/z 341 (M+ ) ; ^^fIC16H12N5 CISCDt+^fit 
(%) C, 56. 22; H, 3. 54; N, 20. 49, ;Ii|£fit(%) C, 56. 02; H, 3. 63; N, 20. 21 
[O211][^fi60lj42] 5-(3-(2-(4-v^7P^JU-2-5 1 7V* l J;U)X5 1 ^U)-2-^PP^x^;U) 
-IH-xh^V-JU: 
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(Ml ) 5- (2—7PP -3-f *K7i-;u) -2- (4-yh+v^>v>/l/) -2H— rh^./-;KD£$: 
5-(2-^PP-3W^K^x-;U)-1H-Th^V*-;U$||^j1(DXfl3<!:^^|cmSL.5-(2-^ 
PP-3-^K7x->/U) -2- (4-^h4-v^>V>»U) -2H-xh^/->/U$f#fco 

91~92°C; NMR(400MHz, CDCI3 )5ppm 3. 76(3H, s), 5. 78(2H, s), 6. 90(2H, 
d), 7. 06C1H, .t), 7. 40(2H, d), 7. 82(1H, d), 7. 99(1H, d). 

[0212](Xfl2) 5-(3-(2-(4-V'7P^5 1 ;U-2-^7V" l J;U)X^- ; /U)— 2->7PP7x-;U)-2 

-(4->K^V^>v;U)-2H-xh7V"-;KD^fi£ 

5^2-?PP-3-^R:7x^;U)-2-(4-yM^<^ 

^2-XT-;U^7y-JU£i!Ml <DIfl4<hLT^ 

,f7y"^)x^-;u)-2-<7PP?x^^ 

gfe.^ 69~70°C(S^^;^^:X— x;U-n-^4r-t>->) ; NMR(400MHz, CDCI3 )5ppm 1 . 89-2. 1 
1(2H, m), 2. 26-2. 40(4H, m). 3.72(1H, m), 3. 80(3H, s), 5. 79 (2H, s) , 6. 91 
(2H, d), 7. 00(1H, s), 7. 34(1H, t) , 7. 41 (2H, d) , 7. 72(1 H, d), 7. 97(1 H, d). 
[0213](XH3) 5-(3-(2-(4-v^P^;U-2-^TV" l J/L^)X^-;U)-2-^PP7x->lU)-1H 

5- (3- (2- (4- V^P^;U-2-5 1 7'y* l J;U)X^- > IU) -2-5PP7I- ;U) -2- U-p'MrV'O 

vM>) -2H-xh^/->/u$II^Ji (DxHstPlfil^SUM^f feo 

gt,^ 167-1 70 o C(SiS^^^:7K-X'Siy— ;U) ; IRvmax cm-12220; NMR(400MHz, DMSO-d 
6 )5ppm 1. 83-2. 10(2H, m), 2. 19-2. 35(4H, m), 3. 70(1H, m), 7. 61 (1 H, s), 7. 
65(1H, t), 7. 92(1H, dd), 8. 02(1H, dd) ; MS(EI)m/z341 (M+ ) ; 7C^*rfiC16H12N5 
C\S(Dtmm(%) C, 56. 22; H. 3. 54; N, 20. 49. ;I'J^i(%) C, 56. 35;H. 3. 76; N, 19. 9 

[02i4][||]^m3] 5-(3-(2-(4-^y:^ 
/uy-iH-xh^/-^ 

(XH1 ) 5- (3- (2- (4-^V^Pt°;U-2-T7'V* l J;U)X5 1 -;U) -2-7;btP7i- ;u) -2- (4- 
/h+V^>V^)-2H-xh7 % /- J 'U(0^j5g 

Hte#>l391:^^Lfc. 5- (3 --fTTK^-^U^P^x- JU) -2- (4->h^V^>v;U) -2H-xh^ 

v-;u t4 - v^p tvu - 2 - if =. )i^7V-j^mmm i a> xf§4<»:i^(z4aiiu5-(3-(2-(4 

Wv:?W;u-2-^7y*WU)x^-ju)-2-:7;u;fp^ 

Ml 16-1 19°C; NMR(400MHz. CDCI3 )5ppm 1. 35(6H, d), 3. 1 2-3. 1 9(1 H, m), 3. 
80(3H, s), 5. 78(2H, s), 6, 89-6. 92(2H, d),6.98(1H, s). 7. 27(1H, t), 7.39- 
7.4K2H, d), 7. 64-7. 68(1H, m), 8. 1 2-8. 1 7 (1 H, m) ; MS(EI)m/z 433(M+ ) ; tc 
^#riIC23H20FN5 OS(DtiWfe(%) C, 63. 73; H, 4. 65; N, 16. 16, ;fl]£fi(%) C 63 69" 
H, 4. 69; N, 16. 22. 

[0215](Xg2) 5-(3-(2-(4-'fV^Pt°;U-2-5 1 Ty , J;U)X5 1 -;U)-2-7;U^-P^x^. < /U)- 

IH-t h^V— jwsm 

5-(3-^K-2-7;U*P:7i-;U)-2-(4-yh*V^^ 

;u-2-x^- j^TV-j^mmm-i (DJimstmmzmmL. 

fltjS 155~158 0 C(S$SB^^:^PP7ts;UA-n-^-tl-»;IRvmax cm-1 2220; NMR(400MHz, 
DMSO-d6 )5ppm1. 28(6H, d). 3. 07-3. 16(1 H, m), 7. 55(1H, t) , 7. 58(1 H, s) 7 
97-8. 00(1H, m), 8. 17-8. 20(1H. m) ; MS(EI)m/z 31 3 (M+ ) ; ^*##HIC15H12FN5 
S(Dfi^:fit(%) C, 57. 49; H, 3. 86; N, 22. 35, H£fit(%) C. 57. 50; H, 3. 95- N 22 29 
[O216][»5S0lj44] 5-(3-(2-(4-n-^Pt 0 ;U-2-^Ty'J;b)X^-;U)-2-^U^-P7x- 
;U)-1H-xh5V*— ;U: 

(X*M1) 5-(3-(2-(4-n-^ , Pe;U-2-^TV* l J;U)Xf-;U)-2-^U^P7x^U)-2-(4- 
^h^V^>v;U) -2H-^h^7-;K7)^jS 

^JfeW39Tffll^. 5-(3-^K-2-^;U^P3'x-;U)-2-(4-yh^v^>v;U)-2H--rh^/ 
-JUt4-n-^Pt 0 ;U-2-x^-;u^yy-;u^||^ji(7)x|i4 < !:ll^lc5aSL,5-(3-(2-(4--n 
-^Pt°;u-2-^7 , Vu;u)x5 1 - ;u) -2-^;^p^x- ;u) -2- (4-^h^v^>v;u) -2h-t- 

rat,^97~99°C; NMR(400MHz, CDCI3 )5ppm 0. 98(3H, t). 1. 78(2H, m), 2. 80(2H, t), 
3. 80(3H, s), 5. 78(2H, s), 6. 89-6. 91 (2H, d), 6. 98(1 H, s), 7. 27(1 H, t), 7. 40 
-7. 42(2H, d), 7. 64-7. 68(1H, m), 8. 1 2-8. 1 6(1 H, m) ; MS(EI)m/z 433(M+ ) ; 
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7G*#fiHIC23H20FN5 OS<Z>fj-JM(%) C. 63. 73; H, 4. 65 ;N, 16. 16, »]^fit(%). C 63 5 
8; H, 4. 71 ; N, 16. 02. 

[021 7] (M2) 5-(3-(2-(4-n-^ , Pt°;U-2-5 1 7y'U;U)X5 1 -;U)-2-^ J /U^-P7i-;U)- 
5- (3- (2- (4-n-^Pe;U-2-^7 7 V° , ;/U)X^- > /U) -2-:7;M-p:7x^;U) -2- (4-^h^v^ 

A£ 149~152^(Sfiffl^ji:^.PP7fx^UA-n-^^-t*->);'lRvmax cm-1 2224; NMR(400MH 
z, DMSO-d6 )8ppm0. 92(3H, t), 1.70(2H, m), 2. 75(2H, t). 7. 55(1 H, t). 7.59(1 
H, s), 7. 94-8. 01 (1H, m), 8. 14-8. 22(1H, m) ; MS(EI) m/z 31 3(M+ ) ; TCfUMfitC 
15H12FN5 S0)It3tfit(%) C, 57. 49; H, 3. 86; N, 22. 35, ;Iij^fii(%) C, 57 47 ■ H 3 98- 
N, 22. 11. 

[0218][^J£#ij45] 5-(3-(2-(4-v^P^;U-2-5 1 TV ,| J>'U)x^-;U)-2-^5 1 ;U7i->/U) 
-IH-xh^V'-JU: 

(XffT) 5-(3-^K-2-^;u^x-;ix)-2-(4-yh^v^>v;u)-2H-^h^v*-;u<7)^j5£ 

5- (3— r^K-2-^;U7i-;U) -1 H-5 1 K7 V /-JU^|IM1 <DXig3<h^*ilzMU 5- O-'T 

*K-2-y^;u:7i-;u)-2-(4-^v^>v^ 

NMR(400MHz, CDCI3 )5ppm 2. 76(3H, s), 3. 80(3H, s), 5. 75(2H, s), 6. 90(2H 
d), 7. 39(2H, d), 7.8K1H, dd), 7. 94(1H, dd). 

[021 9] (Xfl2) 5- (3-(2-(4-V^D^b-2-f7 , ; i j;i')If-;i')-2-/f;b7i-;W -2 
- (4->h+V^>v;U) -2H-Th^l/-;K7)^ 
5-(3-^-K-2-^U:7x^;u)-2-(4-yh^^^ 

-Z-IfZJbfTy-i^HIfjl 0)Xg4t|5l^|cML, 5- (3- (2- (4- v^7P^5 1 JU-2-5 1 T 
^U)xt-;lo-2-^U7x=;u)-2-(4->^v^^^^ 

i!l*J40~142 0 C(S|S H B B M:I-fJb-n-A^>); NMR(400MHz, CDCI3 )5ppm 1. 88- 
2. 11(2H, m), 2. 27-2. 42(4H, m), 2. 77(3H, s), 3.69(1H, m), 3. 81 (3H, s), 5. 7 
7(2H, s), 6. 91_(2H, d), 6. 97(1H, s), 7. 30(1H, t), 7. 41 (2H, d), 7. 67(1H, dd), 
7. 96(1H, dd); 7cS^*ffiC25H23N5 OSCDg+g:fi(%) C, 68. 00; H, 5. 25; N 15 86 
{!(%) C, 67. 83; H, 5. 26; N, 15. 94. 

[0220] (1*13) 5- (3- (2- (4- v^P^;U-2-5 1 7 7 y i J>'U)X^-;U) -2-^U^xz:;b) -1 H 
5- (3- (2- (4- v^P^VU-2-^Tyj;U)x^-;U) -2->^U^x- J /U) -2- (4-^h^v-O 

v;u) -2H-^h^y-;^llSte^ji (Dx@5<h!^^icML. Mti^#fc„ 

rafi^ 209-21 1°C(S#£JI^:X$y-;U-x-x,IU); NMR(400MHz, OMSO-d6 )5ppm 1. 84 
-2. 06(2H, m), 2. 19-2. 34(4H. m), 2. 64(3H, s), 3. 69(1 H, m). 7. 52(1 H, t) 
7. 56(1 H,s), 7. 79(1 H, d), 7. 85(1 H, d) ; MS(EI)m/z 321 (M+ ) ; 7cil##rfiiC17H15N5 
S(7)Itgfit(%) C, 63. 53;H, 4. 70; N, 21. 79, ;li|£fit(%) C, 63. 44; H, 4. 80" N 21 73 

[0221][^M46] 5-(3-(2-(4-v>7P^;u-2-^7'y , J;u)x^;i,)-2-h'j^;u^-p/^ 

Jl7x - )l) - 1 H -.-fh^/— ^ : 

(xgi) 5-(3-^K-2-HJ7;u*P;*5^^^ 

5-(3-^K-2-hU7;U^P^;U7x^U)-1H-Th^y-;^||J£^j1(DXg3t^^lCffiSL. 

5-^3^*K^ 

NMR(400MHz, CDCI3 )5ppm 3. 81 (3H, s), 5. 76(2H, s), 6. 91 (2H, d), 7. 22(1 H t) 
7. 36(2H, d), 7. 48(11-1, d), 8. 22(1 H, d). 

[0222] (XH2) 5- (3- (2- (4— •yOU^=f-)V-2-^T^))V)^-)b) -2-HJ7 )\,itn*=F)\,-7 
x^;U)-2-(4-^h4rV^>v;U)-2H-T-h7 x /- J /U(7)^jS 

5- (3- (2- (4-v^p^;u-2-^7y , j;u)x5 1 -;u) -2-hJ3>;M-p>^u:t i-ii.) -2- (4- 
>h*v^>v;u)-2H-xh77*-;u<!:4~v^ 

^l^fiJIU 5- (3- (2- (4-v>7P^;U-2-^Tl/'J;U)X^- )l) -2-F'J^U^-P>5 1 ;U7i- 

>oo-2-(4-*h*v^>v;u)-2H-x^V-;^^ 

NMR(400MHz, CDCI3 )8ppm 1. 90-2. 1 1 (2H, m), 2. 26-2. 43 (4H, m), 3. 63-3. 77 
(1H,m), 3. 81 (3H, s), 5. 78(2H, s), 6. 91 (2H, d), 7.02(1H, s), 7. 38(2H. d), 7 
57-7. 63(1H, m), 7. 88-7. 90(1 H. m). 
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[0223KXS3) 5-(3-(2-(4-v^P^U-2-^TyiJ;U)X^;U)-2-HJ7;U^P^;U7 
5-(3-(2-(4-v^P:^U-2-x^^ 

^H^v^>v;u)-2H-^h5v"-;u$IIWji.<DX|i5tp^ic®.aL, Sli^|/- t 

B*£ 209-21 1 tffi^M^PPMA-n-'N^) ; IRvmax cm-1 2224; NMR(400MH 
z, DMSO-d6)5ppm1. 89-2. 04(2H, m), 2. 21-2. 35(1 H, m), 3. 70(1 H m) 7 63 
SviJ'J 0 -' 7 ' 80(1H ' d >- 7 - 94(1. H. t), 8. 19(1H, d); MS(FAB)m/z376(M+ +1); tcHS 
^MC17H12F3N5 S-1/2H2O(0tt^l(%) C, 53. 12; H, 3. 41;' N. 18 22 ;Iij£fit(%) C 
53. 39; H, 3. 27; N. 18. 44. ' 

[0224][^M^J47] 5-(3-(2-(4-v^P^;U-2^^7V''J;U)X^-;U)-6-h'j7;U^P^ 
;U7x^U) - 1 H — r h^/-JU : 

(X|i1 ) 5- (3— f^K-e-HJ^M-py^u?!-^) -2- (4-^K^rV^>v;U) -2H-^h^V- 
5-p-^JK-6-h^^;u^p^;u7x-;u)-iH--T^v-;u$IIMi (7)x*i3<bi^iz$!iiiu 

14,^59— 61 °C; NMR(400MHz, CDCI3 )5ppm 3. 81 (3H, s), 5. 77(2H s) 6 91 (2H d) 
7. 38(2H, d). 7. 52(1H. d). 7. 94(1H, dd). 8. 22(1H d) ' ' ' 

[0225](XH2) 5-(3-(2-(4-v^P^U-2-^TV*'J;U)X^-7U)-6-h l J^U^P>^;^ 
i - )[,) - 2 - (4-^h^v^> v;U) - 2H-xf^/-;KD£j$ 
5-(3-(2-(4-v^P:?^U-2-^7yU;i/)X^-;^ 

^-ju<!:4-v£p:7*^-2-x5^^ 

(4-v>7P^;u-2-5 1 n/ , J;u)x^-;u) -6-hU>';u^p^;u7x-;u)-2-(4-^K^v^>v 

;U) -2H-xh^/-;U$;Stt^<tLT#/zo 

NMR (400MHz, CDCI3 )5ppm 1. 89-2. 17(2H, m), 2. 27-2. 41 (4H m) 3 70(1 H 
m), 3. 8K3H, s), 5. 78(2H, s), 6. 92(2H, d), 7.00OH, s), 7. 39(2H d) 7 78(1 
H, d), 7. 83(1H, d). 8. 08(1H, s). ' ' ' 

[0226](Xf§3) 5-(3-(2-(4-v^P^;U-2-^7yU;U)X^-VU)-6-hU^U^P^U7 
x- ;U) - 1 H-xh^Z-^KD^ 

5-(3-(2M4-v^P^U-2-^7V'U;U)X5 1 =;U)-6^^ 
•*M^>v;U)-2H-xh^V-;U£^ 

f&M. 209-21 fC(I^^|:^Pn^A-I$;-^-n-A+f»; IRvmax cm-1 2224- NM 
R(400MHz, DMSO-d6 )5ppm 1. 84-2. 06(2H, m) . 2. 1 9-2. 34(1 H m) 3 69(1H 
m), 7.6K1H, s), 8. 03-8. 13(1H, m). ' 8. 1 6(1 H, s) ; MS(FAB)m/z 376(M+ + 1 ) '•' 
7C*^*ffilC17H12F3 N5 SOftJHi (%.)£. 54. 40; H, 3. 22; N, 18. 66, ;IlJ^fit(%) C 54 2 
9; H, 3. 38; N, 18. 41. ' 

[0227][^M48] 5-(3-(2-(4-v^P^U-2-^7y'J;U)X^-;U)-5->h^V^U7hC- 

(xhd 5-(3-^K-5->h*v;^U7K-^^^ 

5- (3 — TTl — 5->h^v^/U7K-;U7x-;U)-2-(4->h^v^>v;U)-2H-xK7y— ;U£f# 

/Co 

i!l5^ 97°C; IRvmax cm-1 1728; NMR(400MHz, CDCI3 )5ppm 3. 80(3H s) 3 95(3H 
s), 5. 75(2H, s), 6. 9K2H, d). 7. 39(2H. d), 8. 44(1H, s). 8. 66(1H d) 8 74(1 
H, s); MS(EI)m/z450(M+); 7C^^ffi|C17H15IN403 0ftgfi&(%) C, 46 35- H 3 36- 
N, 12. 44, ;lij^tt(%) C, 46. 08; H, 3. 65; N 12 50 ' ' " 

[0228] (X^2) 5-(3-(2-(4-v^p^u-2-^>u;u)x^^ 
x-/U)-2-(4->K+v^>vJ;U)-2H-^h^/- < /U(D^l3e 

ju-2-^7v u;u)x^-;u) -5-yh^v*;u^-;u7x^;u) -2- (4-pth^v^>v;u) — 2h — ■xf- 

NMR(400MHz, CDCI3 )5ppm 1. 93-2. 40(6H„m). 3. 71(1H, m), 3. 81 (3H, s), 3. 97 
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54(1 H ) 't) 5 '8 5 79(1H S) d) 6 ' ' ^ ' 6/99(1H ' s) ' T 41 (2H ' d) ' 8. 32(1H, d). 8. 

[0229](X?I3) 5-(3-(2-(4-v^P^U-2-^7yU;U)XT-^)-5->h^V^;U7tf-;u 7 

5-(3-5 2 :~( 4 -^ n ^ 

SUlfi 189-1 91 °C(^ISaa^:^b>^b»; IRvmax cm-1 2224, 1720; NMR(400MHz DMS 
0-d6 )5ppm 1. 80-2. 32(6H, m), 3. 69(1H. m), 3. 98(3H, s), 7. 60(1H s) ' 8 32 

nhnk+M^-jS-JZ- 68(1H ' S): MS ( FAB )^^366(M + +1) ; S*#*rffiC18H15N5 
02 S(D*mm%) C, 59. 16; H, 4. 14; N, 19. 17, »£«(%) C, 58. 79; H, 4. 14- N 18 
76. ' 

[0230KHM49] 5-(3-(2-(4-v^P^;U-2-^V*U^)X^;U)-6-^K^v7i-;U) 

17- ( 7 ^ jf t-T 6 ~ >h ^ v:7l - ;U) - 1 H -^^-^H^J 1 tf)X*§3<h|Hl*$|Z*&3lU 5 - (3 -1- 
^h-6-^v^x^;U) -2- (4-y^V^>v;U) -2H-xh^V-;U^#f-- 0 
St* ^33~^35Xm&M l mM : :<7^Q+s)\,L i -n-^l^^t>); NMR(400MHz, CDCI3 )5ppm 3 80 
(3H. s), 5. 76(2H, s). 6. 80(1H, d), 6. 89-6. 91 (2H, m), 7. 37-7 39.(1 H m) ' 7 
70(1 H, dd), 8. 20C1H, d) ; MS(EI)m/z422(M+ ) ; ^^fSC16H15IN4 02(7)ltkM(%)' 
C. 45. 52; H, 3. 58;N, 13. 27, ;lij£{i(%) C, 45. 49; H, 3 68- N 13 29 

-(4-y^v^>v;u>-2H-^h^/-;KD^j5g r ^< x ^ 

5-(3--f*K-6-yM^V?i-;U)-2-(^^ 
^-2-x^-;U^7y-JU£ilMl0^ 

J^ 10151 -^ -6->K+v^i-;u) - 2 - (4-yh+vK>^;u)-2H-x^V-;U^#/"o 
M98-101°C; NMR(400MHz, CDCI3 )8ppm 1. 93-2. 40(6H, m) 3 71 (1H mj~ 3 6 
4-3. 73(1 H, m), 3. 80(3H, s), .3. 96(3H, s), 5. 77(2H, s), 6. 89-6 92(2H m) ' ■ 

f C n 3( ) H ', R S iv J- ? 3 -^^ 7 - 38 ~ 7 " 42(2H - m >' 7 - 6fi(1'H. dd), 8. 17(1H, d) ; MS 
(EI)m/z457(M+); 7C^^#ffi|C25H23N5 02 S(DtiMiHL(%) C, 65 63 ■ H 5 07 ■ N 1 5 3 
1. S'JSM(%) C, 65. 40; H, 5. 03; N, 15. 45 " ' ' ' ' ' 

[0232KXH3) 5- (3- (2- (4- ^UZf=f-)\,-2-=f-TW)i,) I^U) - 6 -^h^v^x_;U) - 1 
H —-rb-pv — Jl>(D-a J$. 

«219-221°C(S^ H B a ^I:^PP^UA-n-^^>);IRvmaxcm-1 2216; NMR(400MHz 
DMSO-d6 )5ppm1. 86-2. 34(6H, m), 3. 63-3. 71 (1H, m) 4 04(3H s) 7 39(1 
H, d), 7. 5K1H, s), 7. 88(11-1. dd), 8. 29(1 H. d) ; MS(EI)m/z 337(M+ ) ■' tc^&M 
C17H15N5 OS <D §+«(%) C, 60. 52; H, 4. 48; N, 20. 76, ;l"j£fl(%) C, 60. 50; H. 4. 60; 

NJ, 20. 93. 

[O233][^j£0l]5O] 5-(3-(2-(4--.v?P^U-2-^7'^ 
)^) — ^H—rY-p x J—)V: 

CLUD 5-(3-^K-2-^;U^:7i^U)-2-(4-*h^^^ 

m 

5 o2l~^ F ^ 2 ~^ ; - 1 H^xh7y-;u$HMi0x||3<i:|Hl#icML;5-(3 

"/^ h ■ _2 -^ W^;u) -2- (4->h+v^>v;u) -2H-^V-)i,&m&m®WT 

NMR(400MHz, CDCI3 )8ppm 2. 30(3H s), 3. 80(3H, s), 5. 77(2H s) 6 88-6 92 
(2H, m), 7. 07(1H, t), 7. 38-7: 41(2H, m),. 7. 61 (1H, dd), 8. 06(1 H dd) 
[0234] (182) 5- (3- (2- (4- V*P^l^2-^./'j,U)X^- Jl) -2-^x=JH 
-2- (4->MPv^>v;u) -2H-- rh^y-^KT)^ 
£-(3-^t-K-2-^)u^7x:z.;u)-2-(4-^^ 

^ T 2-X^-;U^7'y-;i / ^^j 1(7)x g 4< t : ^ (; -^ SL ,5-(3-(2-(4-v2P?5S/U-2- 
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NMR(400MHz, CDCI3 )5ppm 1. 89-2. 40(6H, m), 2. 44(3H, s), 3. 67-3 75(1 H, 
m), 3. 80(3H, s), 5. 79(2H, s), 6. 89-6. 91 (2H, m), 6. 99(1 H, s) , 7. 36(1 H,' d), 
7. 40-7. 42(2H, m), 7. 69(1 H, dd), 7. 73(1 H, dd). 

[0235] (x?i3) 5-(3-(2-(4-v^p^'5 1 ;u-2-^tv*u;u)x^- j /u)-2-^;ut^i-;i,) 

5-(3-(2-(4^v^P^^-2-^7^U;U)X5 1 -;U)-2->5 1 ;U^3'x- i ;u)-2-(4->h^rV 
^>v;U) -2H-fh7 , /-/^IM]1 (DXH5<hlBl^lcMSL^Iiti$t#fco 

Afej^ l51~154 0 C(S$gBl^^:^PP^;UA-n-^-it»;IRvmax cm-1 2212; NMR(400MHz, 
DMSO-d6 )8ppm1. 86-2. 32(6H, m), 2. 39(3H, s), 3. 65-3. 73(1 H, m), 7. 59(1 
H, ,s), 7. 62(1 H, t), 7. 72(1H, d), 7. 95(1 H,. d) ; MS(EI)m/z 353(M+ ) ; TC^tffilC 
17H15N5 S2 CDltS:fi(%) C, 57. 77; H. 4. 28; N, 19. 81, ;li]£fif(%) C, 57. 64; H, 4. 38; 
N, 1 9. 60. 

[0236][*ffi^j51] 5-(3-(2-(4-v^P^5 1 ;U-2-TTV*U;U)X5 1 -;U)-5-^P^xri;u) 
-IH-xH^V*— )V\ 

(XH1 ) 5- (3-^K-5-^P^x-;U) -2- (4->h^X>v;U) -2H-^h7V*-;K7)^i5g 

5-(3-^7)-K-5-^P^7x-;U)-1H-Th^y-;U$||ffi^j1(7)Xfi3<t|5]^I^SLs5-(3-'l' 

^K-5-^P^x^U)-2-(4->h^V^>v;U)-2H-xh^/-;U$#yco 

154~155°C(S$S^^^:^PP4v;UA-n-^4r-^» ; NMR(400MHz, CDCI3 )6ppm 3. 80 
(3H, s), 5. 72(2H, s), 6. 90(2H, d), 7. 37(2H, d), 7. 92(1 H, t), 8. 24(1 H, t), 8.4 
0(1 H, t); MS(FAB)m/z473(M+ +1); 7£^^ffi|C15H12BrIN4 0(Df+fffil(%) C, 38. 24; 
H, 2. 57; N, 11. 90, ;IJ^fit(%) C, 38. 25; H, 2. 54; N, 12. 10. 

[0237] (Xg2) 5-(3-(2-(4-v^P^;U-2-9 1 7V fi ;;U)X5 1 -;U)-5--^P^x- > )U)-2 

-(4->h^v^>v;u)-2H-5 1 K^V f -;KD^it 

5- (3-l'7|-K-5-^P ; E^i-;U) -2- (4-^h^V^OvJU) -2H-^h^/— JU<t4- v^P^JU 
y^U)XT-;U)-5-:7P^:7i-;u)-2-(4-*^ 

i!fe,& 127~129°C(Si^a H Hii^:^PP7tx;UA-n-^-y->) ; NMR(400MHz, CDCI3 )8ppm 1 . 95 
-2. 09(2H, m), 2. 29-2. 40(4H, m), 3. 68-3. 72(1 H, m) , 3. 80(3H, s), 5.73(2 
H, s), 6. 91 (2H, d), 6. 99(1H, s), 7. 40(1H. d), 7. 78(1H, t), 8. 29-8. 39(1 H, 
m); MS(FAB)m/z508[(M+ +2) + 1 )], 506[(M+ ) + 1 )] ; ^##ffi|C24H20BrN5 OS- 1 /4 
H2 O(Dtfi[fit( 0 /o ) C 56. 42; H, 4. 04; N. 13. 71. ;IJ^fit(%) C, 56. 49; H 4 07- N 13 
69. 

[0238] (X*|3) 5- (3- (2- (4- v^P^JU-2-^7V'J;U)X5 1 - )l) -^-ZfU=EZ>n-)l) -1 H 
-T-h^S—JWgril 

5-(3-(2-(4-v^P^;U-2-^7yU;U)X5 1 -;U)-5-^P^7x^;U)-2-(4-yh^v^> 

vji) -2H-xH^y-;u$njfe0iji (Dxmmmi^mu tiMifco 

104-1 05°C(decomp. ) (S^ji^i^PP^UA-X^/— )l-r\-^*fy) ; IRvmax cm-1 
2210; NMR(400MHz, DMSO-d6 )8ppm 2. 06(2H, m), 2. 19-2. 32(4H, m). 3. 73(1 
H, m), 7. 59(1H, s), 8. 14(1H, s), 8. 28(1H, s), 8. 30(1 H, s) ; MS (FAB)m/z 388 
[(M+ + 2) + 1)], 386 [(M+ ) + 1)]; 7C*MfitC16H12BrN5 S-1/4H2 O(0l+fffi|(%)C, 49. 1 
8; H, 3. 22; N, 17. 92, ;fl"J£fit(%) C, 49. 20; H, 3. 12; N, 17. 88. 

[0239] [HMIJ52] 5- (3, 5-t*X(2- (4—>^P^U-2-^7l/ , J;U)X5 1 -;U)7x3. i /U) -1 H 

(xHi) 5-(3, 5-v^K^x^;u)-2-(4-yh^v^>vJU)-2H-xh^/-;ua)^j$ 

5- (3-^P^-5-^K^x-;U) -2- (4-/h^vK>^;u) -2H-Th^y-;U$||i!i#lJ1 6<7)X?| 
2tf5imzmWU 5- (3, 5-v^K^x^;U) -2- (4-^^v^vJU) ^H-T^y-^ff::. 
it^ 177~178°C(S$£ll^:£PP*;UA-n-^tl->); NMR(400MHz, CDCI3 )5ppm 3. 80 
(3H, s), 5. 72(2H, s), 6. 91 (2H, d), 7. 37(2H, d), 8. 11 —8. 1 2(1 H, m), 8. 43(2H, 
d). . 
[0240] (Ig'2) 5- (3, 5-l=X(2- (4-y^7P^f Jb-2-f7 1 7 l JJb)lf-^)7i-;b) -2- (4 
->h^V^>v;U) -2H-xh7V*-;U(D^^ 

5- (3, 5-v^K^x^;u)-2-(4-yh^v^>v;u)-2H-xh^V"-;u<!:4-v^P^jU-2-x 
fz^f7 l /-J^SI«1 (DT.n4tmmzmWL. 5-0, 5-t*X(2-(4-v^P^;U-2-5 1 7 7 V* 
iJ^)lf-^)7i-Jb)- 2-(4->h^V'<>v;U)-2H-^^ v 7-;U$m^feT z E^7'TXi:Lr^ 
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NMR(400MHz, CDCI3 )8ppm 1. 90-2. 11 (4H, m), 2. 28-2. 42(8H, m), 3. 66-3. 75 
;(1H, m), 3. 80(3H, s), 5. 74(2H, s), .6. 92(2H, d), 6. 98(2H, s), 7. 41 (2H, d) 7 
82(1 H, s), 8. 37 (2H, d). 

[024l](Xfl3).5-(3, 5-ex(2-(4-v^P^;U-2^^7V ,, J>IU)X5 l -^)^x^;U)-1H-^ 
5- (3, 5-eX(2-(4-v^P^;U-2-T7'V"U;U)X^-;u)7'x-;U)-2-(4-^h+V^V^ 

. 212~214°C(decomp. ) (H$£jP H ;§&g: ^PP*JUiv-X£y-;U^ n -'N^+|->) ; IRvmax cm-1 
2216; NMR(400MHz, DMSO-d6 )8ppm 1. 85-2. 06 (4H, m), 2. 1 9-2. 34(8H, m), 
3. 65-3. 73(2H, m), 7, 59(1H, s). 8. 16(1H. s), 8. 36(2H, d) ; MSCFABWz 469 
(M+ + 1 ) ; TzMfttit fiC25H20N6 S2 -3/4H2 C)(DttW-W.(%) C, 62. 28; H, 4 49- N 17 43 
9J^flt(%) C, 62. 46; H, 4. 38; N, 17. 49.. ' ' . 

[0242][Hj£#j53] 5-(5-(2-(4-v^P^>/U-2-5 l 7yU^)X^-;U)-3-(1H-7 L h7V- 

;u-5--r;u)7x^;u) -1 h-xH7 x /— /U: 

(x|gi) 5-(5-^K-3-(-2-(4-yh+v^^ 

2- (4->h^>^>v;U) -2H-xh7y-;U(D^j5g 

5- (5—f?|-K-3- (-2-(4-^h+v^<>vJu) -2H— rh^/-;u-5--r;u)^x-;u) -1 H-Th 

7v*-/u^iHjiMi a)jim3tmmz^mL. 5-<5 — r^-K-3-(-2-(4-^h4-v^>v;u)-2H- 

fh^y-;u-5->OU)7x-;u)-2-(4->h^v^^^ 

183~186°C(S$g B B H ji^:^PP7ts;UA-n-^^»; NMR(400MHz, CDCI3 )8ppm 3. 80 
(6H, s), 5. 74(4H, s), 6. 91 (4H, d), 7. 39(4H, d), 8. 56(2H, d), 8. 82-8. 83(1 H 
m). . 

[0243](Xff2) 5-(5-(2-(4-v^P^;U^2-^7V*U;U)X^-;U)-3-(1H-xf7y-;U 
-S-'f^T'x-^J-IH-^h^V'-^KD^ ' 
5-(5-^K-3-(-2-(4->h*v^>v/U)-^ 

>MpvK>^u)-2H-7-H^y-ju<!:4-v^^ 

St* >300°C(^ H ^^^:^PP^;UA-X^y— jt/-n-^-tt>);IR V max cm-1 2220; NMR(40 
0MHz, DMSO-d6 )5ppm 1. 88-2. 04(2H, m) , 2. 23-2. 35(4H, m), 3. 66-3. 74(1H 
m), 7. 61 (1H. s), 8. 46(2H, d) , 8. 86-8. 87 (1 H, m) ; 7C*^TfilC17H13N9 S- 1 /2H2 
O0f+S:ffl( o /o) C, 53. 12; H, 3. 67; N, 32. 79, ;l l J^jjt(%) C, 53. 25; H, 4. 05; N, 33 06 
[0244][^J£$]54] 5-(3-(2-(4-v^P^;U-2-^Ti/'J;U)X5 1 -;U)-2-^h+v7x-;U) 
-1H-T-h^/— Jl>: 

(XM1 ) 5— (3 — -<^-K— 2 — ^h^rV^x— ;U) — 2— (4 — /h^i/Kl>*J)Uy—2H—^hv*/—)[s0£f& 

5- (3-^K-2->h^v7x-;u) -1 H^h^j-jizmmmi onmstmrnizmmL, 5- o— r ' 

*r-2-^v7x^;U)-2-(4-yh*v^^ •- 
ii* 65-69 0 C(S^^;"§i|:^PP7n/Uix-n-^4r-y->); NMR(400MHz, CDCI3 )5ppm 3. 78(3 
H, s) , 3- 80(3H, s)". 5. 77(2H, s), 6. 88-6. 91 (2H, m) , 6. 97 (1R t) , 7. 39-7. 41 
(2H, m), 7,90(1H. dd), 8. 02(11-1, dd) ; MS(Eljm/z422(M+ ) ; 7U*MfilC16H15IN4 O 
2 <Dftg:fii(%) C 45. 52; H. 3. 58; N, 13. 27, $i]£fif (%) C, 45. 69;H, 3. 75" N 13 48 
[0245] (X^2) 5- (3- (2- (4- v^P^;U-2-^7V"U;U)X^- ;U) -2->h^v7x=.;U) - 1 

5-(3-^tK-2->h^v7i-^)-2-(4->h^v^>vM-2H-fh7V-;^4-y^ 

;u-2-x^-;u^Ty-ju^^ji ©ig4^0ii;«L^I^, -tL$H^ji<7)xg5t^ 

Mj£ 153~155°C(S^^;tjlI:^DP7^;UA-n-^-y-» ; IRvmax cm-1 2216; NMR(400MH ' 
z, DMSO-d6 )5ppm1. 85-2. 34(6H, m), 3. 65-3. 73(1H, m), 4. 01 (3H, s), 7. 42(1 
H, t), 7.59(1H,s), 7.88(1H, dd), 8. 12(1H, dd) ; MS(EI) m/z 337 (M+ ) ; ■ 5c*#*Hl ' 
C17H15N5 OS(7)|t^fit(%)C, 60. 52; H, 4. 48; N, 20. 76, ;fj^fjl(%) C 60 34 ; H 4 53- 
N, 20. 60. . 

[0246] [»J55] If;i4- (2- (4- v^P^;U-2-^TV*'J;U)X^- ;U-2- (1 H-Th^V* 
— ;U-5 — r;U)7x/^rv7-bT— h: 

(igt) x^;u 4-(2-^K-2-(i-(4-yhJFv^>v;u)-iH-Th^y-;u-5->i';u)7xy^ 
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vT-feT- h RU If^U 4- (2 — 1W-2- (2- (4-;<MrV-5-<l';U) -2H-T-h7V*-^-5-^ 
4M2W*K-2-(1H-Th^y*-;b-5-^U)7xy-*v7^T^ 

L. 4-(2-^K-2-(1 -(4-yK^v^>v;U)-1H-^K5V"— ;U-5-^jU)^xy^vT*T— h 
&tf X^/U 4-(2-^K-2-(2-(4-/h+V-5 — OU) -2H-xh^l/-^-5--OU):7x/^v 

7-tZT— h$|^1 : 1 (Dm^tLxmtz„ 

NMR(400MHz, CDCI3 )5ppm T. 26 and 1. 29 (3H, each t), 3. 76 and 3. 79 (3H, eachs), 
4. 23 and 4. 25(2H. each q), 4. 59and 4. 70(2H, s), 5. 58 and 5. 75(2H, each s), 6. 
63 and 6. 72(1 H, each d), 6. 74—6. 76 and 6. 88 — 6 90(2H, each m), 6. 98—7. 00 a 
nd 7. 38-7. 41 '2H, each m), 7. 52(1 /2H, d), 7. 67 and 7. 76(1 H, eachdd), 8.27 
(1/2H, d). 

[0247] (Xfl2) X^U 4-(2-(4-v-7P^>;U— 2-^7V*'J;U)X^- ;U-2- (1 H-^h^V*-^ 
- 5 - -OU) 7x/ ^- vT-tl^— M7)£ JS 

ie^/u 4- (2 — f^K-2-(i -(4-/K^v^>v;u)-lH-^h^v"— ;u-5-^;u)^x/^v7'-bT 
-h<tx^;u 4- (2-^7f-K-2- (2- (4-^+v^>v;w ^H-^h^v'-ju-s-^u^x/^v 

7-try— hOlnfed : 1 ) ^4- v^P^;U-2-X^~ yu^y-j^H^ji (DX^^fidMif 

gfcj£ 176~178°C(S^^;'§^:'i7PP7tN;UA--n-'NJr+f->) ; IRvmax cm-1 2216, 1730; NMR(4 
00MHz, DMSO-d6)8ppm 1. 26(3H, t) , 1 . 84-2. 33 (6H, m), 3. 63-3. 71 (1H rri) 
4. 17C2H, q). 5. 13(2H, sh 7. 34(1H, d), 7. 52(1H, s), 7. 83(1H, d), 8. 31(1H, 
s);MS(EI)m/z409(M+); 7C^»ffi L filC20H19N5 03 SCDltg:<i(%) C, 58. 67 H 4 68" N 
17. 10. ;1IJS{I(%) C, 58. 67; H, 4. 68; N, 17. 16. 

[0248][»j56] 4-(2-(4-v^P^;b-2-5 l 7'V*U;U)i^-;U-2-(1H-^h5V"-;U-5 
-<JH7i/^vS8:If^ 4-(2-(4-v^P^;U-2-5 l TV*U;U)X5 l ->;U-2-(1H-xh5 v / 
-;U-5 — r>'U)3'xy+v7'-tn— h350mg|ZTHF5mlS.lS*0. 25N?K»^HJ0 A7k;^;l£l Oml£in 
XvM;aT?1 B#r B 1}I^Lf-o SfS;S$7Kl 00mllZ;it s 1 N±£|g1 0ml£AD;t7c o ffitiiLfdSJI^s 515, 7* 

251 ~255°C; IRvmax cm-1-2216, 1720; NMR(400MHz, DMSO-d6 )5ppm 1 . 86-2 
34(6H, m), 3. 63-3. 71 (1H, m). 5. 06(2H, s), 7. 34(1 H, d), 7. 52(1H, s), 7. 85 
(1H, dd),. 8. 34(1H, d); MS (EI)m/z 381 (M+ ) ; 7C^MC18H15N5 03 SCDltMC/o) 
C, 56. 68; H, 3. 96;N, 18. 36, ;Ii]£{l(%) C, 56. 54; H, 4. 10; N, 18. 14 
[0249]{^M$J57] 5-(3-(2-(4-v^P^;U-2-5 1 7yU;U)X^-;U)-2-tKP^rV7x- 

(X|i1 ) 5- (2-tKP4rV-3-^K7x-;L,) -2- (4-^h^>^>v;U) -2H-^^J-)\,(D£ 

f& . ■ ■ 

5-(2-tKP4-V-3-^K7x-;U)-1H-^h7V->IU$, 2«(7)4->h^vK>v? > fU >7PUK& 
^^U^^ffltVllMlWX^SilHl^lcML, 5-(2-tKP^V-3 — T^-K7x^;u)-2- 

NMR(400MHz, CDCI3 )5ppm 3. 78(3H, s), 3. 82(3H, s), 4. 89(2H, s), 5. 73(2H, 
s), 6. 84-6. 88(4H, m), 6. 99(1H, t), 7. 32-7. 34(2H, m), 7. 37-7. 40(2H m) 
7. 94(1H, dd), 8. 04(1H, dd). 

[0250] (Xjg2) 5-(3-(2-(4-v^P^;U-2-^7'V , j;U)X5 1 =,^)-2-tKP^v7x- > ;U) 
- 1 H-xh^V"— JKD£j$ 

5- (2-tKP^rV-3-^K7x-;U) -2- (4->h^rV^>V>IU) -2H— rh7V-;U<!:4- V^7P^ 
;U-2-x^;u^yV*-;u^^ji (7)XH4<t|H]^|z^aL. Slt^t, (DXllS^li 

flfcj£ 195~199°C(decomp. ) 'CSaSBSIJ£:£nQ /t^U A) ; IRvmax cm-1 3116, 2980, 2948, 221 
6, 1616, 1588, 1554, 1512; N MR (400 MHz, DMSO-d6 )5ppm1 . 84-2. 34(6H, m) 3 
63-3. 72(1H, 7. 16(1H, t), 7. 52(1H, s) , 7. 75(1 H, dd), 8. 04(1 H, dd); MS(E 
I)m/z323(M+); 7C^#fiIC16H13N5 OS0)ftl:fii (%) C, 58. 61 ; H, 4 15- N 21 36 ;$J 
£fit(%) C, 58. 69; H, 4. 13;N, 21. 04. 

[025l][^i£#j58] 5-(3-(2-(4-v^7P^U-2-^7V"'J;U)X5 1 -;U)-2-'l'y^P7K^v3' 
- 1 H Jl> : 

(x?Mi ) 5- (3-^K-2--<v^P7K^v7x-;u) - 1 - ^-^mpv^Ovju) - 1 H-^h^v*— ;u 
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5-(3-^K-2-^V^P7K4-v7x^)-1H-^^V*-JU$||Ml0Xm3<t^#|Z^IIL.5- 
. (3— <*K-2--rv^P/t^rv?i-;u) -1 - (4->h^v^>v>iU) -1 H-xh7V-;u$;fttt!fel<i:Lr 

NMR(400MHz/CDCI3 )5ppm 1. 05(6H, d), 3. 71 (3H, s), 4. 05-4. 06(1 H, m), 5.51 
(2H, s), 6. 68-6. 71 (2H, m), 6. 89-6. 92(2H, m) , 6. 9T(1H, t), 7. 29(11-1, dd), 
7. 99(1 H, dd). 

[0252] (XH2) 5- (3- (2- (4- v^P:^U-2-T77'J;U)X^-;U) -2-^7:?P7t^v7x^ 

;u) - 1 h -xh^7-;K7)^jt 

5-(3-'<^-K-2->ry^P7K^v7x- J lU)-1 -( 4 ->^>/<>^; L/ )_ 1 H-xh7l/->'U < t4-v^ 
P^;U-2-X^-^7V-^||ffi^J1(7)X^4 < t!Hl^(C^IiL, ?l#ic^. Ctl^|IM#Jl(7)I|i5 

193-1 96°C(decomp. ) (WSHitJI: ^PP/tN/UA-n-^-^V) .; IRvmax cm-1 3096, 297 

6, 2216, 1 600; NMR (400MHz, CDCI3 )Sppm 1 . 33 (6H, d), 1, 92-2. 45(6H, m), 3. 72 
-3. 80(1H, m), 5. 10-5. 18(1 H. m), 7. 04(1H, s), 7. 28(1H, t), 7, 66(1H, d), 8. 
37(1 H, d), 13. 30(1 H, brs); MS (EI)m/z 365 (M+ ) ; ^fft##HIC19H19N5 OSmiW-iM 
(%) C; 62. 44; H, 5. 24; N, 1 9. 1 6, ;Ii|£fit(%) C, 62. 45; H, 5. 27; N, 19. 29. 
[0253][HJS#J59] 5-(3-(2-(4-v^P^;U-2-TTV" l J J /U)X^-;U)-6-^U37x-;U) 
-1H-xh^7-;U 

(Xfi1 ) 5- (3— r^-K-6-^;U7x-;U) -2- (4->h+V'<>;ib) -2H-xh7y-;KD^jS 

5-(3-^K-6-;*^;u-7x-;u)-ih-^ 

^-K-6-^U^x-;U) -2- (4-^h^Fv-OvJU) -2H-^h77-;U£f#7=o 

BtjS 67-69°C(H$g^^ii:X^/— JU-7K) ; NMR(400MHz, CDCI3 )8ppm 1 . 33(6H, d), 2. 

56(3H, s), 3. 81 (3H, s), 5. 75(2H, s). 6. 21 (2H, d), 1. 04(1H. d). 7. 39(2H, d), 

7. 65(1H, dd), 8. 33(1H, d). 

[0254] (XH2) 5- (3- (2- (4-v^^ik2-f7!/ l J)Wf-JW -G- *=F)\,Z>jl- )l) -2 
-(4-/h^V^>v/U)-2H-7 L K5V"-;U(7)^/5)c 

5- (3-^K-6-y^;U7xn;u) - 2 - (4->h+v^>v;W - 2H -^h77-;u<i:4 - v^P^;u 
-2-x^-;u^77—;u^llJSMl (DXH4<t|5]^lz5{lSU 5- (3- (2- (4- v^p^;u-2-5 1 7 
7U;u)x^-;u)-6-y^u:7x-;i,)-2-(4-yh^i^ 

NMR(400MHz, CDCI3 )5ppm 1, 90-2. 00(1 H, m), 2. 00-2. 10(1 H, m), 2. 30-2. 50 
(4H, m), 2. 65(3H, s). 3. 60-3, 80(1 H, m), 3. 81 (3H, s), 5. 76(2H, s), 6. 92(1 
H, s). 6. 93(2H, d), 7. 31 (1H, d), 7. 42(2H, dd). 7. 55(1 H, dd), 8. 25(1H, d). 
[0255] (X^3) 5- (3 - (2- (4- v^P^;U-2--^7y'J;U) X^~ JU) -6-^VU7xx;U) - 1 H 

5-(3-(2-(4-v^P^5 1 ;U-2-5 1 77U;U)X^-;U)-6-^;U^x-;U)-2-(4->h^vK> 
VJU) -2H-xh77-^$ll»Jl 0Xg5<t^|z5QSL, *f|^|^#fr 0 

131~132°C(decomp. ) (S|£b^^:^PP^UA) ; IRvmax cm-1 1 662, 1 586, 1 390, 128 
6, 994; NMR(400MHz, DMSO-d6 )5ppm 1. 80-2. 00(1 H, m), 2. 00-2; 10(1H, m), 
2. 20-2. 40(4H, m), 2. 56(3H, s). 3. 60-3. 70(1 H, m), 7. 54(1H. s), 7. 56(1H,' 
d), 7.76(11-1, dd), 8. 02(1H, br), 8.12(1H, s) ; MS(FAB)m/z 322(M+ +1 ) ; 5c|t##r 
fit C17H15N5 S-H2 0.<Dth^fi|(%) C, 52. 38; H, 3. 97; N. 15. 42, ;fli]£fit(%) C, 52. 42; 
H, 4. 04; N, 15. 51. 

[O256][HJfc0)|6O] 5- (2- (2- (4- isOU-J^fr-Z-TT^ 1 ) l\s)T.=F±)\,)Z>x.-.)l>) - 1 H— rh^ 
7*-;U: 

(X|f1 ) 5- (2-^K^x-/U) -2- (4-^h^V^>v;U) -2H-7 1 h^7-;U(D^j5e 

5- (2— Y^K^x-jb) -1 H-f^Z-J^Ml <DX?l3^|wl^tBiiL, 5- (2-^K^x~;U) 

-2-(4->h^vH>v;u)-2H-f h7V-;u^;S^iLTt#fc 0 

NMR(400MHz, CDCI3 )5ppm 3. 80(3H, s), 5. 77(2H, s), 6. 88-6. 92(2H, d), 7, 11 
-7. 15(1H, m), 7. 40-7. 45(3H, m), 7. 71 -7. 73(1 H, m), 8. 00-8. 02(1 H, m). 
[0257](X^2) 5-(2-(2-(4-v^P^U-2-^7'7'J^)X^-;U)7x-;U)-2-(4-yh^ 

v^>v;u)-2H-^h77-;u<7>£j£ 

5-(2-^K3'x-;u)-2-(4-^h^V^>v;U)-2H-^h5V"-;U<h4-v^P^;U-2-X^- 
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=;u)?x-;i,)-2-(4-yH*v^>v;u)-2H--^h^ 

NMR(400MHz, CDCI3 )5ppm 1. 91 -2. 08(2H, m), 2. 30-2. 39(4H, m), 3. 68-3. 73 
(1H,m), 3. 77(3H, s) , 5. 79(2H, s), 6. 81 -6. 84(2H, m), 6. 96(1H. s), 7. 41-7 
43C2H, m), 7.43-7. 52(2H, m), 7. 72-7. 75(1H, m), 8. 13—8. 15(1H, m). 
[0258] -(IS'3) 5-(2-(2-(4^v^P^^U-2-5 1 7yU;U)X^- 1 /U)^i-;U)-lH-7 L h7y- 

5- (2- (2- (4- v^P^>;U-2-^7V*'J;U)X5 1 ->/U)^xn;U) -2- (4->H4v^>v;W -2H 

146-1 47°C(decpmp. ) (^a1i^:^PP/1v;UA-n-^^>) ; IRvmax cm-1 2216; NM 
R(400MHz, DMSO-d6 )6ppm 1. 82-2. 04(2H, m), 2. 18-2. 46(4H, m), 3. 61-3. 7 
0(1H, m), 7_53(1.H, s), 7. 67-7. 73(2H, m), 7. 88-7! 91 (2H, m)'; MS(FAB)m/z3 
Q8(M+ +1); 7U^*rfilC16H13N5 StDffl:ii(%) C, 62. 51 ; H, 4. 26; N. 22. 79, ;II£fit(%) 
C, 62. 09; H, 4. 28; N, 22. 56. 

[O259][HJ£0IJ61 ] 5- (4-(2-(4-v^P^U-2-^Tl/ l J;U)X5 1 -;U)^x-;U) - 1 H--ff^ 
7->IU: 

(XS1 ) 5- (4-^K7i-;U) -2- (4->h4-V'<>v;U) -2H-^h^/-;UD£fife 
-2- (4->h^v^>v;i,) -2H-^h7V^;U$;W^<!:LTf#7i 0 

r4,& 122~123 0 C(S^^^j^:^PP7ts;UA-n-^N^r-y-» ; NMR(400MHz, CDCI3 )5ppm 3. 79 
(3H, s), 5. 72(2H, s), 6. 88-6. 91 (2H, d), 7. 36-7. 39(3H, m), 7. 79-7. 86(4H, 
m); MS(FAB)m/z 393(M+ +1) ; 5c*^filC15H13IN4 S©Htl:li(%)C, 45. 93 - H 3 34- 
N, 14. 29, C, 46. 13; H, 3. 35; N, 14. 47. 

[0260] (Xfl2) 5- (4-(2-(4-v>7P^U-2-^TV ,| J J IU)X^-;U)3'x3 J IU) -2- (4-^h* 

v'OvvlO -2H-th^V-;kd^^ 
5-(4-^*K7i-;u)-2-(4-yb^v^vM 

j^7^—)^mMm-i (DJLm^tmmzmmL. 5- (4- (2- (4- v^p^/b-2-^rvu 

f^)7x=;u)-2-(4-*h*v^>v;u)-2H-^f^ 

MO-^rcCS^^^^PP/fN^A-n-^+l-^); NMR(400MHz, CDCI3 )5ppm 1. 91 
-2. 08(2H, m), 2. 29-2. 39(4H, m), 3. 65-3. 74(1 H, m), 3. 97(3H, s), 5. 73(2 
H, s), 6. 90(2H, d), 6. 96(1H, s), 7. 38(2H, d), 7. 67(2H, d). 8.14(21-1, m) ■ MS 
(FAB)m/z428(M+ +1); 7cmMfi|C24H2lN5 OS(7)Ita[fi|(%) C, 67. 43; H 4 95- N 1 
6. 38, ;Iij^fi(%) C. 67. 15; H, 4. 99; N, 16. 12. 

[0261 ](Xfl3) 5- (4- (4- (4- v>7P^;b-2-^7y i J;U)X^- > IU)3'x-;U) -1 H-T-h^/- 
5- (4- (2- (4- v^P^;u-2-^7V f 'J^)x^-;u)7x-;u) -2- U^h+V^vJU) -2H 

166— 167°G(decomp. )(S^^^i:^PP7^;Uix-n-^JF--<t>) ; IRvmax cm-1 2208; NM 
R(400MHz, DMSO-d6 )5ppm 1: 86-2. 03 (2H, m), 2. 21-2. 33(4H, m), 3 63-3 7 
2(1 H, m), 7. 56(1 H, s), 7. 89(2H. d). 8. 1 2(2H. d) ; MS(FAB)m/z 308(M+ +1 ) • tc 
*MfIC16H13N5 Sa)ftM(%)C, 62. 51 ; H, 4. 26; N, 22. 79, ;li|£fi|(°/o) C 62 31 ■ H 
4. 28; N, 22. 60. 

[0262][^j&#j62] 5-(3~(2-(4-v-7P^;U-2-^7l/'J>iU)XT- > IU)-6-(N-^;U-N 
- ^)Z>)ltUTiL^)V) 7z.S7iL-)l,) - 1 H -irh^V— ;U : 
(Xf|1) 5-(3-^;fK-6-(N-^U-N-hU^^ 

5-(3-(2-(4-v^p^;u-2^^7v"U;u)x^-;u)-6-(N->5 1 ;u-N-h , J7;ut-py-tz^ 
JL0T5/)^>7*:-h;;u<!:4-v£p:^u-2-x^-^^ 

s^cs-^K-e-tN-^u-N-hU^u^PT^^ 

94-96 0 C(Ma^j#^:^PP^UA-n-^sJF+(-»; NMR(400MHz! CDCI3 )5ppm 1 85- 
2. 45(61-1, m), 3. 44(3H, s), 3. 72(1H, m), 7.05(1H, s), 7. 42(1 H, d) , 7 87(1H 
d), 7. 97(1H. s) ; MS(FAB)m/z 390(M+ +1) ; S#^ilC19H14F3 N3 0SCDf+l:fit(%) 
C, 58. 60; H, 3. 62; N. 10. 79, ;llj^fi|(%) C. 58 18; H, 3. 87; N 10 57 
[0263] (Xfl2) 5-(3-(2-(4-v^P^;U-2-^TV*'J;U)X^-;U)-6-(N-^^-N-HJ • 
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2, 6-;U^v>396mg^i;DMF3mll^ jK&MWTIZ^J? JVtamMO. 09 5ml£;fjD it/-,, 
Tr3O^t#L7i&;7vitxHJOA8Omg£j]0*, $bl^;STr1 M^#Lfc 0 i^Jtv^iC5- 
-6-(N-^;b-N-HJ7;U^PT4z^;U)TSy)^>V*-h^U320mg$JP^,70~75 o Cl:6B#r B 1li 
#U-o £j£;"££2Niti£50mllc;±i^£o WaiLfdiSJB^SSU 3£4£Ufco *i*SII£x- 

155-1 56°C; IRvmax cm-1 2244, 1 728, 1 71 4; NMR(400MHz, CDCI3 )5ppm 1. 93- 
2. 45(6H. m), 3. 47(3H, s),-3. 70(1H. m), 7. 00(1 H, s), 7. 47(1 H, d), 8. 58(1H. 
dd), 9. 08(1H, d); MS(FAB)m/z 433(M+ + 1 ) ; 5c^^fi|C19H15N6 OS(DlTSfii (%) C, 5 
2. 77; H, 3. 50; N, T9. '44;'. $(£<!'(%)■ C, 53. 10; H, 3. 83; N/19. 61. . 

[O264][Hj(ifc0j63] 5-(3-(2-(4-v7P3^k-2-^7yu;u)xx-^^ 

;U) -1 H-xh7V*— JU: 5- (3- (2- (4- v7P^x;U-2-^7V^Jl>)Xx-;U) -6- (N-^^U- 
N-hU7;U^P7WVU)75y^x-;U)-1H-T-h77— ;U160mg|Z0. 5Nj^xHJ7i*7K;t;&3rnl 
&tf/£/-^3ml£An;u MS-e5Mjt#L/io £l£$£0. 5Ni£g&1 OmllC;±^ #f ^H^^L 
."fee ffi^ra^PP^UA-x^y-^^bS^HiL, ail#l$W H i<!:LTmtco 
ii^ 157-1 61 °C; IRvmax cm-1 2216; NMR (400MHz, CDCI3 )5ppm 1. 92— 2. 45(6H, 
m), 2. 99(3H, s), 3. 70(1H, m), 4. 84.(1 H,- br), 6. 72(1 H, d), 6.94(1H, s), 8.16 
(1H, brd), 8. 62(1H, br s) ; MS(FAB)m/z 337 (M+ +1). 

[0265][Hit#j64] 5-(3-(2-(4-v-7P^;U-2-^7'V* l j7l^)X5 1 -;U)-6-hU7;U^-P7-tz 
h7Sy Z>JL-)l) - 1 H— xK^y—JU : 5 - (3 - (2 - (4 - v^P^^ - 2 - x7 X /'J JU) Xf- - >U) -6-h 

U:7;u*P7£h7$/)^>y-hU^ 

$6* 210~212 o C(S^ B |^^:^PP^>'L'A-X^y— ;U); NMR(400MHz, DMSO-d6 )8ppm 1. 
85-2. 40(6H, m), 3. 70(1H, m), 7. 14(1H, s) , 7. 76 (1 H, s) , 7. 78 (1 H, dd) , 8. 47 
(1H, d), 8. 70(1H, d), 12. 59(1H, s);'MS(FAB)m/z 418(M+ +1); 5t*##HIC18H13F. 
3 N6 OSCDltglfiC/o) C, 51. 67; H. 3. 13; N, 20. 09 , $]£fi&(%) G, 51. 51; H, 3. 33; N, 1 
9. 97, 

[0266] [|»j65]5-(3-(2-(4->'?P^il,-2-f7 , ;WlfZib) -6-757:7i->>b) - 
1 H -=r\-^J—)\f : 5 - ( 3 - ( 2 - ( 4 - *>7 P :7^U - 2 - T7 7'J ;U) Xx-JU) -Q-h*)Z?)l* P 7iz h7 
:S/:7i^lO-1H-xH7V'->U£llM 

ill* 128~136°C(^BHjg^:^PP^UA-X^y— ;U-n-^+H/).; IRvmax cm-1 2196; NM 
R(400MHz, CDCI3 )8ppm 1. 83-2. 45(6H, m), 3. 83(1 H, m), 6. 72(1 H, d), 7.04(1 
H, s), 7. 27(1H. m), 8.-03(1 H,- d) ; MS(FAB)m/z 323(M+ +1 ) ; 7C*##HitC16H14N6 
S(Dff^IC%) C, 59. 61 ; H, 4. 38; N, 26. 07, ;l^f6(%) C, 59. 78; H, 4. 79;N, 25. 24. 
[0267][HM66] 5-(3-(2-(4-V^P^T/U-2--5 1 7l/ , J;U)X^- i /U)-2--74zh+V>^;U 
7i-;U) - 1 H-fh7V-il/ : 

(XH1 ) 5-.(3- (2- (4- v^P^;U-2-5 1 7y | J/U)x^- > iU) -2-7-trH^v^;b'<>^K l J 
5-(3-^;t-K-2-7izh*v;^;u)^>y-MJ^^ 

0*1 <73Xg4<t(5]fill^SL< 5-(3-(2-(4-v^P^;U-2-^7V >l J;U)X5 1 - < /U)-2-7-trh^ 

84-87 0 C(S^Bl^:^PP^;UA-n-^-y-» ; NMR(400MHz, CDCI3 )5ppm 1. 87- 
2. 45(6H, m), 3. 71 (1H, m), 5. 49(2H, s), 7. 03(1 'K, s), 7. 49(1H, t), 7. 72(1H, 
d), 7. 85(1 H, d); MS(FAB)m/z 337 (M+ +1); ^f^#HiC19H16N2 02 S-1/4H2 0(Dlt 
£M(%)"C,. 66. 94; H, 4. 88; N, 8. 22, ;I^fit(%) C, 66. 80; H, 4. 83; N; 7. 78. 
[0268] (XH2) 5-(3-(2-(4-v^7P^;U-2-^7y i J>'U)X^-/U)-2-7Hzh^rvy^;U'<> 

v'-Hjj^iim^cDx^ti^^i^auM^ttto 

fltj& 128~136 0 G(||$g B %j§^:^PP^ ( ;UA-X^y- J ;U-n-'N^+h» ; IRvmax cm-1 2232, 171 
6; NMR(400MHz, CDCI3 )5ppm 1. 76— 2, 32(6H, m), 1. 95(3H, s), 3. 55(1H, m), 
5. 25(1H, d), 6.88X1H, s), 7. 55(1H, t), 7.81(1H, m), 7. 85(1H, m) ; MS (FAB) m 
/z380(M+ +1); 5tH##rfilC19H17N5 02 S<DliW&(%) C, 60. 19; H, 4. 52;N, 18. 46, ;f| 
M(%) C, 60. 61 ; H, 4. 81; N, 18. 48. 

[0269][Hffi#l67] 5-(3-(2-C4-v<7P^7t/-2-^7V* l j;U)X^-;U)-2-tKP^V^JU 
-?x=.)\,) -1 H-xh^V"— )l> : 5- (3- (2- (4- v^P^;U-2-^7V"'J>'U)X^;U) -2-7-feMr 

^x;u7*-/u) -1 H-xh7V*-;u^HM63ti^i^i^SL, a®^f#/i 0 

255~259°C(H$£ H a/f ^^PPTfcyUA-X^y— IV) ; NMR(400MHz, DMSC— d6 )5ppm 1. 
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95-2. 48(6H, m) , 3. 50(1 H, m), 5. 83(2H, s), 7. 53(1H, br s) 7 67(1H t) 8 0 
4(1H, 0. 8. 17(1H. brs), 8. 72(1H, d) ; MS(FAB)m/z 338(M+ +1 ) ; 5^^kfitC17H 
15N5 0Sv1/2H2 0(7)ltl:fS(%)C, 58. 94; H, 4. 66; N, 20. 21, ;lS{jt(%) C 58 72- H 
4. 46; N, 20, 24. ' ' 

[Q270][W|68] 5-(3-(2-(4-v^7P^;U-2-^7V"'J;U)X^;U)3'x^U)-2-T-t^ 
J>-2H-.Th:7V-^ 

mltS^ ^iHm^m^m. tt*Lfc. ■ft*«X^U-n.-M^fr&SlSfiU 5- (3- 

C2-(4-v?P^/U-2-^ry>^ 

. At^ 110~112°C; IRvmax cm-1 2216, 1 778 ; NMR(400MHz, DMSO-d6 )8ppm 1 90-2 
42(6H, m), 3. 03(3H, s), 3. 69-3. 76(1 H, m), 6. 99(1H, s), 7 56(1 H t) 7 67 
(1 ^ , to .£ )> 8 ' 30(1H - dt) - 8 - 52(1H, t); MS(EI)m/z349(M+); 7C*^|fffIci8Hl5N5 OS 
^at^fil( 0 /o)C, 61. 87; H, 4. 33 ; N, 20. 04, ;fj£fjt (%) C, 61. 87- H 4 49 ■■ N 20 06 
[0271][»#J69] 3-(3-(2-(4-v>;P^U-2-^-7V" , J;U)X^-;U)7x^;U)-4H-[1 
2, 4]t+tv7V- ;U-5-?f>: 

(Mi)' 3-(3-^K^x-;U)-4-(4->h^v-<>v;U)-[1. 2, 4]^-y-v7V-;U-5-^> 

3-(3-^K7x-;u>-4H-[i, 2, 4]**vi}TV-)i--5-*y£mMmojLmt®mizmm 

NMR(400MHz, CDCI3 )5ppm 3. 80(3H, s), 4. 74(2H, s), 6.84-6 86(2H m) 7 03 
-7. 05(2H. m), 7. 23(1H, t), 7. 41 (1H. d), 7. 73(1H, s), 7 91 (1H d) 
[0272] (X?I2) 3-(3-(2-(4-v^P^;i,-2-^TyU;U)X^-;U)37x^U)-4-(4-yh+ 
V^>v;U)-[1, 2, 4]^Htv7V-;U-5-^>CD^iS 

3-(3-^K^x-;U)-4- (4-yh^v-OvVU) - [1 , 2, 4]^^7y-^-5-^> < t4- 
a?^-2-X^-;U^ry-,u^^ 

2- f 7yUJb)lf-il/)7zi^)-4-(4-yf>+v^>v;l,) - [1 , 2, 4]7h^+|-vTV-;U-5-^> 

NMR(400MHz, CDCI3 )5ppm 1. 90-2. 40(6H, m). 3. 68-3 79(1H m) 3 76(3H 
s). 4. 77(2H. s), 6. 81-6. 83(2H, m), 7. 01 (1H, s). 7. 01 -7! 03(2H m) 7 45(1 
H, d), 7. 50(1H, t). 7.65(1H, s), 7. 77(1H, d) ' 
[0273KXH3) 3-(3-(2-(4-v>7P^;U-2-^7yU;U)x^-;U)7x-;U)-4H-[1 2 

3- (3- (2- (4- v^P^U-2-^7 / y i j;U)X^-;u)^x- ;U) -4- (4~*h^v><>v;U) - [1 
2, 4]mv7^il,-5-t>^SIi1 CDX^S^IsI^lcMSU SM£#7ro - ' 
ra!fcj5 246-249°C(S?g H 3 H ;^^ : /7PP,1-x;UA-n-^^» ; IRvmax cm-1 2224 1 782- NMR(4 
00MHz, DMSO-d6)5ppm 1. 84-2. 34(6H, m), 3. 64-3. 72(1 H m) 7 57(1H s) 

7. 69(1 H, th 7. 91(1H, d), 7. 92(1 H, d), 8. 07(1 H. s), 13. 01(1 H, s) ; MS(EI)m>z 
323(M+); 7C^^MC17H13N3 02 S©It»fil(%)C, 63. 14; H, 4. 05; N 12 99 illSfll 
(%) C, 62. 74; H, 4. 07; N. 12. 61. . ' '. 

[0274] [^Jfcflij70] (Z) -5-(3-(2-(4-v7P7fJI,-2-f7V" l j;Wlf-^)'<>v l Jf» - 
2-^**V^77'Jv>-4-;j->: 

(XHD 3-(2-(4-v^p^;u-2-T7yg;u)x^-;u)K>Xy;uxtK0^iiE 

IL,3-(2-(4-V^07f ;b-2-f 7 i ; i J^)if-;W^X7^ftK$f fco 
it,£77~79°C; NMR(400MHz, CDCI3 )5ppm 1, 89-2. 43(6H m) 3 67-3 75(1 H 
m), 6.99(1H, s), 7. 56(11-1, t) , 7. 83(1 H, dt) , 7. 91 (1 H, dt) , 8. 09(1 H, t), 1 0.' 02 

(1 H, s) . ' 

[0275] (X*§2) (Z)-5-(3-(2-(4-v>7P^;U-2^^^^ 
^^y^7V"Uv>-4-^->£D^ 

i~?~ (4 ~^ n ^ ;u - 2 -^ 7 ^'^ 

ft ^J* 656 ™^^® 20 ™^^ ^m^mm^.Ltz 0 JfriflSL J£jS;$£7K200mllZ;3t^ ^fttJL 
= 20: 1 )[:iT¥ii!!U ^PP*;i,A-n-^^^ 
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198~201°C; IRvmaxcm-1 2208, 1732; NMR(400MHz, CDCI3 )8ppm 1. 91 -2 41(6 
H, m), 3. 69-3. 77(1H, m), 7. 00(1H, s) , 7. 49-7. 51 (2H, m), 7. 63(1H s) 7 6 
4~7.67(1H, m), 7. 69(1H, s), 9. 77(1H, s) ; MS(EI)m/z 382(M+ ) ; 7C^#'«C19H 

. HN2 OS3 CDffS:fi(o/o) C, 59. 66; H, 3. 69; N, 7. 32, ;I]^fiK<%)C, 59 52- H 3 66" N 

■ 7. 22. ■ .. . , - ' . ■'. 

[0276][^ffiM71] 5-(3-(.2-(4-^n7'f^-2-f7 , ; i JJWlf-;i,)7izM-[l 2 41 
t^-WTVV > - 3 - : ' 

(X|i1 ) 5- (3— T^-K^x-;U) -2- (4->h^v^>v;U) - [1 , 2, 4]^+l-v7y«J>-3-^->(D 

5-(3->f*K:7x-,u)-[i, 2, 4]^^v7V , U>-3-7|->$||]!i^j1(»X^3^^|cML, 5- 
3-^H^x-;b)-2-(4-yh^v^>v/u)^-[l, 2. 4]^^vyyu>-3-^->^Mfe^^^) 

NMR(400MHz, CDCI3 )5ppm 3. 80(3H, s), 5. 32 (2H, s). 6 92(2H d) 7 42(1H 
d). 7. 85(1H, d), .7. 94(1H, t), 8. 06(1H, d), 8. 43(1H s) 

[0277](Xfi2) 5-(3-(2-(4-v^P^U-2-^TV"'J;U)X^-;U)7x-;U)-2-(4-yh^ 
V^>v;U)-[1, 2, 4]*4r^v7VU>-3-*>0£j£ 

5-(3-^K^x^;U)-2-(4-^H^V^<>vVU)-[1, 2, 4]^-yvTV*U>-3-^->,i:4-v^P 
^T;u-2-x^-;u^yy-;u$HJfe^ji fl)li4Wi:j!!ilU5-(3-(2- (4- v^n^;u-2 

NMR(400MHz, CDCI3 )5ppm 1. 90-2. 00(1 H, m), 2. 00-2. 10(1 H m) 2 20-2 40 
(4H, m), 3. 60-3: 80(1 H, m), 3. 82(3H, s), 5. 34(2H, s), 6. 92(2h' d) 6 99(1 
H, s). 7. 44(2H, d), 7. 53(1H. t), 7. 78(1 H, d), 8. 09(1H, d), 8.30(1H s) 
[0278](Xf|3) 5-(3-(2-(4-v<7P^U-2-^TV'J>/U)X^;U)3'i-;i,)-[i 2 4]** 
- i f'JTV l J>-3-tly0af& 

5-(3-(2-(4-v^P^;U-2-^7yU;U)X^-;u)^i-jU)-2-(4->h^V^>v;U)-[1 
2, 4]#^-9-v7l/U>-3-^>$||Ml (DXliStlHl^l^SL; SIItl£|#f-o 
j&M. 208 - 2 1 2 0 C(S^ B lj§M:<7PP7tx;Uix-^y-;U-n-^+)-»; IRvmax cm-1 1600 147 
0,1380, 1248. 1136; NMR(400MHz, DMSO-d6 )8ppm 1. 80-1 90(1H m) 1 90- 
2. 10(1H. m), 2. 20-2. 40(4H, m), 3. 60-3. 80(1H, m), 7. 55(1H, s) 7 61(1H 
t). 7. 88(1_H, d), 8. 03(1H, d), 8. 25(1H, s). 1 0. 66(1 H. br s) ;MS(FAB)m/z 324 
(M+ +1); 7c^#ffIC17H13N3 02 S-0. 475H2 O0)HtS:ji(%) C, 61 51 • H 4 24 N 12 
66, ;fj^fit(%) C, 61. 92; H, 4. 64; N, 12. 50 ' ' ' ' ' 

[0279] [^ffi#l|72] 3- (3- (2- (4-y7Q^f;l,-2-f77'J^)lfz;| / )7i-^) -s^tKP^ 

WV**W™ ;U:3- (3— f7t-K7x^;U) -5-tKP+Wvt+f > ;-;^4-v^p^-2-i 

it,& 143-148 0 C(^$g H e B ^^:^PP7h;UA-n-'N+-^» ; NMR(400MHz, CDCI3 )5ppm 1 90 
-2. 00(1H, m), 2. 00-2. 10(1H, m), 2. 20-2. 40(4H, rri), 3. 60-3 80(1H m) 
4. 20(2H. ds), 6.99(1H, s), 7. 54(1 H, t), 7. 56(1 H, d), 7. 63 (1 H, s), 7. 66(1 h' 
d); MS(FAB)m/z323(M+ +1). \ 

[0280]M«73] 2-(3-(2-(4-v^P^ > )U-2-^TV*'J;U)X^- < /U)^x^U)-[1 3 4] 
'^"+^7V"J>-5-^->:2-(3.— f^--K7i^U)-.[1,' 3, 4]^-b-v7l/'J>-5-^><t4— ^P 
^^U-2-X^-;u^V->/U^|IM#IJ1 0X?i4tis]^lcML. Sg*Ja£&fc„ 
K$,&186-190 0 C; NMR(400MHz, DMSO-d6 )5ppm1. 90-2. 00(1H, m), 2 00-2 10 
H, m), 2. 20-2. 50(4H, m), 3. 60-3. 80(1 H, m), 7. 00(1 H, s).' 7. 50(1 H t) 7 71 
(1H. d), 7. 85(1 H, d), 8. 08(11-1, s); MS(FAB)m/z324(M+ +1); 7c*^iilC17H13N3 
02 S-0. 3H2O0)tt»fil(%) C, 63. 44; H; 4. 02; N, 12. 33, ;!i]£fil(%) C 63 15- H 4 2 
4; N, 12. 34. ' ' ' ' 

[0281][^j&fc#j74] 2-(3-(2-(4->>^P^;U-2-^7V , U J /U)X^- J ll,)^x^U)-[1 2 4] 
^■y-vTV*'Jv>-3, 5-v^->:2-(3-^K^x^U)-[1, 2, 4]t^7y i Jv>-3 '5-vt 

SEjS 141 — 145°C(decomp. ); IRvmax cm-1 1738, 1 574, 1 358, 1 1 82 ; NMR(400MHz, DM 
SO-d6 )5ppm 1. 90-2. 00(1 H, m), 2. 00-2. 1 0(1 H, m) . 2. 20-2 40(4H m) 3 6 
0-3. 80(1H, m), 6. 96(11-1, s), 7. 48(1H, t), 7. 61(1H, d), 8. 14(1H d)'' 8 47(1 



http://dw4860.dsk.daiichipharm.cojp/cgi-bin/psw_disp.cgi?FILE.NAME=/psearch/9000/S010!... 2002/06/27 



55/107 /■?—£? 



H. s); MS(FAB)m/z 340(M+ +1). 

[0282][S^$J75] 5M3-(2-(4-vv*P:?^;U-2-^^^^ 

v>-2, 4-v^>:3-(2-(4-v^p^;u-2-^yv"';;u)x^-;u)^>X7;u¥tK < t2, 4-^ 

198~201°C(S^^;'i^:^PP^UA-n-'>^r-y-»; IRvmax cm-1 2212, 1748; NMR(4 
OOMHz, CDCI3 )5ppm' 1 . 89—2. 44(6H, m), 3. 69-3. 77(1 H, m), 7. 00(1 H, s), 7. 47 
-7. 53(2H, m), 7. 63-7. 65(1H. m). 7. 73(1H, s), 7. 83(1 H, s), 9. 09(1 H, s) ■ M 
S(EI)m/z366(M+); 7cS^filC19H19N2 02 S22- 1 /4H2 0(7)|+M(%) C 61. 52- H 3 9 
4; N, 7. 55, ;ll]^fil(%) G, 61. 51 ;H, 3. 89; N, 7 31 
[0283][*ffi#|76] l-CS-^-U-v^P^^ 
V*'J>-5-^->: 

dlD i-(3-^K^x^;u)-4-(2-(h'J^;ui>u;u)xh^v)^;u-4H-xh7 > / , ;>-5- 

0°Cxfit#TI^ (2-^PPyf>^vX^^)>'j^Uv7>133mg$i!)n^ 0 |*j|;£]£7?30£\ ^fZ^S 

T-2B#F H i^u^ 0 sjtv^7icioo m iiz;i^ mm^j^m^Ltz.m^m.m^-k^v^m.^ 

tJb;^.-7PP^;Uix:n-^-y-> = 1 :1)-eftMU 1 - (3-^K^x- - 4 - (2- (h'J^^v'^U) 
xh^v)^U-4H-xh7V''J>-5-^>^;a^^<!:Lrt#7i:o 

NMR(400MHz, CDCI3 )8ppm 0. 03(9H, s), 0. 99(2H, t) , 3. 75(2H, t), 5 39(2H s) 
7. 24(1 H, t), 7. 70-7. 73(1H. m), 7. 97-7. 99(1 H, m), 8. 35(1 H. s). 

[0284] (XH2) 1-(3-(2-(4-v^P^U-2-^7'yU;U)X5 l -;U)7x-;U)-4H-Th7y i l 
>-5-^->0^^ 

1-(3-^;fK:7x-;U)-4-^^ 

V'7P^;U-2-XT-;U5 1 7V->'U$^S6Ml (DXH4,!:|Sl#|zML. 3ltlrc£Ztl|-DMF3ml. T-h 
7^/UT>^-0A 7JM-'JK(1 . 0M(DTHF^;£)1ml£i[];l, eOt^Mfit^Lfco £J&&£lNi£ 
^1 00ml|Z;±^;*rJiS^ B ^$6fXL/i:o *I^B^^^PP^UA-n-A^>^bSS H B H UBil^l^ll 
fe $S H 14 15^ ^ b. b "C f# 7c o 

196— 199°C; IRvmax cm-1 2212, 1742; NMR(400MHz, DMSO-d6 )5ppm 1 91—2 
46(6H, m), 3. 71-3. 80(1 H, m), 7. 01 (1H, s), 7. 52(1 H, t), 7. 59(1 H, d), 7. 99 
(1H. d), 8. 3.3(1 H. s); MS(FAB)m/z 323(M+ +1 ) ;5c^#riiG16H13N5 OS0lt^li(%) 
C, 59. 43; H, 4. 05; N, 21. 66, ;fl'J£fi(%) C, 59. 06; H, 4. 09; N 21 33 
[0285] [»J77] 4-(3-(2-(4-v^P^;U-2^^7V ?, J;U)X^-;U)7i^;U) -1 or 2 or 
3H-[1. 2, 3]-h'JT 4 /-;U: 

(X|g1) If^4-(3-^7i-W-1H-[1, 2, 3]-hU7^-;U-5-7j;U7^vb-ND£$ 
TvHb^HJ^Al . 1 1 g£DMF1 0mllC)S^U 7K^m#TIZ s &it7)l,Z-^Al . A5$&*lZtilXt- a 
Sf&;^MS^1 8fmMnUz&, ^Ptf^Uggx^U IXf^H . 3g(DDMF5ml^;^5^AMfTi 
TLfc 0 SJS^MSTJl H^jtJtL^ £b(C60°c^30^f #L*= 0 J^SPft. BlfcfeZ. fclOOmlS 
.U2M^^50ml*IC;±^ ^ffiL^ B a H ^5^L. S^L7b 0 Mal^^P P*;UAl::;¥fl?U v'J^^VU 
$fflL^7D7A^PTr-^^— (^tti;*^:^PP7n;UA:X^y— jU = 8:2)-e||ML, 4-(3-3fP^^I- 
>'^) -1 H- [1 . 2, 3] -h'J7V-;H . 52g^#^ D 

NMR(400MHz, CDCI3 )5ppm 1. 39(3H, t), 4. 44(2H, q), 7. 34(1H, t), 7. 58(1H 
m), 7. 84(1H, d), 8. 05(1H, brs). 

[0286](X|§2) JLTJU 4-(3-^P^x^U)-1-(4-^h^rV'<>v;U)-1H-[1, 2 3]-HJ7 
V-;U-5-*;U/-n^vb^h, X^;U4-(3-^P ; E^x- i /U)-2-(4->r-+V'<>v;U)--'2H-[1 
,2, 3] -HUTV-^-S-^yU^vb-hto* X^;U 4- (3-^P^x^U) -3- (4-^h^v^> 
v;U)-3H-[1, 2, 3]-HJ77*-;U-5-^7Mrvb-HD£$ 

Xfjb4^(3-^ : E7i-^)-1H-[l, 2. 3]-hU7y-^-5-7j;U^vb-h^||]!j£MlCDX^ 
3<t|s||$IZ^SU X^;U 4- (3-^P^E7i^;U) - 1 - (4-/h+v^>y;i/) - 1 H- [1 , 2, 3] -H J7 
V-^U-S-^UUTtf^vb— k X^;U 4-(3-3?P^x-;U) -2-(4-yh^v^>v;U) -2H-[1 
2, 3]-HJ7y*-;U-5-;b;U7^vb-H;&t; X^;U 4-(3-^P^x-;U)-3-(4->h^v^> 
v;U)-3H-[1, 2, 3]-MJ7y-;U-5-^7t^b-h£l{±^^ 

NMR(400MHz, CDCI3 )5ppm 1. 24-1. 34(3H, m), 3. 78(3H, s), 4. 25-4. 45(2H, 
m), 5. 59-5. 87(2H, seriesofs), 6. 83-7. 97 (8H. m). 
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[0287] (X*I3) 4-(3-^K^x^;U)-1H-(4-yh^rV^>v;U)-1H-[1, 2 3]-HJ7V'- 
;k Sfcli 4-(3-^K-7x-;U)-2-(4-yh^-v^>v;U)-2H-[1, 2, 3]-HJ7v*-;k*/cii 
4- (3— r^-K7i-;U)-3-(4-^h4 : -V^>v;U)-3H-[1; 2, 3J-HJ77"— JK7)£j£ 
I?f3(7)^P5K^Ji£i5iJl9CDXg2<!:|5]^|cMSL. vO^U$ffltV^A^p-7h^^-(;^tti . 
m:n-^^y-y:mm^)l = 5^yi:mmL. 2fe^^l±3&CDm-mtti*-C\ /\P^>£&<t|W|B# 
l^l&X;^ULfc N 4-(3W*l^xr^ 2 3]-h'j7 x / 

£7cli 4- (3-^K^x-JU)-2-(4-^h^rV^>v>)U) -2H-[l, 2, 3] -Hj7V*-;k £*: 
I* 4-(3->r^K7x^;U) -3-(4->h^V^>v;U)-3H-[1, 2, 3]-hU77*-;u£;4#^£<tL 
XWftzo 

NMR(400MHz, CDCI3 )Sppm 3. 82(3H, s), 5. 51 (2H, s), 6. 93(2H, d), 7 13(1H t) 
7. 27(2H. d), 7. 60(1 H, m), 7. 70(1H, d), 8. 12(1H, m). 

{0288KIH4) 4-(3-(2^(4-y^P^f;b-2-f7y , J;b)lf-^)7iZ;b) -1 or 2 or 3- 
(4->h+V^>v>/U)-1H-[1, 2, Sj-h'jyV-JKT)^^ 

- (3- (2- (4- v^P^JU-^-^Tl/UJ^X^-JU)^!-^) - 1 - (4-^h^v^>v;U) - 1 H- 
[1 ,2, .3] - hyW—Jk ifckli 4- (3- (2-(4-y^P^f;i,-2-f77° l JWlf-;i')7i-;i,) - 
2-(4->h^rV^>v;U)-2H-[1, 2, 3] -HJ7l/-;k Ztdt 4- (3- (2- (4- v>7P^U-2 
-^7yU;U) X^-;u)7x-;U) - 3- (4-^h^-vK>v;u) -3H- [1 , 2, 3] -r-'J7V*-;U$;tt^ 

NMR(400MHz, CDCI3 )5ppm 1. 85-2. 43 (6H, m) , 3. 69( 1 H, m) , 3. 83(3H s) 5 52 
(2H, s), 6. 94(2H, d), 6. 96(1H, s). 7. 28(2H, d), 7. 42(1H, t), 7. 53(1H, m) 7 
63C1H, s), 7 88(1H ( m), 7. 95(1H, t). 

[0289] (IH5) 4-(3-(2-(4-v^P^ f fjl,-2-f7V" l J^)lf-^)7i-;L.) - 1 H- [1 2 
3]7-MJ7y*-;k7)£jilc ' ' 

±fB(7)X?l3T:1#b+l^b^^$. SMI (DX?f5i:(Hl#|Z^JiU illjifc 0 
flt£' ^e-ISO^CS^^^PPTh/UA-n-^-y-^) ; IRvmax cm-t 221 6; NMR(400MH 
z, CDCI3 )5ppm 1. 85~2. 45(6H, m), 3. 71 (1 H, m). 6. 97(1 H, s), 7. 47(1 H; t), 7 5 
9(1H, d), 7. 87(1H, d), 7. 79(1H, s), 8. 05(1 H, ; br).;MS(EI)m/z 306(M+ ) ; Ttkfttir 
IIC17H14N4 S-1/5H2 0<DatS:ii(%) G, 65. 68; H, 4. 70; N, 18. 02, jU£ffi(%) C 65 8 
3; H, 4. 67; N, 17. 55. 

[O29O][^JS0|78] 4-(3-(2-(4-v^P^;U-2-^yy'J;U)l5 l - < /U)3'x-;U)^1H 
-[1. 2, 3]-HJ7y-;U-5-*;Utf>vU-h: 

(XMD x^u 3-(2-(4-v^p^;u-2-5 1 Tv r, j;u)x^-;u)7x-;i,^Pt o ^-;u^0^^ 
x^;u 3 - ^-K^x - )iz?n \z*)\,wt4 - vy- p j?) u - 2 - x^ - ;u^7 1 <z>x*l4<h 

^WiU X^U 3-(2-(4^Vv*P?^U-2-^7yW^ 

NMR(400MHz, CDCI3 )5ppm 1. 37(3H, t), 1 . 85-2. 45(6H, m), 3. 70(1 H, m) 4 31 
(2H, q). 6. 98(1H, s) , 7. 38 (1 H, t) , 7. 59(1 H, d), 7. 65(1 H, d). 7. 79(1H s) 
[0291] (X*i2) J-=F)V 4-(3-(2-(4-v^P^;U-2-^7V"'JJU)XT-;U)^i-^)-1H- 
[1,2, 3]-W7V-)U-5-t»l7f^ls-\*(D&m 
X^>»U 3- (2- (4-iy0n^^)l-2-^7^JM^-)i,)yji^ 

ife* 1 42~145 0 C(S^^:^PP7h;UA-n-'N^-y-» ; IRvmax cm-1 221 6, 1712- NMR(4 
00MHz, CDCI3 )5ppm 1. 37(3H, t), 1 . 85-2. 45(6H, m) , 3. 73 (1 H, m) , 4. 42(2H 
q), 6. 99(1H,_s), 7. 45(1H, t) , 7. 62(1 H, d), 7. 89(1 H, d), 7. 99(1 H, s) ; MS(EI)m 
/z 378(M+ );7U^*ffiC20H18N4 02 S(Dltfffi(%) C, 63. 47; H, 4. 79; N, 14 81 
ft(%) C. 63. 37; H, 4. 90; N, 14. 55. 

[0292][«#J79] 4-(3-(2-(4-v^P^;U-2-^7y'J;U)X^-;U)7x-;U)-1H-[1 
2, 3]-h'J7y-;U-5-*;um'>^:X^^ 4- (3- (2- (4- Vy , P;?5 1 ;U-2-9 1 7y"';jU)X^' 

;u)-7x_;u)-iH-[i, 2, 3]-hU7V-;u-5-*;u7fx4vb-h^llW56i^#iz^SL. 

gili^ 142~145°C(S|gw;'#^:^PP7ts;UA-X^y— Jl) ; IRvmax cm-1 2216, 1740; NMR(400 
MHz, DMSO-d6 )5ppm 1. 85-2. 40(6H, m), 3. 68(1H, m), 7. 32(1H, s), 7. 54(1H, 
t), 7. 65(1 H, m) , '7. 95(1 H, br), 8. 09(1 H, br) ; MS(EI)m/z 350(M+ ) ; TcS^flHitcia 
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H14N4 02 S(7)I+i:|i(%)C, 61. 70; H, 4. 03; N, 15. 99, - ;fj£fit(%) C 61 84- H 4 27 • 
N, 15. 71. ' ' ' ' ' ' 

[0293] [SPI80] 4-(3-(2-(4-V^D^l / -2-f7y^l,)XfZ^)7iZ^)-1--^Jl, 
-1H-[1. 2, 3]-h , J7V~)l-5~ij)l,t^m: 

(XgT) IfJH-{3-(2-(4-^P^ib-2-f7 > /'Jit)lf-il,)7iZib)-i->f;i / -iH 
-H. 2. 3]-HJ7V"-;U-5-*;U^JpvU-h^t>* X^;U 4-(3-(2-(4-v>7P^;U-2-^ 
7V')JWl?-;H7i-^)-2-yfit-2H-[l, 2, 3]-f J7V-;U-5-*>IU7K^vU-K0^J$ 
x^;U4-(3-(2-(4-v>>P^;i-2-5 l 7yU/U)x^-;u)^iZL/i,)-iH-[1 2 3]-KU7V* 
-;u-5-7D;u7t-;^vb— r-£$i£#i]i 0x^3(D4->i-4-v^>i/;u ^p'JK^^UI^ a^-lb^u^ 

ffliv mm^zmmw^i^L■.2i^L=^ ^(DM^mtL-c^ji 4-(3-(2-(4-v^p^;u-2-^7y 

■jjU)!^-;!,)^- ;u) - 1 -^u- t H - [ 1 , 2. 3]-hU7V-/u-5-±;u^vb-hvRl>*x^ 

;U4-(3-(2-(4— >^P^;U-2-T7V* l J;U)X^-;u)^x^ < /U)-2-^;U-2H-[1 2 3]- 

NMR(400MHz, CDCI3 )5ppm T. 32 and 1. 39(3H, each t). 1. 85-2. 45(6H, m) 3 70 
(1H, m), 4. 31 and 4. 36(3H, each s). 4. 37 ans 4. 43(2H, each q), 6. 96(1 H s) 
■7. 4.6(1 H. t), 7. 64(1H, brd), 7. 78and 7. 88(1 H, each br d), 7. 97 and 8. 07(1H, ea 
ch br s) . 

[0294] (Xfg2) 4- (3- (2- (4- v^P^U-2-^7-V"'J;U)X^- ;u)7x-;U) - 1 ->^MU-1 H 

±is. 1 Rit2-*T)u&(Dm£v>iz. mMM56tmmizmiMu ^pptw^-n-A^ 

142~145°C; IRvmax cm-1 2216; NMR(400MHz. DMSO-d6 )8ppm 1 82-2 35(6 
H, m). 3. 68(11-1, m), 4. 18(3H, s), 7. 49(1H, t), 7. 53(1 H, s), 7. 62(1H d) 8 1 
3(1 H,d), 8. 44(1 H, s); MS(EI)m/z364(M+). 

[0295] [»#J81 ] 4- (3- (2- ^-"yOn^^^-^^P)^)^-^)^^)-^-^^ 
-2H-H, 2, 3}-MJ7y-;U-5-^;U7K^^:4-(3-(2-(4-v<7P^;U-2-5 1 7y i j;U)X^ 

7nt] 7 ^l7iZ^ )l ~ 2H ~^ ■ 2 - 3] - H ^^-^-5-^^^vb-h^ii»j56 < biwitiic 

ra4^142~l45 0 C; IRvmax cm-1 2216; NMR(400MHz, DMSO-d6 )5ppm 1 82-2 35(6 
H. m), 3. 67(11-1, m), 4. 1 0(3H, s) , 7. 48 ( 1 H, t) , 7. 53 ( 1 H, s) , 7. 57 (1 H d) 8 1 
7(1H, d), 8. 37(1H. s) ; MS (EI)m/z 364(M+ ) . 

[0296]M$]82] 5-(3-(2-(4-v^P^U-2-^7yU;U)X^-;U)^ x -;U)-1-(2-y 

h*vxh*v)><^u-iH-[i, 2 , 3]-h i ;7V f -;u-4-^j;u7tf>^- 

(IgT) If^ 5-(3-^K7x-;U)-1-(2-yK^vXh^v)^>/U-1H-[1 2 3]'-HJTV 
-^-4-^j;U7tf^vU-h, X^l, 5-(3— <^-K7x^u)-2-(2->h^vxh+v)^;u-2H- 
[1, 2. 3]->U7y-;U-4-*;b7n^vb-h, W X^U5-(3— T^-K^x-jU)-3-(2-pth^V 
Xh^v)/^;U-3H-[1, 2, 3]-KU7V-;U-4-*;U7t?^vb--hC0^fi)c 

x^ju 5- (3— f^K^x-;u) -1 h- [1 , 2, 3] -KU7V-;u-4-^;u^vb-K^IIMi ODXg 
3(D4->H+vK>v;u ^piJKCD^^yiz, 2-(2-^S^vxh-^v)>^VK7P'JK$ffl^, 
U 1 , 2. &l>*3{4O;l^^(0x^;u 5-(3 — f*K7i~;i/)^i -(2->h+vxh^v)^u-i h- 
[1, 2, 3]-HJ7y-yU-4-*;U7f-^vb-h.X^;U 5- (3-^K^x^U) -2- (2-^+i/Xh 
*v)^;U-2H-[1, 2, 3]-HJ7V*-^-4-*^7tx^vb-h, &I>* X^;U 5-( 3 _^^x^ 

;u)-3-(2-^vxh^v)^ i /u-3H-[i. 2, 3]-h l J7y-;u-4-^;u^>vb-h^;-fi«#i < t 

NMR(400MHz, CDCI3 )Sppm 1. 25-1. 42(3H, m), 3. 25-3. 40(3H, series of s) 3 36 
(1H, s), 3. 54(2H, m), 3. 49-3. 85(4H, m), 4. 30-4. 48(2H, m), 5. 80-6 12(3 
H, series of s), 7. 1 5 — 8. 23(4H, m). 

[0297](XH2) X^JU 5-(3-(2-(4-v^n^b-2-WUJI/)lf-^)7ir;i,)-i-(2 
->h*VXh*v)y^U-1H-[1, 2 , 3]-HJ7^->IU-4-*;U^>U-h(7)^ 

±iSXSl^t.-4ifc % -fth'j*<!:4-y^p^f;i,-2-ifz^f77- ^zmi&mrojLmtmffiiz 

#8tUx^;u 5-(3-(2-(4-v^P^;u-2-^7V*'J/U)x^-;u)7x-;U)-l-(2-yh+vx 
h^»^U-1H-[1; 2, 3]-hU7y-JU-4-^;U^vb- r .$;fi^tl < tLr#f-o 
NMR(400MHz, CDCI3 )Sppm 1.31 (3H, t), 1 . 88-2. 43 (6H, m), 3. 36(3H, s), 3:54 
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(2H, m), 3. 68(1H, m), 3. 82(2H, m), 4. 35(2H, q), 5. 70(2H, s), 6. 97(11-1, s), 

7. 52(1H. t), 7. 57(1H, m), 7. 74(1H, m), 7. 76(1H. m). 

[0298] (X*I3) 5-(3-(2-(4-v-?P^ i /U-2-5 l TV' l J;U)X^-/U)7i-^)-1-(2-^^ 
VXK1PV)^;U-1H-[1, 2, 3]-V)7V*-)l~4-j3)l,7fsyM(D'&f$. 

x^;u 5-(3- (2-(4-v^D^5 1 ;u-2-^TV* , J;u)x^-;u)7x-;u)-i -(2-*MrvXM^>) 
h- [1 . 2, 3] -hU7V*-;u-4-*;u^>^>u-K$||||0ij56<tH#iz5aSL, mmtyZW 

tz 0 ■■■■ ■ • • ■ • . 

'&£ 143~146°C(||^M:^PP^UA-n-^+)->) ; NMR(400MHz; DMSO-d6 )5ppm 
1. 82-2. 38(6H, m), 3. 23(3H, s), 3, 43(2H, m), 3. 64(3H, m), 5. 61 (2H, s), 7. 4 
1 (1H, s), 7. 59(1 H, 0,7. 67(1 H, br d), 7. 75(1 H, brd), 7. 84(1H, brs); MS(EI)m 
/z 439(M+ +1). 

[0299][Hifc#j83] 5^(2-(3-(2-(4-v^P^yU-2-5 1 TV* , j/l')X^- J ;U)7i-;U)-4-^ 
7V" , J;b)-1H-xh77*-^: 

(XHT) 5- (.2- (3-^K7x^VU) -4-^7V*'J Jl>) -2- (4-^+v'<>v^) — 2H-xh7V*- 

5- (2- (3-^K^x^;U) -4-^TV" 1 ;;!^) - 1 H-TV^J-)l*nM®U OJL^3tmmt^ML, 5 
- (2- O-^K^x-^) -4-^7V*U;U) -2- (4-^h^v^>v;U) -2H-x^y°-7U£#7c 0 
jgfc£ 173~176 0 C(S$Sa^jt^^ai=l7h>IUA-n-^-y->) ; NMR(400MHz, CDGI3 )5ppm 3. 76 
(3H, s), 6. 13(21-1, s), 6. 84-6. 87(2H, m). 7, 25(1 H, t), 7, 31 -7. 34(2H, m), 7. 
84(1H, d), 7. 93(1H, d), 8. 32(1H, s), 8. 35(1H, s) ; MS(EI)m/z 475 (M+ +1 ) ; jt% 
^MC18H14IN40S(7)Etl:<i(%) C, 45. 49; H, 2. 97; N, 14. 73. $)£fiS(%) C, 45. 46; H, 
3. 06; N, 14. 74. 

[0300] (Xfl2) '5-{2-(3-(2^(4-£/£P^)i;-2-^7V^^ 

5-(2-(3-(2-(4-V^P3>>;U-2-^7^ -2-(4-/ 

iijS 156~159°C(decbmp. ) (S ^H/f^: ^PP^UA) ;IRvmax cm-1 2216; NMR(400MHz, D 
MSO-d6 )5ppm 1-. 88-2. 33(6H, m), 3. 65-3. 73(1 H, m), 7. 57(1H, s), 7, 69(1H, 
t), 7.84(1H, d), 8. 17(1H, d), 8. 39(1H, s), 8. 66(1H, s) ; MS(FAB)m/z 391 (M+ 
+ 1) ; 7C^MC49H14N6 S2 <7)ftSfi(%) C, 58. 44; H, 3. 61 ; N, 21 . 52, $J^il(%) C, 5 

8. 60; H. 3. 34; N. 21. 55. 

[0301][Hte#l]84] 3-(3-(2-(4--v^P^T;U-2-5 i TV r, J;U)x^-jU)7xr:;u)$,t#^: 
(Xf|1) 3-(3-(2-(4-v>7P^5 l ;U-2-^7V ,| J;U)X^-,IU)-1-3? r P^>-tf">0^J$ 

4-v^p^;u-2-x^-;u5 1 7y- J /u ( i:i -?p^-3-^h^>-h?>£Hi&#li (Dnm4t®mz& 
SU 3- (3- (2- (4-v^p^;u-2-^7^'J;u)x5 l -;u) -1 -^o^K^ify^^tLrm 

fV ■ ■■' ■ \ 

NMR(400MHz, CDCI3 )8ppm 1. 85-2. 45(6H, m), 3. 70(1 H, m), 6. 97(1 H, s), 7. 24 
(1H, t), 7. 52(1H, m), 7. 74(1H, s). 

[0302] (X*i2) 3-(3-(2-(4-v<7P^;U-2-^7V* , JVU)X^-;U)7x^;b)^>XV^f r tK 

3-(3-(2-(4-v^P^;U-2- : 5 l 7 N / , J;U)X^^U)-1-^P^>-b">600mg. 3-7t^bS;U? 
i-;U7tfp-^ 7vK232mg, %.tfT L h = 7*Mh , )7x-)l'74-7,Z>jy) [OM^V^AI 09mg[C2Mc 
m-l0£i?±HJ'7A7k^;&3. 5ml&tfl , 2- v>h^vX^>25ml^D^., 2B#F B 1An^il;;ftLf::o 

g£LTt#b;fx3gl;i£. vU*^U$^L^7J7A^PTh^^-(;^*^:n-^^-y->-Wx^U 

= 3:1)T*#^U3M3-(2-(4-v^P>^U-2-T7y*W^ 

5mg^;fi^<!:Li:t#fco 

NMR (400MHz, CDCI3 )8ppm 1. 85-2. 45(6H, m), 3. 71(1H, m), 6. 97(1H, s), 7. 49 
(1H, t), 7. 58-7. 67(3H, m), 7. 84-7. 92(3H, m) , 8. 1 2(1 H, t) , 1 0. 1 1 (1 H, s). 
[0303] (X*I3) 3-(3-(2-(4-v/7P^JU-2-5 1 7yU;U)X^-;U)7x-jU)^> 4 /-K l j;U<D 

$m ^ 

3-(3-(2-(4-v^P^;U-2-5 1 7 x / , J-'U)X^-;U)7x^:;U)K>X7;UTtK300mg, tFP^V 
^UT-S^^eSmg. S.U'^-fh'JOAl 1 9mg(C^5ml^jQ^. 2^fFs1j]PSji^Uco ^iP^, fcfa 
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280mg£;&tt^__LT#£_ o 

NMR(400MHz, CDCI3 )8ppm 1. 87 — 2. 45(6H, m) , 3. 71 (1H, m) 6 98(1 H s) 7 48 
(1H, t), 7. 54-7. 94(7H, m) ' ' 

[0304](X?S4)3-(.3-^ 

1 19~120°C; IRvmax cm-1 2216, 1694; NMR(400MHz, CDCI3 )5ppm 1 85-2 45(6 
/ «L%7V™±%*-£- 97(1H - s )- 7 - 4 5~8. 14(7H, m). 8. 35(1 H. br s) ; MS(EI)m 
/z 359(M+); 7G§ft#MC22H1 7N2 S(Dtmm(%) C, 73. 5T;H, 4. 77- N 3 90 ;il£{__(°/o) 
C, 73. 80; H, 5. 00; N, 3. 52. ' : . 

£030J][«fl85^ 
■f V^+f- V - )l - 4 - ts)l7f^^ ; 

NMR (400MHz, CDCI3 )5ppm 1. 33(3H. t), 1. 34(3H, t), 2. 97 (2H q) 4 31 (2H a) 
7. 22C1H, m), 7. 83(2H. m). 8. 22(1H d) ' ' ! 

i 03 °t^ 

5-(3-^K^x^U)-3-X^;U^V^^y-;U-4-*;U^vb-hi4-v^P^;U-2-X 
f_^f7V-;^»j1 OXfl4i:|HlttlcMliL. X^;u 5-(3-(2-(4-v^P^b-2-f7V 

NMR (400MHz, CDCI3 )Sppm 1. 33(3H, t). 1. 36(3H, t). 1. 85-2 45(6H m) ~298 
89(1 hV' 8°iOOH m) s) 4 ' 33(2H ' q) ' 6 - 97(1H ' s) ' 7 " 49(1H t); 7. 72(1H, d), 7. 

x^;u 5-(3-(2-(4-v^p^u-2-^Tyu;u)x^-;u)^x-;u)-3-x^;u<y^+fy- 

§1$ 1 49- 150°C(S^ H e H ; , t^:X-x;U);. IRvmax cm-1 2224, 1710; NMR(400MHz CDCI3 )5 
TVooTi 3 ^' 1 - 85 ~2. 43(6H, m). 3. 01 (2H. q), 3. 71(1H, m), 5. 70(1 H, b 
/ -Lvi5Z^ H; °' 7 67(1H ' d) ' 7 - 92(1H, d), 8. 08(1H. s);MS(EI)m 

/z378(M+);7C*^ilC21H18N2 03 S-1/2H2 0(Dl+S:fil(%) C, 65 10- H 4 94- N 7 
23, ;Iij£ii!(%) C, 65. 16; H, 4. 78; N 7 08 ' ' ' ' ,N> 

_O3O8_[_£__i0J86] M-^H-J-^J-)[,-5-j)i)-5-( Z - { 2- { 4_^0n?^)\,-9~*T*J 

?*? ^5 J^S?* 1 O 0 ™"-^ «ai Lfc.te___£*J&L*:_ S^£*P P*;UA 

265-268°C; IRvmax cm-1 2220, 1682; NMR(400MHz. DMSO-d6 )5ppm 1 25(3H 
I' ol-, 85 ^ 2 ; 35 ^' m)l 2 - 85 ^H, q), 3. 67(1 H, m). 7. 56(1H, s) 7 64(1 H t) ' 

li nol^m^ro?^^ 12 " 61(1H '- br > = M S(ElWz 445 (M + ) ; ^*««f«C22Ht9 ' " 
N7 02 S(DgtM(%) C 59. 31 ; H, 4. 30; N. 22. 01, 3tt£ft(%) C, 59. 16; H, 4. 30; N, 2 

'-83. ' 

[0309][^^j87] 1 -(3-(2-(4-v^P^^ 
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-5-(1H-xh7V"— >IU-5-'f7U)-2, 4-C1H, 3H) - t?USv>v^-> : 1 - (3- (2- '(4- i/^P^ 
^U-2-TTV , U;U)X^-;U)^x^;U)-3->^;ix-5-(2-(4-^h^v/<>v;U)-2H-Th^ 
-;U-5-^U)-2, 4-(1H, 3H)-lf'J5i;>^>^ffl«II1 : ©XS5i|^fi||C«lSL.M«S$|# 

tZo 

wA& 256~259°C(S|£B^^:^PP^;UA-X^y— ;U-n-^^>) . iR vm ax cm-1 1722, 165 
8; NMR(400MHz, DMSO-d6 )8ppm 1 . 86-2. 02(2H, m), 2. 20-2. 31 (4H, m), 3. 35 
(3H, s), 3 63-3. 71 (1H, m), 7. 54(1 H, .s) , 7. 62-7. 69 (2H, m) , 7. 77 (1 H, d) , 
7. -87(1 H. s), 8. 64(1 H, s) ; MS(EI)m/z 431 (M +) ; tc^MC21H17N7 02 SfDffSM 
(%) C, 58. 45; H, 3. 97; N, 22. 73, Ilj£fit(%) C, 58. 19; H, 4. 03; N, 22. 62. • 

[O3io][H]6g0ij88] x^;u 1 -(3-(2-(4-v^p^;u-2-^7V I J;u)x5 1 -;u)3'x^u)-5- 

(1H-7-h^7V"-;U-5—1';U)-2, 4-v^V-3-(1H, 3H)-t"U$v>7'-t?— h- 

(X?S1) x^;u 1-(3-^K7i-;U)-5-(2-(4-/h^vK>v;U)-2H-xh7l/->'U^5-^ 

;U)-2, 4-v?j-^V-3-(1H, 3H)-t 0 U5v>7-tr— H©-&fiE ■ ■■ 

X^JU 1 -(3--<^-K7'x-;U)-5-(1H-xh7V-;U-5--1';U)-2, 4-v^V-3-(1H, 3H) 

^h^V^>v;U)-2H-Th^V"-;U-5-^;U)-2, 4-v^V-3-(1H, 3H)-t°'JSv>7-tZ-K 

NMR(400MHz, CDCI3 )5ppm 1. 29(3H, t), 3. 78(3H, s). 4. 23(2H, q), 4. 81 (2H, s) , 
5.75(21-1, s), 6. 87-6. 89(2H, m), 7. 24(1H, t), 7. 36-7. 38(2H. m), 7. 40(1 H, ' 
d), 7.77(1H, s), 7.8K1H, d). 8. 30(1H, s). 

[Q3T1]-(XS2) X^;U 1-(3-(2-(4-v^P^;U-2-^7V" , J;U)X^-;U)^x^;u)-5-(2 
-(4->h^V / <>vJl')-2H-^h5V*— ;i — 5-' OU)-2, 4-v^V-3-(1H, 3H) - tf'JSvV 

x^;n - (3— K7i-;U) -5- (2- (4-><MPv'<>v;U) -2H-^h^-^-5-'Ol/)-2 4 
-v^V-3-.(1 H, 3H) -t°U$v>7*-h<!:4-v£P^U-^^ (D 
XUAkmmzmmL.JL^Jl, \-{3-{2-(4r-isOU?T)l-2-=f-T^))l)JL : ?-)\,)Z>JL-)\,)-'o 
- (2- (4-^h^v^>v;U) -2H-xh^V*-;U-5-^U) -2, 4-v^V-3- (1 H, 3H)-t°U5 

NMR( 400MHz, CDCI3 )5ppm 1. 34(3H, t), 1. 91-2! 08(2H, m), 2. 28-2. 39(4H, 
m), 3. 65-3. 74(1H, m), 3. 78(3H, s), 4. 30(2H, q), 4. 81 (2H, s), 5. 70(2H,' s), 
6. 86-6. 88(2H. m), 6. 99(1 H. s), 7. 1 6-7. 1 8(2H, m) , 7. 29(1 H, d) , 7. 45(1 H 
s), 7. 49(1 H, t), 7. 64-7. 67(1 H, m), 7. 67(1H, s). 

[031 2] (XH3) X^;U 1 - (3- (2- (4- v<7P^;U-2-^7l/'J;U)XT-;U)7x-;U) — 5— (1 H 
-7-h^y-;U-5— <;U)-2, 4-v^V-3-(1H, 3H)-t 0| J5v>7-tz-hCD^I$ 
X5MH - ( 3 - ( 2 - <4 - i P ^- 2 - fTV' 1 J >/U) X^ - }l) 37i ~ ;U ) - 5 - ( 2 - ( 4 - > 
vJU)-2H-^rh-7y— JU-5 — f;U)-2, 4-v7t-^rV-3-(1H, 3H) - t°'J5v>7-tr— h^I»J1 
X*l5 < !:E$lz&gU aii%£#7io 

247~249°C(decomp. ) <7PP^UA-n-^s4r^» ; IRvmax cm-1 221 6, 175 

2, 1720, 1656, 1602; NMR(400MHz, DMSO-d6 )5ppm 1 . 22(3H, t) , 2. 18-2. 32(4 
H, m), 3. 63-3. 71UM-U m), 4. 18(21-1, q), 4. 74(2K, d), 7. 55(1 H, s), 7. 65(1 H, 
0, 7. 71 (1H, d). 7. 79(11-1, d), 7. 92(1H, d)., 8. 75(1 H, s) ; MS(EI)m/z 503(M+ ) ; 
7i:*^*ffilC24H2lN7 04S-1/'4H2 0<7)i+l:M(%) C, 56. 74; H, 4. 27; N, 19. 30, ;l^fit 
(%) C, 56. 54; H, 4. 28; N, 19. 12. 

[031 3][H$[#IJ89] 1 - (3- (2- (4- v^P^b-2-f7yU^)lf-;b)7i-;i,) -3-^/U 
-5-(1H-7-h^/-;U-5-l';U)-2, 4-v^V-3-(1H, 3H) -bf'J5v>ra:X^IU 1 - (3 

- (2- .(4.- ^n^f^-z-WJji/Jif-^^;!/) -5- d H-xh^v'-yu-s— f>ii,)-2 

4- (1 H, 3H) -t: U5v>7-t?-f ^H^j56<t|Hl^lcMSL, S^^#tco 

219~222°C(decomp. ) (S^JI^$I: ^PP^JUA-XSy— JU) ; IRvmax cm-1 2220, 172 
6, 1666, 1658, 1604; NMR(400MHz, DMSO-d6 )8ppm 1 . 95-2. 02(2H, m), 2. 20- 

2. 30(4H, m>, 3. 62-3. 71(1H, m), 4. 65(2H, s). 7. 54(1H, s), 7. 65(1H t) 7 7 
1(1H, d), 7. 79(1 H, d), 7. 92(1 H, s), 8. 74(1 H, s) ; MS(EI)m/z 475(M+ ) ; ytk^ 
MC22H17N7 04 S-3/4H2 OCDf+gfjf (%) C, 54. 04; H, 3. 81 ; N, 20. 05, ;!i|£fit(%) C 5 

3, 91 ; H, 3. 93; N, 19. 94. 

[0314][^Jfe#IJ90] 1-(3-(2-(4-v^P^5 l ;U-2-5 l 7V , U>'U)X^-;U)7'i-;U)-3-(4-y 
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h^v^>v;U)-5-(1H-xh^y-;U-5-^^U)-2, 4-(1H, 3H)-eU5v>v^->: 

(Igl) 1-(3-(2-(4-v^P^f;i,-2-f77"Uii/)Xf-j| / )7i^)-3-(4-^h4v^v 

;U)-5-(2-(4->h^v^>v;b) -2H-7 L h7V'->'U-5--1';U)-2, 4-(1H, 3H) - t Q| J5v>v 

1-(3-^K7i-;U)-3-(4->h*v^^^ 
;U-5-^U)-2, 4-(1H/3H)-eg=lv^ 

tfljKftXf^TOlzMgU 1 - (3 - (2- (4-y^P^fjl,-2-f /V'J^If -^)7i-JL) - 3- 
(4-yh+V^>V>/U) -5- (2- (4-^h^rV^>v;U) -2H-^H^V"-;U-5— -2, 4-(1H, 
3H)-t° l J5v>v^->^T ; E;U3'7'X(!:LT^/c 0 

NMR(400MHz, CDCI3 )5ppm 1 . 91 -2. 08(2H, m), 2. 28-2. 41 (4H, m), 3. 65-3. 74 
(1H, m), 3. 77(3H, s), 3. 78(3H, s), 5. 19(2H, s), 5. 76(2H, s) ... 6. 82-6. 88 (4H, 
m), 6. 97(1H, s), 7. 35-7. 37 (2H, m), 7. 41(1H, d), 7. 50(1 H, t), 7. 55-7. 57(2 
H, m), 7. 60(1H. s), 7. 65(1 H, d) , 8. 26(1 H, s). 

[031 5] (1*12) 1-(3-(2-(4-v^P^>;U-2-5 l 7 v / l J;U)X5 l -;U)7x^;i,) -3- (4-;<Mr 
v^>v;U)-5-(1H-7 L h7 4 /-^-5^<;U)-2, 4-(1H, 3H)-e'J5v>v^->(D^^ V 

1 - (3- (2- (4-v^p^;b-2-^7 , v* l >l;u)x^-;i,)3'i- ;u) -3- (4-yH^v^<^vJU)-5- 
(2-(4-^h+v^>v;U)-2H-^h7V"--;U-5->fJU)-2, 4-- (1H, 3H)-t°'J5v>v^->$||i6 
#]1 (DXf^fslfllzMU 3iilC4->h+v^>v J lU-S^1->5)ilM^$t#/'ro 
Mk£ 205— 207°C(decomp. ) (SfSB^jf^^PPTts^A-n-^^) ;IRvmax cm-1 221 6, 171 
8, 1666, 1604;NMR(400MHz, DMSO-d6 )8ppm 1. 88—2. 02(2H, m), 2. 20-2. 30(4 
H, m), 3. 65-3. 69(1H, m), 3. 72(3H, s), 5. 08(2H, s), 6. 82-6. 91 (2H, m), 7. 
36-7. 38(2H, m), 7. 540H, s), 7. 64(1H. t). 7. 71(1H, d), 7. 78(1H, d), 7. 92(1 
H, s), 8. 67(1 H, s) ; MS(EI)m/z 537(M+ ). 

[031 6] [3Ufc#i|9i ] n- O H-^h^V— ;u-5--r;u) -3- (2- (4- v^7P^;u-2-^7V f| J;u) 
x^-;u)K>x>5K:3-(2-(4-v^p^;u-2-^7V*'J;u)x^-;u)$m«<t5-7=y-iH 
-^h^V*-^||^J88<!:(^^lc5aSL v aii^#f-o 

244~246°C(decomp. )(SS H ^^^:^PP7t-x;Ui Jk -n-^-y->) ; IRvmax em-1 2220, 167 
4, 1590; NMR(400MHz, DMSO-d6 )Sppm 1. 84-2. 10(2H, m), 2. 1 9-2. 35(4H, 
m), 3. 68(1H. m), 7. 56(1H, s), 7. 69(1 H, t), 7. 95(1 H. d), 8. 17(1H, d), 8. 41(1 
H, s), 12. 57(1 H, s); MS(FAB)m/z 351 (M+ +1 ) ; ?ci§##rfiiC17H14N6 OS(Dtmi&(%) 
C, 58. 27; H. 4. 03; N, 23. 98, C, 58. 10; H, 4. 00; N, 23. 82. 

[0317][HJ£#IJ92] N-dH-f^ 1 /- ;U-5-^;U)-3-(2-(4— >^P^/U-2-^7V* l J>'U) 
If-JI/)-6->h+V^>X75K: 

(XfI1)3-(2-(4-v^7P^;U-2-^TV f| J>)U)XT- J (U)-6-/h^rV$mi : ^(7)^^ 
##0"Jl8t|sl^lCLTt#bn7iXT;U 3-(2-(4-v^P^U-2--5 1 7 x / l J;U)X ; f- J /U)-6--yh^r 
v?i-JU^Utf'4vb-h£###J1 9<t|5l^l^JiL, 3- (2- (4-v^P^/U-2-^Ty'J;b)x^ 
■fjb) -6-^h^v^m#^#fr 0 

141-1 44°C(decomp. ) (W$S^;t^:^PP7^;UA-n-^-tl-» ; IRvmax cm- 1 2212, 170 
0, 1678; NMR(400MHz, CDCI3 )5ppm 1 . 89-2. 41 (6H, m), 3. 65-3. 74(1 H, m), 4. 1 
2(3H, s) 6. 960H, sj. 7. 08(1 H. d), 7. 77(1 H, dd), 8. 41 (1 H, d) ; MS(EI)m/z 31 
3(M+ ); 7C^*fMC17H15N3 OS-1/4H2 0(Dftg{i£(%) C, 64. 23; H, 4. 91 ; N 4 41 $J 
£{!(%) C, 64. 38; H, 4. 89;N, 4. 16. 

[0318](Xg2) N-(1H-Th^V*— ;U-5-^U)-3-(2-(4-v^P^VU-2-^TV*U;U)X^ 
->/U)-6-*h*v^>X75K<7)£-J5£ 

3- (2- (4-v>7P:7^;u-2-^7yu;u)x^-;u) -6^^ 

-^^HJS0lj88<t[5]^I^SL, i?M£f#7io 

St* 233~235°C(decomp. ) (S^Sa^^^: -7PP^bA-n-^+>->) ; IRvmax cm-1 221 2, 1 68 
0, 1614, 1564, 1528, 1502; NMR(400MHz, DMSO-d6 )5ppm 1 . 88-2. 28 (6H, m), 
3. 63-3. 68(1H, m), 3. 94(3H, s), 7', 30(1 H, d). 7. 50(1H, s), 7. 84-7. 88(2H, 
m), 12. 01 (1H, s); MS(EI)m/z 380(M+ ) ; ^^jlG18H16N6 02 S(DftS:fil(%) C, 56. ' 
83; H, 4. 24; N, 22. 09, $]£fit(%)C, 56. 74; H, 4. 15; N, 22. 35. 

[0319][||M93] N-(1H-^h^V*— ;U-5->r;U)-3-(2-(4-v^P^;U-2-^7' x / , J;U) 

X^-;u) -6— TV^PtK^v-OXTSK: 

(XH1) 3-(2-(4-v>7P:7^U-2-^7'yU;U)^^ 
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##fc]18£|^CLTftbte-fV:7P fcfjU 3-(2-(4— >^7P^;U-2-5 1 Tl/ > 'J > /U)X^- > iU)-6 
-^V?P7t^v:7i-JU;/DJU^ 

1 : 68~170. < t(^S5SJi:^.n-a7H)UA-n--^+»->); IRvmax cm-1 2216 1738 1692 1 
602, 1500; NMR(400MHz, CDCI3 )8ppm 1. 52(6H, d), 1. 89-2. 41 (6H. m) 3 65- 

3. 72(11-1, m), 4. 86-4. 96(1 H, m), 6.96(1H, s), 7. 06(1H. d) 7 74(1 H dd) 8 
43(1 H, d), 10. 98(1 H, s) ; MS(EI)m/z 341 (M+ ) ; 7C^^ v tf jjtC1 9H19N3 OS- 1 /4H2 00) 
*mm%) C, 65. 97; H, 5. 68; N, 4. 05, ;!'J5£fit(%). C, 66. 09; H. 5. 59- N 3 83 
[0320] (Ig2) N - ( 1H-Th^V'-;U-5-^;U) - 3 - (2- (4 - v^P^U- 2 -fP/' J /U) X^ 
-JU) -6-^V^P7f<^v^>X7'5K(D^^ 

3- (2- (4-v-7p^;u-2-^tv' i J;u)x^-;u) -e-^v^PTtm^/lMts-ys/-- 1 h- 

.Hk£ 211~2l4°C(decomp. ) (S^B^^^PP^UA-n-^+l-V) ; IRvmax cm-1 2216 166 

4, 1592; NMR (400MHz, DMSO-d6 )5ppm 1. 34(6H, d), 1. 88-2 30(6H m) 3' 61 
-3. 68(1H, m), 4. 83-4. 86(1H, m). 7. 32(1H, d), 7. 50(1H, s), 7. 80(1H, d) 

7. 91 (1 H, s), 1 1 . 88(1 H, br s) ; MS(EI)m/z 408(M+ ) ; 7cfH»#rfiiC20H20N6 O2 S0tiW- 
fit(%) C, 58. 81; H, 4. 93; N, 20. 57, ;llj^fi(%) C, 58. 61; H,5. 05; N 20 58 
[032l][^jj£#j94] N-(1H^fh7V- ^-5-^;U) -3- (2- (4- v^P^;U-2-5 1 7V*'J;U) 
X^ ~ ;u) - 2 - >^;U^>XTS K : 

(X*f1) 3-(2-(4-v^7P^l,-2-T7y>j;U)X^- i lU)-2->^;i,$mi : ^(D^^ 

##1 8<tis]^[ZL^#bfex^/U 3-(2-(4-y^P^-2-f7 , / l J^)Xf-;b)-2->f;i, 

^;u) -2-^;u-£m#8££#fc 0 

ra£.6 1 1 5°C(S|gBl^^:'j7PP^UA-n-^4 L -y-» ; NMR(400MHz, DMSO-d6 )8ppm 1 85 
-2. 40(6H, m), 2. 55(3H. s), 3. 69(1 H, m), 7. 44(1 H, t), 7. 48(1H s) 7 72(1H 
d), 7. 80(1H, d), 13. 40(1H, br). ' : ' 

[0322] (Xff 2) N-(1H-xh^V*-;U-5--<;U)-3-(2-(4-v^P^;U-2-^TyU;U)X^ 
-JU) -2->5^U^>X75K<D£j£ 

3-(2-(4-v^P^;U-2-T7'y'J/U)XT-;U)-2-^;U$,g^ < t5-75y-1H-^h^/- 
^HM88<t|5ltilZ«lSL, ^M£f#/c 0 

raiiiji 289°C(decomp. ) (S^^S r ^PP/t^Ulx-xSy— ;u) ; IRvmax cm-1 1646; NMR(400M 
Hz, DMSO-d6 )5ppm 1. 85-2. 35(6H, m), 2. 57(3H, s), 3. 66(1H, m) 7 44(1H 
t), 7. 56(1_H, s), 7. 69(1H, d), 7. 80(1 H, d), 1 2. 52(1 H, br s) ; MS(FAB)m/z 365 
(M+ +1) ; 7C^#fitC18H16N6 OS<7)ff-gfi(%) C, 59. 32; H, 4. 43; N, 23 06 ;I^fi|(%) 
C, 59. 13; H, 4. 48; N, 23. 34. '. 
[0323] [^»J95] N-(1H-fh7V- -3- (2- (4- v^P^;U-2-^T7'J;U) 
• X^;u) -4-^;U7|-P^>XT5K: 
(X*|1) 3-(2-(4-v^7P^U-2-5 1 7'y i J;U)X5 1 -;U)-4-7;U^-P$EW^(7)^ 
t#i 1 8 1 m fil I Z LX t# b tlfcX^/U 3 - ( 2 - ( 4 - v>7 p u - 2 - ^TV'J^x^-ju) -4-?;u 
^P7x_;u*M^vb— ##^Ji9<t|Hifi|[z^a3SL. 3-(2-(4— i>-j7P^;u-2-^7y'j J ;u) 

MftjS 156°C(S$Sa^^^:'7PP7tN J /UA-n-^+r^) ; NMR(400MHz, DMSO-d6 )5ppm 1 82 
-2. 35(6H, m), 3. 68(1H, m), 7. 53(1H, t), 7. 60(1H, s), 8. 09(1 H m) 8 21 (1 
H, m), 13. 39(1 H, br), 

[0324] (X*£2) N-(1H^Th77-;U-5-<;U)-3-(2-(4-v^P^U-2-5 l Ty , J;U)X^- 

3-(2-(4^$/$p:7^ju-2-*7y'u^ 

flfc£ 247~259°C(^ H |j#^:'7PP7tx J )UA-X^/- i /U) : IRvmax cm-1 1668; NMR(400MHz D 
MSO-d6 )5ppm1. 85-2. 40(6H, m), 3, 69(1H, m), 7. 63(2H, m), 8 24(lH m) ' 

8 , J?2- (1H ' m) ' 12 ' 50(1 H/ br ): MS(FAB)m/ / z 369(M+ +1);5c^«ffiiC17H13FN6 OS(D 
at3lfii(%) C, 55. 42 ; H, 3. 56; N, 22. 81, ;IJ£fi(%) C, 55. 47 ; H 3 76 N 23 17 
[0325][Sfl£#IJ96] N-(1H-xh7y-;U-5-^;U)-3-(2-(4-v^P^;U-2^-^TV*'J;U) 
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(X?I1) 3-(2-(4-v^7P^;U-2-5 1 7V ,| j;U)X^-;L,)-6-^>IU$m§^(7)^^ 

;t,:7x-;u:b;U7^v^^ 

163-1 65 0 C(decomp. ) (SISa^j#^:^PP^VUA-^y— NMR(400MHz, CDCI3 )5p 
pm 1. 90-2. 00(1 H, m), 2. 00-2. 10(11-1, m), 2. 20-2. 50(4H, m). 2. 68(3H, s), 
3. 70~3. 80(1H, m), 6. 98(1H. s), 7. 29(1H, d). 7. 63(1H, d), 8. 31 (1H, s). 
[0326] (1^2) N-(1H-^f^y-;U-5-^;U) -3-(2-(4-v<7P^^-2-5 1 7 % / , ;;U)X5 1 

\3-(2-(4~S/$P:7^/U^2^7yy^ 

)y^mmm88tmmizmmu mm^mtz 0 

250~253°C(decomp. ) (S$£il^:^PP*JUA-^/— JU) ; NMR(400MHz, DMSO-d 
6 )5ppm 1. 80~2. 00(1 H. m), 2. 00-2. 10(1H. tn), 2. 20-2. 40(4H, m), 2. 55(3H, 
s), 3. 60-3. 80(1H, m). 7. 49(1H, d), 7. 57(1H, s), 7. 77(1 H, d), 7. 97(1 H, s), 
8.02C1H, br), 12. 52(1H, s) ; MS'(FAB)m/z 365(M+ +1 ) ; :rc^##rfiiC18H16N6 OS-3/ 
4H2 0(Dltl:fi(%) C, 58. 52;H, 4. 52; N, 21. 55, ;fj^fit(%) C, 58. 75; H, 4. 59; N 21 

35. •■ ■ ' 

[0327][HffiM97] N-(1H-i L h^7-^-5-^;U)-2-(2-(4-v^P^5 l ^-2-^7V*'J 

(Xfi1) 2-(2-(4-v^P^f^-2-f7y i JJb)lf-;i/)$Sfi©^^ 
##0iJl8<!:l^l^l^LTt#bn7cX^ 1 ;U 2-(2-(4-v^P^;U-2-^T % / , J;L/)x5 1 -;U)^xzi;u^ 

jb7f-^vb-h£\ ##$Ji g^fiiz^su 2— (2-(4- v^p^;u-2-^7v r u;u)x^-;u)$,it 

,, ; "■ : 

142~145°C(decomp. ) (BI£JI/*§Ji£: £PP7t^UA-,W— il) ; NMR(400MHz, DMSO-d 
6 )5ppm 1. 80-1. 90(1 H, m), 1 . 90-2. 00(1 H, m). 2. 20-2. 50(4H, m), 3. 70-3. 
80(1H, m), 7. 08(1H, s), 7. 50-7. 70(4H, m), 1 2. 50-1 2. 70(1 H, br). 
[0328] (X||2) N- (1 H-fh7V"-il'-5-^JW -2- (2- (4- v7P^f /b-2-f TV^^Xf 

;u)^>X75K(D£j£ 

2-(2-(4-v<7P^5 l ;U-2-^TV"U^)XTx;U)$m^<t5-7'5y-1H-T^V/-;U$|ISg#J 

88t(5]#iz^sL. mmvuzmtz, 

1 68-170°C(decomp. ) (S^B^jt^r^PP^UA-y^y— )U) ; NMR(400MHz, DMSO-d 
6)5ppm 1. 80-1. 90(1H, m), 1 . 90-2. 00(1 H. m), 2. 1 0-2. 40(4H, m), 3. 60-3. 
80(1H, m), 7. 07(1H, s), 7. 50-7. 70(4H, m), 12. 20(1H, br) ; MS(FAB)m/z 351 
(M+ +1). 

[0329][HM98] (E)-5-(2-(3-(2-(4-v<7P^U-2-^Tyj;U)X^-;U)7x^U)X 
X-;U)-1H-T-h^l/— 

(.111 ) (E) -5- (2- (3— Y^K^x^Wx^-yu) -2- (4->h^V^>v;U) -2H-^h^/-;U 

(E)-5-(2-(3->T^K7i-;U)Xx-;U)-1H-^h7V*-JU^IIMl(DXfl3tl^|$|ZffiSL> 
(E) -5- (2- (3-^h*7ix;U)XT-;U) -2- (4->h^rV^>vJU) -2H-xh^/-JU£f#f:: 0 

115~116°C(S|gBH^:^PP7tx;UA-n-^+r»; NMR(400MHz, GDCI3 )8ppm 3. 80 
(3H, s), 5. 69(2H, s), 6. 88-6. 92(2H, m), 7. 1 0(1 H, d) , 7. 1 1 (1 H, t) , 7. 34-7. 
37(2H. m), 7. 48(1H. d), 7. 59(1 H, d), 7. 64(1 H, d), 7. 88(1H, s) ; MS(EI)m/z41 
8(M+ ) ; 7C^^*f<iC17H15IN4 O0lt^il(%) C, 48. 82; H, 3. 62;N, 13. 40, M%.W(%) C, 
48. 99; H. 3. 72; N. 13. 24. 

[0330] (XH2) (E)-5- (2-(3-(2-(4-v^P^;U-2-^7V* l J;U)X^- J IU)7x^;i.)X^- 
)l) -2- (4->h^Fv^>v;U) -2H-^h5 v y-;K7)^J* 

(E) -5- (2- O-^K^x^U)!^- ;U) -2- (4-^MF-V^vJL/) -2H-xr-^V"-;U<t4— ><7 

P^U-2-X^;^TV-;U$||Jg^lJ1(7)X|i4<!:|Hl^|zML, (E) — 5— (2 — (3 — (2 — (4 — v^7 
p:?W-2-^77*V;U)X^:^ 

NMR(400MHz, CDCI3 )5ppm 1. 91 -2. 08 (2H, m) , 2. 30-2. 30(4H, m). 3. 66-3. 74 
(1H, m), 3. 80(3H, s), 5. 70(2H, s), 6. 89-6. 92(2H, m), 6. 96(1H, s), 7, 14(1 
H, d), 1. 35-7. 41 (3H, m), 7. 53-7, 56(2H, m), 7. 68(1H, d), 7. 75(1 H, s) . 
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[033 1 ] (XH3) (E) -5- (2- (3- (2- (4- iyOU^^)l-2-^TV) )l)2L=F-)l)Z>Ji-)V)X.^- 

;u)-iH-xh^y-;u7)£j£ 

(E)-5-(2-(3-(2-(4-v^p^5 1 yu-2-^7yu;i/)x^±/u)7x-;i,)xr-;u)-2-(4-yh 

+v^>v;U)-2H-T-h^/-;U^Hffi0iJ1 (DXflS^filz&IIU Sffitl^fo, 

158~168°C(decomp. >.(S^SiS^:.^nP*;l/A-n-^++f->.) ;• JRvmax cm-1 2216, 165 
0, 1598, 1574, 1554, 1 504; NMR(400MHz, DMSO-d6 )5ppm 1. 86-2. 03(2H, m), 
2. 18-2. 33(4H, m), 3. 63-3. 71 (1H. m). 7. 47(1H, d), 7. 53(TH, s), 7. 54(1 H, 
t), 7. 63-7. 67(1H, m), 7. 65(1 H, d), 7. 83 (1 H, d), 8. 04(1 H, s) ; MS(EI)m/z 333 
(M+ ) ; 7C^#ffaC18H15N5 S(DltM(%) C 64. 84; H, 4. 53; N, 21: 01 ;II£fit(%) G 6 
5. 05; H, 4. 60; N, 20. 70. 

[O332][HJ||0IJ99] (E)-5-(2-(3-(2-(4-v^P^;U-2-^TV"U;U)X^-;U)7i-;U)- 
1 -^Q^-l --f;U)-1H-xl-7V'— ;u: 

(Xff1) (E)-5-(2-(3-> TtI-KT'x-^-I -^P^>-1->l'jU)-2-(4-^h^V^>v;U)-2 

(E) — 5— (2 — (3-^K^x- JU) - 1 -^P^>- 1 — OU) - 1 H -"rt-^J-JUZmMm (DT.U 3t 
IhI^ML, (E)-5-(2-(3-^K7x-;U)-1 -^PX>-1 -^u)_2-(4-^h^-v'<>V 
)l)-2H-T^J-)i>$:T : E)lZ>77,t.LTmz 0 

NMR(400MHz, CDCI3 )5ppm 2. 66(3H, d), 3. 79(3H, s) . 5. 72(2H, s), 6. 75-7. 45 
(8H, m), 7. 88(1H, s). • 

[0333] (Xg2) (E)-5-(2- (3- (2- ;U-2-f yV^^lf-^J^i-Jb) - 1 - 
^P^>-1-^;U)-2-(4-yh+V^>v;U)-2H-irh7V- J ;U(D^i?)t 

(E)-5-(2-(3— r^-F^x^U) -1 -^P^>-1 -^U) -2-(4->h^v^>v;U) -2H-7 L h7 
V*-;U<!:4-v^P^5 l ;u-2-xT-;u^7V r -;u^|gJ6^J1 C0XH4<!:^1ilzMaL, '(E) -5- (2- (3 
-(2-(4-y{7P^b-2-f7 , ; i J^)lf-Jl/)7i-^)-1 -^P^>-1 — T;U)-2-(4->h 

NMR(400MHz, CDCI3 )Sppm 1. 85-2. 44(6H, m), 2. 62(3H, d), 3. 70(3H, s), 3. 80 
(3H, s), 5. 72(2H, s), 6. 86-7. 80(1 OH, m). 

[0334] (XH3) (E) -5- (2- (3- (2- (4- iy<7a^)l-2^7V i J)^)T.^- ;U)?x_;U) - 1 - 
^P^>-1 -1 H-xh^y— 

(E) -5- (2- (3- (2- (4- vv'P^5 1 ^-2-^7'y i J;U)X5 L -;U)7x^ J /U) -1 -^P'O- 1 
Jl) -2- (4^^K^rv^>v;U) -2H-xK^y-;U$IIJfe#lJl (7)X|i5<!-|Hl^l^IiL, SM^$#7io 
134-135°C(Slpa^jijlJ:'5'PP't;;UA-n-^-^» ; IRvmax cm-1 221 6 ; NMR(400MH 
z, DMSO-d6 -CDCI3 )5ppm 1. 85-2. 42(6H. m), 2. 68(3H, d), 3. 69(1 H, m), 6. 80 
(1H, s), 7. 15(1H, s), 7. 48(1H, t), 7. 58(1 H, d) , 7. 63(1H, d), 7. 78(1 H, m) ; M 
S(FAB)m/z348(M+ +1); 7C*MfilC19H17N5 S- 1 /4H2 0(DtiW.m(%)C. 64. 84; H, 5. 
01; N, 19. 90, ;!i]£M(%) C, 65. 01; H, 5. 06; N, 19. 89. 

[0335] 100l (E)-5-(1-(3-(2-(4-v^P^;U-2-^TV r| J;U)X^-;U)7'x->IU) 
- 1 -zfu ^> ^ 2 — - 1 H -T-h^ ;U : 
.(XHD (E)-5-(1-(3W*F:7x-;U)-1-;/P^>-^ 

(E)-5- (21 (3-^K3'x-;U)-1-^PX>-2— f./^-IH— xh^V— Jl^HJfeflJl <DX;g3<t|w| 

tRKMU (E) -5-.( 1 - (3->r^-K7x-;i,) -1 — -7P/*>-2--OU) -2- (4->h^v^>^;u) 

-2H-^h^V*-;U^7 : E;U7'7'XtL'C#/co 

NMR(400MHz, CDCI3 )8ppm 2. 34(3H, d). 3. 80(3H, s), 5. 69(2H, s), 6. 90(2H, 
d), 7. 13(1H, t), 7. 47C3H, m), 7. 63(2H, m), 7. 76(1H, s). 

[0336](Xfl2) (E)-5-(1-(3-(2-(4-vi7P^U-2-^yv*'/;U)X^- > IU)7x^U)-1- 
^P^>-2-^;U)-2-(4->H^V^>vJU)-2H-7 L h^V*-;U(D^/5e 

(E) -5- (1 - (3-^K^x- )V) -1 -^pX>-2-^VU) -2- (4-yh^V^>v;U) -2H-T"h^ 

v*->/^<!:4-v^p^;^-2-x^- J l^^TV , -^^ Hffi^^x^t^icMSu (E)-5-(i -(3 

-(2-(4-v^P^-2-f7V* l JJb)lf-W7i-;i,)-1-^n^>-2- 
*v^>v^)-2H-Th7V-^ 

NMR(400MHz, CDCI3 )8ppm 1. 85-2. 40(6H. m), 2, 38(3H, d) , 3. 70(1 H, s) , 3.77 
(3H, s), 5. 70(2H, s), 6. 90 (2H, d) , 6. 95 ( 1 H, s), 7. 38(2H, d), 7. 43(1 H, m), 7. 
51(1H, m), 7. 64(1H, br s), 7. 71 (1 H, brs). 
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[0337] (XH3) (E) -5- (1 - (3- (2- (4-v^P^;U-2-^Tl/'J;U)X^- J ;U)3'x^>iU) -1 - 
- 2 - A )l) - 1 H - x h^l/-;KD 

(E)-5-(1-(3-(2-(4-v^P^>;U-2-^7y , J;U)l5 l -;U)7xii J /U)-1-^P^>-2-< 

ju) - 2- (4-yh^v^>v;u) -2H-Ti^-vu£!ijiMi ^x^s^iiicMJiu mm^m^ 

134-1 36°C(SiitpBl^^:^PP7tN;UA-n-^-^» ; IRvmax cm-1 2216; NMR(400MH 
z. CDCI3 )8ppm 1. 85-2. 40(6H, m), 2. 42(3H, d). 3. 78(1H, m), 7. 04(1H, s), 7. 
35-7. 45C4H, m), 7. 61(1H, s) ; MS (EI) m/z 347 (M O ; T^^MCI 9H1 7N5 S0M\U\& 
(%) C, 65. 68; H. 4. 93; N. 20. 1 6, Ii|£fit(%) C, 65. 40; H, 5. 05; N, 19 89 . 
[0338] [HJfc#j 101] (E)-5-(2-(4-(2-(4-v^P^;U-2-^TyU;U)X^-;U)-2-^X 

-;u)-2-xt--;u)-th— rh^/-;u: 

(xm.1) (E) -5- (2- (4-^P^-2-TX- ;U) -2-X^-;U) -2- (4->h+v^>v;U) -2H- 

(E) -5- (2- (4-^P^-2-^X~ ;U) -2-Xt--;1,) - 1 H-J-\-^J-)U%mmmi(DJLm3tm$. 
KMU (E)-5- (2-(4-7*P : E-2-fI-;i,) -2-Xx-;U) -2- ^-^MrV^V^U) -2H 

83~84 0 C(S$S^jg^:^PP^/l < ix-n-'N^r+^»; NMR(400MHz CDCI3 )8ppm 3. 79(3 
H. s), 5. 67(2H, s), 6. 88-6. 95(2H. m), 7. 07(1 H, s), 7. 1 7 (1 H, s) , 7. 34-7 3 
6(2H, m). 7. 85(1 H, d). " 

[0339] (XfM2) (E) -5- (2- (4-^K-2-^X-;U) -2-Xx^;u) -2- (4->h^V^>V 
;U) -2H-Th^V" > -;KD^ii)t 

(E) -5- (2- (4-^P^E-2-^x- ;u) -2-Xx-;U) -2-(4->h+v^>y;i) -2H-7 L h7 % / 
-;U^HJfe0'Jl6(DXff2<!:|5]^I^SL. (E)-5-(2-(4--fth'-2-fI-;i,)-2-If-;W-2 

-(4->h+v^>v;b)-2H-xh^V-;u^#fco 

103-1 04°C(S^B^;^^:'7PP7K;i>A-n-^4-x>) ; NMR(400MHz. CDCI3 )5ppm 3. 80 
(3H, s), 5. 68(2H, s), 6. 89-6. 94(2H, m), 7. 13(1H, s), 7. 34-7. 37(3H m) 7 
73(1H, d). ' 

[0340] (X?13) (E) -5- (2- (4- (2-(4-y^P^-2-f7 , / l JJWlf-Jl/) -2-^X- 
;b) -2-If-Jl/) -2- (4->h+V^>v;U) -2H-T 1-7*7— JKO^fifc 

(E) -5- (2- (4 — fth-2-fI-;U) -2-X-r-JU) -2- (4->M^>'<>v;U) -2H-xh : 7V* 

-JU<!:4-v<7p-7>;u-2-xx-;Ux7^ 

-(2-(4-y^P^;l,-2-f7V*U;i/)lf-;W-2-fl-Jb)-2-lf-W-2-(4-y 

ifeiS 133-1 35°C(S$SBa^li:<7PP^UA-n-^+>-»; NMR(400MHz CDCI3 )5ppm 1 . 90 
-2. 10(2H, m). 2. 28-2. 38(4H, m), 3. 64-3. 73(1H, m). 3. 80(3H, s), 5. 68(2 
H, s), 6. 89-6. 92C2H, m), 6. 94(1 H, s), 6.95(11-1, d) , 7. 34-7. 37 (2H, m). 7. 5 
6(1 H, s). 7. 74(1H, d). 

[0341 ] (XH4) (E) -5- (2- (4- (2- (4-y^P7"f JI.-2-f 7 , ; i J;Wlf-^)-2-fI- 
;U)-2-Xx-;U)-1H-xh7y-yU(D^i3g 

(E)-5-(2-(4-(2-(4-v{7P»-2-f7V" l J;i')lf-^)-2-fX-JI/)-2-If-i 
-2-(4-yh^v^>v;U)-2H-xH^ 

156-1 63°C(decomp. ) (S#nll^^:^PP7t^UA-n-'\^+f:>) ; IRvmax cm-1 2216; NM 
R(400MHz, DMSO-d6 )5ppm 1. 83-2. 05(2H, m), 2. 1 8-2. 32(4H, m), 3. 62-3 7 
0(1H, m), 7. 12(1H, d), 7. 52(1H, s) . 7. 74(1 H, s) . 7. 80(1 H. d), 8. 21 (1H, sj ■ M 
;S(EI)m/z339(M+); 7cSt##rfIC16Hl3N5 S2 • 1 /4H2 0<D§Tfffil(%) C, 55. 87; H, 3 96- 
N, 20. 36, ;iJ^fi(%) C, 56. 11 ; H, 3. 92; N. 20. 32. 

[0342][HjS#J1 02] (E) -5- (2- (5- (2- (4-»^P^x;U-2-x7V*'J;U)Xx-;U) -2-^> 
V [b]xX~;U) -2-Xx-JU) -1 H-xh^y— ;U: 

(Igl ) (E) - 5-(2-(5-(tK-2-X>y[b]f -2-Xx-;W-2 - (4-yh+v^>v 

;U) -2H-xh7V'-;K7)^ 

(E) - 5- {2- (5^^h-2-Ky;[b]fiz;| / ) -2-If-;W -1 H-x^V-^^Uffi^JI (DX 
H3<!:|Hi^icMU (E)-5-(2-(5--ftK-2-^y;[b]fI-^)-2-If-;i/)-2-(4-4 - 
^rV'OvJW -2H-7 L ^/-VU^#/co 

144-146 0 C(SM B l^:'7PP7tN;UA-n-^H7»; NMR(400MHz, CDCI3 )5ppm 3 80 
(3H, s), 5. 69(2H. s). 6. 90(2H. d), 7. 00(1 H, d), 7. 26(1 H, s), 7. 36(2H, d), 7. 
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52(1H, d), 7. 59(11-1, d), 7. 87(1H, d), 8. 08(1H, s) 

[0343KH12) (E)-5-(2-(5-(2-(4-v^P^yU-2-^7V''J;U)X^-;u)-2-K>V 

[b]^X-;u)-2-Xx^U)-2-(4-^h^V^>v;U)-2H-xh^y-^(7)^ 

(E2-5- (2- .(5-> f7|-K-2-^>V*[b]^X-;U) -2-If-iL') -2- (4->M^X>v;U) -2H 

-Tf77-;u<!:4-v^p:?^/u^^ (e)-5- 

(2-(5-(2-(4-v^P^;U-2-^7V*U;U)X^-;U)-2-K>y[b]^X^;U)-2- 
-2- (4-^MrV^>v;U) -2H-^h7y-7U^#^ 0 

145~148°C(Si|ga B a^:^PP7tx;UA-n-^^» ; NMR(400MHz, CDCI3 )8ppm 1 89 
-2. 11(2H, m). 2. 30-2. 41 (4H, m), 3. 68-3. 76(1H. m), 3. 80(3H s) 5 70(2 
H, s), 6. 89-6. 92(2H, m). 6. 95(1H, s), 7. 02(1H, d), 7. 38-7. 35(3H m) 7 5 
2(1H, d), 7 77C1H, d), 7. 89(1H, d), 7. 96(1H, s) • 

[0344] (X*i3) (E)-5-(2-(5-(2-(4-^P^;U-2-^7yU;U)X^-;U)-2-^>V' 

[b]^X-;U)-2-Xx-;b)-1H-xh7l/-JU(D^^ 

(EJ-5-(2-(5-(2-(4-v?P:7^ 

j7WU)-2-(4-yh*v><>^ 

222~224°C(decomp.'.) mm&%k: : 5anft)\,A-JL$J--jl,.- n ^ttl') ; IRvmax cm-1 
2216, 1638; NMR (400MHz, DMSO-d6 )5ppm 1 . 86-2. 03(2H m) 2 21-2 31 (4H 
m), 3. 63-3. 72(1 H, m), 7. 1 1 (1 H. d), 7. 53(1 H, s), 7. 64(1 H, ' d) 7 82(1 H s) ' 
7. 98(1H, d), 8. 12(1H, d), 8. 20(1H, s) ; MS (FAB) m/z 390 (M+ + 1 ) ; TC^S^ffi iic20 
H15N5 S2 <7)H-3ffS(%) C, 61. 67;H, 3. 88; N, 17. 98. ;t|^fit(%) C, 61. 97; H, 3. 99; N, 
17. 61 . ■ 

[0345] 1 03] N- O- (2- (4- v^P^;U-2-^7V*U;U)X^-;U)^ x ^U) -1 H-xh 

vV*-;U-5-*;U7n'^5K: 

(Xg1)N-(3-(2-(4-y^P^f;b-2-f7y i J;b)lf-;i/)7iZJl / )-2-(4-> 

3-(2-(4-v>7P^;U-2-^7'V* , J;U)X^- J ;U7-ij>509mg x ###J1 9(7)*>M?>g£l 14g 
1 -X^;U-1 ' -( 3 _^ 5 i ; , UT5/ )^ Pt: ° > , U:t);u ^ >f5KjS ^ 1 04gSU*4-v>t5 1 >/U75yt o 'Jv> 
598m g U^^b^b>10ml^n^. ^;gT?15B#P B 1}i^L7i 0 &£&£^PP*;UA1 OOmlTri&fRL 

m^')i3¥)^mi^ti-7A<7a -?h?77j-(®lh : n-^4-9"> : Bil^l/=3: 2) t#b 
^II^^PPTtx^A-X-^U^bS^rHL. N-(3-(2-(4— ><7P^U-2-^7'y'J;U)X 

~ 2 ~ ( 4 ->^>^>v^) -2H-fH7y-;u-5-*;U7K^sKig$^fetf^ 

Ii£l14~115°C; NMR(400MHz, CDCI3 )5ppm 1. 88-2. 1 1 (2H, m), 2 27-2 41 (4H 
m), 3. 72(1H, m), 3. 80(3H, s), 5. 79(2H, s), 6. 90(2H, d). 6. 96(1 H, s) 7 37- 
7 42(4H, m), 7. 77(1H, ddd), 7. 78(1H, s), 8. 06(1 H, s) ; 7C^^{IC25H22N6 02 S 
<&lt$Ug(%)C..63. 81 ; H, 4. 71 ; N, 17. 86, ;I']£M(%) C. 63. 73; H 4 84- N 17 78 
[0346] (1*12) N-(3-(2-(4-v^:?^-2-^^^ 

;u-5-*;u^+)-5K(D^ 

n-(3_-(2-(4-v^p:t>;u-2-^7^^^^ 

214-21 5°C(decomp. ) (S$£iHi£$£: ^PP^UA-X^y— ;U-n-^+|-» ■ IRvmax cm-1 
2216, 1660; NMR(400MHz, DMSO-d6 )5ppm 1 . 85-2. 06(2H/ m) 2 20-2 51 (4H 
m). 3. 68(1H, m), 7. 44-7. 52(3H, m), 7. 95(1 H, d), 8. 1 6(1 H, s) ; 7cm^MC17 
H14N6 OSCDl+^M(%) C, 58. 27 ;H, 4. 03; N, 23. 98, ?Ii]£fif(%) C, 58 1 5- H 4 25 - N 
23. 55. ' ' ' ' ' 

[O347]_[«0j1O4] N-(3-(2-(4-v^7P^;i,-2-^7'V" l J;U)X5 1 ->lU)-2-yT;U7'x-;U) 
-1H-xh^/-;U-5-*;U7fC^=K:(Xmi) 3-(2-(4-v^P^;U-2-^7iJ;U)X^- 

)D -2-^;ut-u>(d^jS , 

u $\$Wi^%mMtmmzmmLT. 3-(2-(4-y')p^-2-f7v*ij;i,)if-Ji,) -2-> 

NMR(400MHz, CDCI3 )Sppm 1. 91-2. 40(9H, m), 3.70(1H, m), 6. 71(1H, dd), 6.9 
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4(1H, s), 6. 99~7. 05(2H, m). 

[0348](XH2) N-(3-(2-(4-v^P^;U-2-T7V ,, J>'U)X^-;U)^2-^U7i-;U)-2 

-(4->h^v^>v^)-2H-^h^y-;u-5-^;u^>it5K(D^jS 

###J1 9(D2l>lU*'>gn . 26g. &?#Hb*;j--;K). 5mll^H^X>5ml7it>*M^m(DDMF$in^. 3B# 
HJafSftiggELfco Sf5;^^* Lfco ?i^$it^>TFb>20mll^^L, C*i£3-(2- (4-v>7 

P^5 1 ;U-2-5 1 7V"U;U)X5 1 -;U)-2-^;U7-ij>966mg7iU:K'JX^^T5>.0. 8ml<7>t_Ht:>^ 

b>20mi^iz. 0°cT*MftT\zMz.tz o ®iTMT&. m-m^m : M-d2mi\m.WLtzo mmi NJ__ir 

/-;U=100:1)T?mML. N- (3- (2-(4-v^P^;U-2-^7'V ,| J;U)X^-;U) -2->f ;U^x 

-2- (4-p<h^v^>v;i^ 

NMR(400MHz. CDCI3 )5ppm 1 , 92—2. 08(2H, m), 2. 28-2. 40(4H, m), 2. 56(3H 
s), 3. 66-3. 72(11-1, m). 3. 80(3H, s), 5. 80(2H, s), 6. 90(2H, d), 6 97(1H s) 
7. 27(1H, t), 7. 42(2H, d), 7. 46(1H, d), 8. 11 (1H, d), 8. 82(1H s) 
[0349]_(XH3) N-(3-(2-(4-v>>P^;u-2-^7'V''J;U)XT-;U)-2-^;U7x-;U)-1 

-2-y^;u7x- _u) -2- (4->h 4-X>s?;u) -2H-TFh^v"-/u-5-^;U/-t?Jr-y-5K^ll^ji 0 

<tk£ 190-1 91 0 C(decomp. )(S^B^^:^PP^;UA-X^/—;U-n-^+|->) ; IRvmax cm-1 , 
2208,1700, .1672, 1600, 1542, 1504; NMR(400MHz, DMSO- d6 )5ppm 1. 88-2 03 
(2H, m), 2. 19-2. 31 (4H, m), 2. 42(3H, s), 3. 63-3. 72(1H, m), 7. 36(1H, t). 7. 
51-7. 54(1 H. m), 7. 54(1H. s), 7. 60(1 H. d) , 1 0. 96(1 H, s) ; MS(FAB)m/z 365 
(M+ +1); 7C*^ffifi|C18H16N6 0S(Dfta:M(%) C, 59. 32; H, 4. 43; N, 23. 07, ;Ii|^fit(%) 
C, 59. 28; H, 4. 34; N, 23. 26. 

[0350]_[^^j105] N-(3-(2-(4-v^P^;U-2-^Tl/U;U)XT^U)-6->5 1 ^7x- < /U) 
-1H-7-h7V*-;b-5-^l J /U^-9-5K: (XH1) 3- (2- (4- v>7P^;U-2-^TV*'J;U)X^- 

U 3l£$^###lj1 7<t[5]#|-MSLr. 3- (2-(4-v^P^^-2-f7 , / l J;b)lf-JW -6-> 

125~126 0 C(S^M^iI:^PP^UA-n->N4r+l->) ; IRvmax cm-1 3460, 3348, 2980 2 
940. 2200, 1624, 1 566 ; NMR(400MHz, CDCI3 )8ppm 1. 90^2; 07 (2H, m), 2. 17(3H, 
s), 2. 28-2. 38C4H, m), 3. 63-3. 70(1 H, m), 6 . 88 (1 H, d) , 6. 91 (1 H, s) 6 94(1 
H, dd), 7. 03(1H, d); MS(FAB)m/z269(M+ +1); 7c^^fiC16H16N2 S(7)Itl:|l(%) 
C, 71. 60; H, 6. 01 ; N, 10. 44, ;#j£M(%) C, 71. 32; H, 5. 85; N. 10. 37 
[0351 ](XH2) N-(3-(2-(4-y^f;i,-2-f7 , ; i JJI/)lf-^) -6->^U7x_;U) -2 

-(4-yh^v^>v;u)-2H-^h^v*-;u-5-* J /U7n'^-y-5K0^jt 

##M1 9<Z)*;U7tt'>ig<_:3- (2- (4- v^P^;u-2-5 1 7v* l j;u)x^- ;u) -6-/^;ut-U>^H 

M^J1 04(DX^2<!:P^lcMU N- (3- (2- (4- v^P^;U-2-^7y'j;U)X^-;U) -6- >^ 
^7x-;U)-2-(4-^h*v^^^ 

M^138~140 o C(S^Bl^«:/7PP^UA-n-^JF^>) ; IRvmax cm-1 3408, 2212, 1704, 1 
614; NMR(400MHz. CDCI3 )8ppm 1. 93-2. 07(2H, m), 2. 29-2. 36 (4H, m) 2 39*3 
H, s), 3. 66-3. 71 (1H, m), 3. 80(3H, s), 5. 80(2H, s), 6. 89-6. 91 (2H, m) 6 9 
4(1H, s), 7. 23(1H. d), 7. 35(1H. d), 7. 40-7. 42(2H, m), 8. 32(1 H. s) 8 78(1 
H, s); MS(FAB)m/z485(M+ +1); 7t^^j|C26H24N6 02 S(7)I+Sfil(%)C. 64. 44- H 
4. 99; N, 17. 35, ;I)^fit(%) G, 64. 22; H. 5. 14; N, 17. 64 

[0352](X^3) N-(3-(2-(4-v^P^T;U-2-T7y i J;U)X^-;U)-6-^;U7x-;U)-1 

;u-5-*;U7KJp+^SK(D^jig 

M- (3- ^(2-^4-v^P^U-2-^7l/'JVU)X^- > IU) ^ -6-^;^x-;U) -2- (4->h^V'<> 

v;u) -2H-- rh7V"-;u-5-*;u7K^-y-5K^H^ji 0)i:m5tmmizm^umm^mz o 

HfcjS. 214~215°C(decomp ) (S$Sh^;W : ^PP^^A-X^/— ;U- n -^+)-» ; IRvmax cm-1 
3412, 3092, 2204, 1710, 1 570; NMR(400MHz, DMSO-d6 )8ppm1 85-2 02 (2H 
m), 2. 20-2. 31 (4H, m), 2. 50(3H, s), 3. 64-3. 70(1 H, m), 7. 41(1H d) 7 50- 
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7. 51(1 H, m), 7. 54(1 H, s), 7. 68(1 H, s), 10. 84(1 H, s) ; MS(FAB)m/z 365(M+ + 
1) ; 7C^^UffIC18H16N6 OS"1/4H20£Df+l:M(%)C, 58. 60; H, 4. 51 ; N 22 78 JH^t 
(%) C, 58. 76; H, 4. 53; N, 23. 16. 

[0353] 106] N-(3-(2-(4-v^P^;U-2-^TV , 'J;U)XT-;U)-2-yh4 : -v3'i- 
;U)-1H-^^V— JU-5-*;U7K^r-9-5K: 

3-^K-2-p<h^V-KP^>iz><!:^^^ 

HU 3I£$I£###J1 7t|5]^|zMLT. 3- (2- (4- v^P^U-S-^TVU ^)X^-^) -2- 

NMR(400MHz, CDCI3 )5ppm 1 . 90—2. 07 (2H, m), 2. 28-2. 39(4H, m) 3 65-3 74 
(1H, m), 4. 00(3H, s), 6. 77(1H, d), 6. 88(1H, t), 6. 92-6 94(2H m) 
[0354] (X?S2) N- (3- (2- (4-v^P^;U-2-^yv*'J;U)X^-/U) -2- >h^V^x-;U) -2 
-(4-/K+V'<>v;U)-2H-^h7 x y— JU-5-*VU7K^i*=K<D£/?£ 
; ##M1 9(D*;U7n>^3-(2-(4-v^P^;U-2-^7V'''J > /U)x^-^)-2->h^v7^'J>^ 
^^J104(DI?I2<!:|^^|ZML, N-(3-(2-(4-v^P^;u-2-^T7'J;u)x^-;u)-2-^ 
^V^i-jU) -2- (4-*h^><>v;u) -2H-^h^v"-;u^5-^;u^W5K^#/i: 0 

ra4£ 137-138°C; IRvmax cm-1 3384, 3100, 2212, 1704, 1606; NMR(400MHz, CDCI3 )5 
ppm 1. 91-2. 09(214, m), 2. 29-2. 40(4H, m), 3. 68-3. 73(1 H, m), 3 80(3H 
s), 4. 17(3H, s), 5. 80(2H, s), 6. 90(2H, d), 6. 99(1H, s), 7. 13(1H, t) 7 34(1 

H, d), 7. 42(2H, d), 8. 58(1H, d). 9. 56(1H, s) ; MS(FAB)m/z 501 (M+ +1 ) • jtMft 
MC26H24N603 S-1/4H2 O0ffl:fi(%) C, 61. 83; H, 4. 89;N. 16. 64, M^M(%) C 6 

I. 96; H. 4. 87: N, 16. 19. 

[0355](Xfl3) N-(3-(2-(4-v^7P^;b-2-^7y i J;U)X5 1 ->»U)-2-^h+V^;U^i- 

;u)-iH-xh7y-;u-5-^;u^+i-=K(D^ 

N- (3- (2- (4- v^P^f^-2-f7 , ; i J^)lf-;W -2->h+V^x-;U) -2- (4-pt^v^ 

>v;u) -2H- T h7V-^-5-^;u^-y-5F$ll^ji 0xm5<!:i^ic&guaM^#f- o 

Sfe* 220-221 0 C(decomp. ) (S^^h^:^PP7K;UA-X^/— ;U- n -^+|->) ; IRvmax cm-l 
3384. 3090, 2212, 1606; NMR(400MHz, DMSO-d6 )5ppm 1. 86-2 03 (2H m) 2 2 
1-2. 33(4H, m), 3. 64-3. 72(1 H, m), 4. 03(3H, s), 7. 27(1 H, t). 7. 53(1 H.' d), 
7, 56(1H, d), 8. 02(1H, d), 1 0. 32(1 H, s) ; MS(EI)m/z 380(M+) ; ^^<jtC18HI6N 
6 02 S0^W.m%) G, 56. 82; H, 4. 24; N. 22. 10. ;Ii]£fit(%) C, 56. 63; H 4 38 : N 2 
1. 73. ' . . - ' ' ' 

[0356][^M107] N-(3-(2-(4-v^7P^;U-2-5 1 7 7 V f, >l^)X^- > /U)-6->h^V^x^ 

;u)-iH-xh^y-;u-5-;b;u7n>+^K: 

(XH1 ) 3- (2- (4- v^P^;U-2-5 1 7l/ , j;U)X^- ;U) -6->h*v7-'J><Z>£$ 
3-^K-6->h^v-Hp/<>^>i4-f>>7p^5i j / t/ _2-x^-;u^Tl/— ^ ;U£###j1 ei^tilz&i 
1U 3l£^##f^7<h|^*il^3ILT,3-(2-(4-v^ 

NMR (400MHz, CDCI3 )5ppm 1. 89-2. 07(2H, m). 2. 28-2. 38(4H m) 3 63-3 72 
(1H. m), 3. 87(3H, s), 6. 75(1 H, d), 6. 89(1 H, s), 6. 92(1H, d). 7. 01(1H dd) 
[0357](XH2) N-(3-(2-(4-v^P?W-2-^7yWU)X^c^ 
- (4-^h^rV^>v;U) -2H-7 L h7y-;U-5-^l>lU^-9-5K(7)^J5g 
###]19<D7J«>^3-(2-(4-v^P^ 

SJSM1 040X|i2t^^lC^SU N- (3- (2- (4-v^P^;U-2-^7'y'J;U)X^-;U) -6-> 

h+V^x->IU) -2- (4-yh^rv^>v;u) -2H-T-h^/-;u-5-^ J /u^+i-5K$#yio 

rat* 158 — 160°C; IRvmax, cm-1 3384, 2212, 1698, 1612, 1550, 151 0; NMR(400MHz, C 
DCI3 )8ppm 1. 91-2. 07(2H. m). 2. 29— 2. 38(4H, m), 3. 64-3. 73(1 H, m) 3 80 
(3H, s), 3. 98C3H, s), 5. 80(2H, s), 6. 89-6. 92(4H, m), 7. 38(1H, dd), 7 41(1 
H, d), 8. 75(1H, d), 9. 460H, s) ; MS(EI)m/z 500(M+ ) ; 7C^Mfi|C26H24N6 03 SO) 
Stt:fl(%) C, 62. 38;H, 4. 83 ; N, 1 6. 79, I"]£fjt(%) C, 62. 15; H, 4. 93; N, 16 75 
[0358] (X?I3) N-(3-(2-(4-v^P^;U-2-^7^U;U)X^-;U)-6->h^V^>lU7x- 
)\,) -1 H-^H^/— ;L--5-^JU7tt^+l-5Ka)^ 

N-(3-(2-(4-v^P^;U-2-^7'V* l J;U)X^- J ;U)— 6-^h^v7'x-;U)-2-(4-yh^-V'< 
>VJU)-2H-xh7V*-;U-5-*;U7t?4^5K$ll»1 <7)X||5i|Hi^|zMiiL. an^^#yc 0 
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flkj£ >300°C(S|g^ / : tjiI:^PP7tN;UA-n-^\^-it»; NMR(400MHz, DMSO- d6 )5ppm 1 8 
9-2. 02(2H, m), 2. 22-2. 29(4H, m), 3. 64-3. 68(1 H, m), 4. 00(3H, s), 7. 20(1 
H, d), 7. 40(1H, d), 7. 48(1H, d), 8. 63(1H, s), 9. 63(1H, s) ; 7C0#tfriIC1 8H1 6N6 
02 S(7)lt^fit(%) C, 56. 82; H, 4. 24; N, 22. 1 0, ;IiJ£fj| (%) C, 56. 63; H 4. 38 N 21 

[0359][HM108] N-(3-(2-(4-v^7P^>;U-2-^7V" , J;U)X5 1 - i ;U)^i-;U)-N-(xK 
^>tS)^7n-)l^)l) - 1 H— rh7V"-;u-5-^j;u^+i-5K: 

(XHD N-(3-(2-(4-i/^P^^;i,-2-5 1 7V*U;i/)X^-;U)7'x-JU)^'Ji/> X^;U IAf^ 

3-(2-(4-v^P^;U-2-^TV"'J^)X^-;U7- l J>301mg s i*g?7WA204mg, St>*^PA 
Itigx^l, XXt-;UO T45ml|CDMF5ml^iP^ ^S^24M1f #Lf- 0 J^j&^H^X^USOOml 
^«?UI&*Q:£^7KTf&^^^ 

^fflLv^^A^pvK^^-O-gijti^. n -/v^r-y-> . p^x^;U = 2 : 1 ) -ClSML. N- (3- (2- (4- 

v^p^u-2-^Ty'J;u)x^-;u)^x-;u)<7''jv> x^;u xx^u2i4mg^#fc 0 

flfc&1 10-1 12°C; NMR(400MHz, CDCI3 )5ppm 1, 31 (3H, t), 1 . 88-2/ 10(21-1, m), 2. 2 
7-2. 42(4H. m). 3. 69 ( 1 H, m) . 3. 90(2H, d). 4. 26(2H, q), 4. 37(1 H, t) 6 64- 
6. 67(1H, m), 6. 80(1H, t), 6.93C1H, s), 6. 99(1 H; d), 7. 17(1H, t) 
[0360] (X?I2) N- (3- (2- (4- v^P^;U-2-^TV'U;U)X^-JU)3'x-;U) -N- (Xh^v* 

;u^-;u^/u) -2- (4->h^v^>v;^)-2H-7 1 h7 , /— ;u-5-*;u^-itsK(7)^j5E 

N-(3-(2-(4-v^P^;L,-2-^7yU^)XT-^)^x-;U)>7 ,, 'Jv> X^ J lU IXfV^tt^l 1 

9(D*;U7n>K$H»Ji 04(Dxg2i:l5]^lc5agLs n- (3- (2- (4- v^n^;b-2-f7yij;i/) 
x*^;u) :7i_jb) - n - (xMpv*;^^ 

5-*;um'^5K^mfea^«tLr^o 

NMR(400MMz, CDCI3 )5ppm 1. 29(3H, t), 1. 91-2. 08(2H, m). 2. 28-2. 39(4H, 
m), 3. 65-3. 73(1H, m), 3. 75(3H, s), 4. 24(2H, q), 4. 58(2H, s), 5. 54(2H s) 
6. 82(1H, d), 6. 97(1H, s), 7. 10(1H. d), 7. 1 9-7. 23 (2H, m) , 7. 43-7. 45(1H, 
m), 7. 48(1 H, s). 

[0361](XH3) N-(3-(2-(4-v^P^'5 1 ;U-2-^7yU;U)X^-;U)^x-;U)-N-(Xh^v* 
){,#-)[, - 1 H-^fh^y->/U-5-*;U7t?^r-9-=K(7)^/5)j 

N^(3-(2-(4-v^p^;u-2-^7y^U)x 

-2- (4-yh^vK>v;u) -2H^^h^/-;u-5-^;U7n^^5K$ll»Ji oxfis^^iz^s 
U SiiJifco 

fltisi 184 — 186°C(decomp. ); IRvmax cm-1 3408, 2216, 1744, 1624; NMR(400MHz, DM 
SO-d6 )5ppm 1. 18(3H, t), 1. 85-2. 04(2H, m), 2. 18-2. 30(4H, m), 3. 62-3. 70 
(1H, m), 4. 13(2H, q), 4. 71 (2H, br s), 7. 27-7. 45(4H, m). 7. 51 (1H, s) ; MS (FA 
B)m/z437(M+ +1) ; 7C^MC21 H20N6 03 SG)VtU\%{%) C, 57, 78 • H 4 62 N 19 2 
6, $]£fl(%) C, 57. 46;H. 4. 62; N.,19. 74. 

[0362][HM109] N-(3-(2-(4-v^P^;U-2^^7V*'JJU)X^-;U)7x-;b)-N-yT 

ju-iH-^xh^v*-;u-5-^;U7K^-it5K: 
(X*I1) N-(3M2-(4-v^p:?^u-2-^7yu^ 

3- (2- (4- V^7P^;U-2-5 1 7V r 'JJU)X^-;U)7- U>209mg&U*MJX^U75>1 ml|C^jb> 
^b>10ml^D^, 7K;«#TICh^;^PpM7X^O. 1 26ml^0^fc o £*Sjfc£££-ei 5B#[M]}1 
^LTciL 1 Ni£g£l OOml^JP^o i&ig^U^ftiiiU-Cc ^ttaj^^fD^^K-e^jfm. ^^h'J^A 

7;M-P7-tz$$Rl 98mg^;S^«!rLTt#yr 0 

NMR(400MHz, CDCI3 )5ppm 1. 99-2. 09(2H. m), 2. 27-2. 42(4H m) 3 70(1H 
m), 6. 98(1 H, s), 7. 4K1H, t), 7. 47(1 H, dt). 7. 61(1 H, d), 7. 81 (1H, t), 7. 93(1 
H, brs). 

[0363] (Xfi2) N-3-(2-(4-v^7P^U-2-5 1 7V" l J>IU)X^- i /U)-N-^U7- , J>(0^ 
(3-(2-(4-v^n:7>;U~2-T7yU^)X^^ grg^ij 
^7A1 ^mg&tfa^t^UO. 04mllZDMF5ml£}jP;^ M;£Tf8l#FBl^#L7V£J&;]£lC1 Ni£^10m 

ISUVK1 OOml^jjpit. mm^ilXti&Lt^ ^&£t&fa&i£7KT1fc#&. ^^KU^Ar^iiLfc. 
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MftUz 0 £J£$£Mx^;ui OOmlT^ilRU m%}&ik7kX%&&. ttMl-h^^V&mLtcomUZ 
g£LT. N-3-(2-(4-v^P^;U-2-^yVU;U)X^-;U)-N-^;UT-U>130mg$Mfe 

r|!L£73~75 0 C; NMR(4pOMHz, CDCI3 ) 5ppm 1. 87-2. 10(2H, m), 2. 26-2. 40(4H, 
m). 2. 83(3H, s), 3. 69C1H, m), 6. 63(1 H, d), 6. 80(1 H, t), 6. 92(1 H, s), 6. 93(1 
H, d), 7. 16(1H. t). 

[0364] (I?I3) N-(3-(2-(4-v>7P^U-2-^TV* , J;U)X^- > ;U)7i-;U)-N-^;U-2 
- (4->hJrv^>v^U) -2H-7 1 ^V*->lU-5-^U^+l-5KcD^)S 
U-3-{2-(4-is9nZ?^)[,-2-T7y i ))ls)JL^-)l,)-N-^ 

^UMl04(DT.m2tmmmmL. N-(3-(2-(4-v^P^U-2-5 1 TV* l J>'U)X^- ( /U)^x^. 

/u)-n-^u-2-(4-^^vK>^ 

NMR(400MHz. CDCI3 )5ppm 1. 91-2. 09(2H, m), 2. 28-2. 39(4H, m), 3. 50(3H, 
s), 3. 65-3. 73(1H, m), 3. 75(3H, s), 5. 54(2H, s), 6. 82(2H, d), 6. 97(11-1. s), 
7. 08-7. 10(3H, m). 7. 20-7. 21 (1 H, m), 7. 34(1 H, s), 7. 42(1 H, d) 
[0365] (1^4) N-(3-(2-(4-v^P^/U-2-^7V > U;U)x^-;U)7x-;U)-N-^;U--1 

H-xh^/-;u-5-*;u^-y-=K(D^jS 

N-(3-(2-(4-v^P^f^-2-f7 1 / l J^)Xf-;i/)7i-^)-N->f;i,-2-(4-^h^> 

v;u) - 2H-xh^i/->/u-5-*;u^Ht5K$IIJtej5iJi roxff 5<h|5j4f leML. *M£*#fco 

229 — 230°C (decomp. ); IRvmax cm-1 3404, 2216, 1618; NMR(400MHz, DMSO-d 
6 )Sppm 1. 86-2. 01 (2H, m), 2. 17-2. 30(4H, m), 3. 42(3H, s), 3. 61-3. 70(1 H, 
m). 7. 23(1H, d), 7. 34(1H, t), 7. 43(1H, d), 7. 46(1H, s), 7. 51 (1H, s) ; MS (FA 
B)m/z365(M+ +1); 7C^lflitC18H16N6 OS(Dl+^fll(%) C, 59. 32; H, 4. 43; N, 23. 0 
7, ;I£fiS(%) C, 58. 89 ;H, 4. 27; N, 22. 78. , : 

[O366][§|J£0iJ1 10] N-(3-(2-(4-v<7P^;u-2-5 1 7V*U;U)x^-;u)^iri;u)-i h-[1 , 
2, 3]HJ7l/— ;'U: 

(iSD N-(3-(2-(4-v^p^;u-2-^7V«j;u)x^->iu)7x^.;u)^pe'^-;u75K(D^ 
S-te-U-v^p^u^-^Tyw 

mzmmu N-(3-(2-(4-v^P^;U-2-^7y'J;U)X^-;U)^x^;U)^Pt 0 ^UT5K$# 

ife,^ 158-1 60°C(S^^^!S:^PP^U/a-X— ; NMR(400MH2, CDCI3 )5ppm 1. 88- 

2. 10(2H, m), 2. 27-2. 42(4H, m), 2. 99(1 H, s), 3. 70(1H, m), 6. 97(1H, s), 7. 3 

4(1H, t), 7. 36(1H, dd), 7. 59(1H, dd), 7. 75(1 H, s), 7. 77(1 H, br s). 

[0367] (X^2) N-(3-(2-(4-v^P^U-2-^7V r 'J;U)X^-;U)^x-;U)-1H-[i, 2, 

3]HJ77-JKD£j£ 

NM3-(2-(4-v^p:?^;U-2-^77*U710x^^ 
' li:^lz^SUSIi^#fr 0 
itiS 259-262°C(S$Sh^^^:X^7— ;U-X— T;i/) ; NMR(400MHz, DMSO-d6 )5ppm 1. 87 
-2. 05(2H, m), 2. 19-2. 31 (4H, m), 3. 67(1H, m), 7. 38(1H. d), 7. 46(1H, t). 
7. 53(1H, s), 7. 92(1H, d), 8. 16(1H, s), 8. 59(1 H, brs), 10. 62(1 H. s);MS(EI)m 
/z.341 (MO; :rc^#MC18H15N5 OS- 1 /2H2 OCDH+SfitC/o) C, 60. 32; H, 4. 50- N 19 
54, ;fl'J£fit(%) C, 60. 58 ;H, 4. 31 ; N, 19! 16. 

[0368HHJHSIJ1 11] N-(3-(2-(4-v^P^W-2-^7V*U;U)X^-;U)7x- / /U)TU-r>75 
KK:3-(2-(4-v^P^5 l >/U-2-5 l 7yU;U)X^-;U)7-iJ>274mgM^7Kvb^>^106m g 
[Ch;UX>5mlSU:THF2ml$*D^, 2^^^^^^,, ;^±PLT^btl-S^ H B B $*i6, ^7PP*;UA-X 

rat* 170— 172°C(decomp. ) ; IRvmax cm-1 341 2, 221 6, 1708, 1628 ; NMR(400MHz, DM 
SO-d6 )Sppm 1. 84-2. 09(2H, m), 2. 19-2. 33(4H, m), 3. 67(1 H, m), 6. 32(1H, 
d), 6. 50(1H, d>, 7. 37(1H, d). 7. 44(1 H, t), 7. 53(1 H, s), 7. 63(1 H, d), 7. 98(1 
H, s), TO. 53C1H, s), 12. 96(1H, s); MS(EI)m/z353(M+ ). 

[0369][^J£#lj1 12] 2-N-(3-(2-(4-v'7P^5 1 ;U-2-5 1 7y i J;U)X^-;U)^x-;U)T5y^ 
JUtK-;U-1 -v<7P^-tz>-1 -*;U7K>^:3-(2-(4-v^P^;U-2-5 1 7'V"' i ;>'U)X^-;U)7' 
.=.'J2^3, 4, 5, 6-xh7bKP$S7k?£;ui££!^ 
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ife,-i 'l39.~.14i°C(IHSa?SSI:^nP^UA-n-^+-9-i/); IRvmax cm-1 3300, 2944, 2216, 1 
718, 1662, 1640, 1606; NMR(400MHz, DMSO-d6 )5ppm 1 . 63(4H, s), 1. 83-2. 08 
(2H, m), 2. 20-2. 33(8H, m), 3. 62-3. 70(1 H, m), .7. "31 (1 H, d), 7.39(1H, d), 
7. 52.(1 H, s), 7. 59(1 H, d), 7. 96(1 H, s), 10. 17(1H, s),. 12. 46(1 H, brs); MS (FA 
B)m/z407(M+ +1) ;7C^ v ffittC23H22N2 03 S- 1 /4H2 0<7)If^S(%) C, 67. 21; H, 5. 5 
2; N, 6. 82, ;Iij^fit(%) C. 67. 15; H. 5. 40; N, 6. 89. 

[0370][HJfiMl 13] 2 - N - ( 3 - ( 2 - (4 — P !7>;U - 2 - ^77* 'J )l) X^ ~ ;U) ?x ~ ;U) 75 /7J 
/U^-;U-1 — i>^P^P/-?>*JU7t?>^: 

(IID 2-(N-(3-(2-(4-v^P:?W-2-^7V^ 
;U) - 1 - v^P^P/^7U^vU-h(D^fie 

3-(2-(4-v^p^;u-2-^7v"U;u)x^-;u)7-U><t2->H^v*;u7n-;u-i -v^p^p 
/^>*;u7t-:>^$HJ£#ji 03<dx?ii trnffiizmmt. >^;u 2- (n- (3- (2- (4- v^p^u-2- 
fT^J^^ifzj^^i- ;u)7=y^;u^- ;u) — 1 - v^p^p/ ^;u^vb-h$;^fe;fttt^i<tL 

T»7b u ■ 

NMR(400MHz, CDCI3 )5ppm 1. 42-1. 45(1 H, m), 1. 70-1. 80(1 H, m), 1. 91-2. 09 
(4H, m), 2. 11-2. 38 (4H, m) , 3. 69 (1 H, m) , 3, 75 (3H, s) , 6. 95 (1 H, s) , 7. 27- 
7. 30(2H, m), 7. "60(1 H. d), 7. 72(1H, s) , 8. 56(1 H, s) . 

[037i](x*|2) 2-(N-(3-(2-(4-v^P^JU-2-^7V*U^)XT-;U)7x-;U)7Sy±;U7n' 

-;U)-1 -V^P^P/^^^^G)^/* 

WI/2-N-(3-('2-(4-v^p:?^U--2-^^^ 

177-178°C(||^^;'i^:X^y— JU-X— ^;U) ; NMR(400MHz, DMSO-d6 )5ppm 1. 18 
-1. 230.H, m), 1. 58-1. 62(1 H, m), 1. 87-2. 09(3H, m), 2. 19-2. 38(5H, m), 

3. 65(1H, m), 7. 20C1H, s), 7. 25(1H, t), 7. 32(1H, d), 7. 58(1H, d), 7. 98(1H, 
s), 10. 20(1 H, s), 12. 06C1H, s) ; 7G^firfi&C20HT8N2 03 S- 1 /4H2 0(D§tM\M%) C, 6 

4. 76; H, 5. 03; N, 7. 55, ;IIJ^<1(%) C, 64. 92; H, 5. 01 ; N, 7. 53. 

[037 2] 1 14] 2-N-((3-(2- (4-v^P 2-^7VU;U) Ifrjb) 7jl-)U)TZS) 
±)l,7fi- )[,-■] — >^7P^>^>-1 -^;U7^>||:3-(2-(4-v^P^>IU-2-^7V P| J;U)X^-;U) 

7-'j>^i -v^p^>^>-i . 2-z>t»u7f^mm7m£mmM'\ 1 1 t^ic&iiu 

rat^ 170-172 o C(S^^^S:^PP^;UA-n-^4-9-»; IRvmax cm-1 3320, 2948, 2216, 1 
698. 1590; NMR(400MHz, DMSO-d6 )5ppm 1. 63(4H, s), 1. 85—2. 02(4H, m), 2. 2 
0-2. 30(4H, m), 2. 63-2. 65(2H, m), 2. 76-2. 77(2H, m). 3. 62-3. 70(1 H, m), 
7. 36(1H, d), 7. 42(1H, t), 7. 53(1H, s), 7. 64(1H, d), 7. 97(1H, s), 10. 41 (1H, 
s). 12. 69(1 H. brs) ; 7cSt£MftfitC22H20N2 03 S-1/4H2 O0)ftM(%) C, 66. 56; H, 5. 2 
0; N, 7. 06, j|J^fil(%) C, 66. 47 ;H, 4. 98; N, 7. 41. 

[O373][HS£0I]115] (cis)-2-N-.(3-(2-(4-v^P^;U-2-5 1 7V r, J;U)X5 1 -;U)^x-;U) 

75/*uu^z:;u-4-v^p^*>-i-;fr^ 

-;U)7->J>«t(cis) -4- v^P^-t?>-1 , 2-v*^tMi*«3?SMl 1 1 iris] fillcMS L. B. 

176-179 0 C(S^M^:^PP7h;UA-X^y— ^-n-^^»; IRvmax cm-1 3320, 294 
0, 2216, 1710, 1688; NMR(400MHz, DMSO-d6 )5ppm 1 . 86-2. 02(2H, m), 2. 18- 
2. 23(4H. m), 2. 25-2. 62(6H, rri), 2. 90-2. 91 (1H, m), 3. 04-3. 05(1H, m), 3. 
61-3. 70(1H, m). 7. 29(1H, d), 7. 38(1H, t). 7. 51(1H, s), 7. 57 (1 H, d) , 7. 95(1 
H, s), 9. 92(1H, s), 12. 13(1H, s) ; MS(FAB)m/z 407(M+ +1 ) ; 7C^*ffilC23H22N2 
03 S-1/4H2 O0)ftl:ffl(%) C, 67. 21 ;H, 5. 52; N, 6. 82. S|£fe(%)-'C. 67. 26; H, 5. 41 ; 
N, 6. 81. 

[0374] inWM 116] N-(3-(2-(4-v^P^5 1 )U-2-^7y i J;U)X^- j ;U)7xz;;U)-2-y^ J ;U 
7[^>75K^:3-(2-(4-v2P^U-2-^77^ 

'132-1 36°C(decomp. ); IRvmax cm-1 2216, 1706, 1632; NMR(400MHz, DMSO-d 
6 )Sppm 1. 83-2. 09(2H, m), 2, 00(3H, d) , 2. 1 6-2. 34(4H, m), 3. 67(1 H, m), 6. 
11(1H, d), 7.33(1H. d), 7. 42(1H, t), 7.53(1H, s), 7i 62.(1 H.-.'d), 7. 97(1H, s), 
10. 33(1 H. s), 12. 85(1H, s) ; MS (FAB) m/z 367 (M+ + 1 ) ; 7ciHMfrfitC20H18N2 03 S ■ 
H2 0<7)I+Sfil(%) C, 62. 48; H, 5. 24; N, 7. 29. ;fJSfil(%) C, 62. 77; H. 4. 88; N, 7. 2 
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[0375][HJfe#lJl 17] N - (3 - (2 - (4- v^P^f ;b-2-f 7yU;b)lf - 2-71- 

7K^n^n 1 1 t®m\zm&i. mmvn£mt-„ 

172— 175°C(decomp. ); IRvmax cm-1 2212, 1712, 1 686 ; NMR (400MHz, DMSO-d 
6 )5ppm 1. 84-2. 05(2H, m), 2. 19-2. 33 (4H, m), 3. 67(1 H, m), 6; 61 (1H, d) 7 
37(1H, d), 7. 44-7. 55(7H, m), 7. 65(1H, s), 8. 04(1H. s), 10. 54(1H. s), 13 2 
0-13. 23(1 H, br) ; MS (FAB)m/z 429 (M+ +1) ; 7cSt##rfaC25H20N2 03 S(73ftgfit (%) 
C, 70. 07; H, 4. 70; N, 6. 54, ;IIJ5tfil(%) G, 69. 70; H, 4. 86- N 6 43 
[0376][HIi1 18] N— (3-(2-(4-v^P^;U-2-^V*U;U)X^-;U)7x^U)-2, 3-v 
^□□^b^>75K^:3-(2-(4-v^P^5 1 ;U-2-5 i TV* I J;U)X5 1 ->U)7- l J>(!:2 S-v^PPV 

u^>»7K^«^ji 1 1 tmmzmmu mmmzmz 0 

1 53— 156°C(decomp. ) ; IRvmax cm-1 2212, 1724, 1678, 1608, 1 586 ; NMR(400MH 
z, DMSC— d6 )8ppm 1. 84-2. 05(2H, m), 2. 18—2! 33(4H, m), 3. 67(1 H m) 7 42 
(1H, d), 7. 47C1H, t), 7. 54C1H, s), 7. 59 (1 H, d) , 7. 90(1 H, s), 1 0. 96(1 H, sj ■ M 
S(FAB)m/z42T(M+ ) ; 7C*:fcNfffiG19H14CI2 N2 03 S£Dft3:<I(%)C, 54 17- H 3 35" N 
6. 65, j$J5£fii(%)'. C r 54. 01 ; H, 3. 52; N, 6. 43. 

[0377] 1 9] N- (3- (2- (4- V^P^;U-2-^ZV , J;U)X^-;U)7x-;U) -2, 3-v 
^P^VU'f>7=hW:3-(2-(4-v^P^;U-2-^7yU^)X5 1 -;U)T- i ;><i:2, 

119—1 20°C (decomp. ); IRvmax cm-1 2212, 1674, 1608, 1584; NMR(400MHz, DM 
SO- d6)5ppm 1. 84-2. 05(2H, m), 2. 18-2. 33(4H, m) , 3. 67 (1 H, m) , 7. 41 (1H 
d) : , 7. 46(1H, t). 7. 54(1H, s). 7. 59(1H, d). 7. 89(1H. s), 10. 86(1H. s) ; MS (FA 
B)m/z513[(M+ + 4) + 1), 51 1 [(M+ +2) + 1 )], [509(M+) + 1]; 5t*^®C19H14Br2 N2 
03 S(DstSlfil(%) C, 44, 73;.H, 2. 77; N, 5. 49, ;lij^flt(%) C. 44. 92; H, 3. 13- N 5 3 
9. , . • 

[0378] KM 120] 4-N-(3-(2-(4-v^7P^>'U-2-^7'y , J;U)X^- > »U)7x-;u)T5y^ 
VU^;U--3-*;U7t<JrV-3-^>^:3-(2— (4- v^P^>/U-2-^7yO^)X^- i »U)T- , J> 

t(cis) -y=i-^>^«f7K!fei^ii^ji 1 1 tmmiz^mu m.m^mz 0 

raiiS 131-1 32°C (decomp. ) (S^sh^I : ^P P *;UA-n ->V$-+J : » ; IRvmax cm-1 221 2, 171 
8, 1634, 1582, 1550; NMR(400MHz, DMSO-d6 )8ppm 1. 84-2. 05(2H, m) 2 19- 
2. 33(4H, m), 3. 32(2H, s), 3. 67(1 H, m), 6. 46(1 H, s), 7. 36-7. 33(1H m) 7 
43(1H, t), 7. 53(1H, s), 7. 63(1H, d), 7. 97 (1 H, s) , 1 0. 47 (1 H, s), 12. 59(1H, b 
r), 12. 96(1 H, br); MS(FAB)m/z 41 1 (M+ +1); 5cff§##HiC21 H18N205 S- 1 /2H2 O0|f 
gfit(%) C, 60. 13; H, 4. 57; N, 6. 68, ;f|£fit(%) C, 60! 44; H, 4. 55; N, 6. 62 
[0379][Hjfc#IJ1 21 ] (cis) -N^ (3- (2- (4-v<7P^;U-2-^7V > 'J;U)XT-/U)3'i- JU) - 
1, 2-v^P^4^>7'5Kl£:3--(2-(4-v£P^ 

1, 2-v^P^rH7->V^ 

r&M 179~180 o C(S^;^:^PP^UA-X^y-JU-n-^-9->); IRvmax cm-1 2216, 170 
6, 1606, 1584/ 1544; NMR(400MHz, DMSO-d6 )8ppm 1. 31-2. 31(14H, m), 2.60- 

2. 61 (1H, m), 2. 94-2. 95(1H, m), 3. 62-3. 70(1H. m), 7. 29(1 H, d). 7. 38(1 H, 
t), 7.5K1H, s), 7. 56_(1H, d), 7. 97 (1 H, s) , 9. 91 (1 H, s). 11.95(1H, brs); MS(F 
AB)m/z 409 (M+ + 1 ) ; 7C*Mfi£C23H24N2 03 S-1/4H2 O0ltM(%) G 66 89- H 5 9 
8; N, 6. 78, ;l^fit(%) C ; 66. 95; H, 5. 95; N, 6. 75. 

[0380] [mMM 122] (trans)-N-(3-(2-(4-v^P^5 ; ;U-2-5 1 Ty i J;U)X^;U)7i-;u) 
-1 , 2-v^7P^Ht>T5KM:3- (2-(4-v>7P^^-2-^7y'J;U)X^- > IU)y-iJ> < t(tran . 

s)-t, 2-v>7p^^>v7];u^>M7K^i$ii»ji 1 itmmizmmummmzmtz* 

200~201 o C(^$g H H H^:^PP7tx;UA); IRvmax cm-1 221 6, 1 726, 1666, 1644, 1 608, 1 
582, 1500;NMR(400MHz, DMSO-d6 )5ppm 1. 85— 2. 55(16H, m), 3. 62-3 70(1H 
m), 7. 29(1H. d), 7. 38(1H, t), 7. 51 (1H, s). 7.58(1H.d), 7. 96(1 H. s), 10 13(1 
H, s), 12. 08(1 H, s) ; MS(FAB)m/z 409 (M+ +1) ; 7c5ft##f{itC23H24N2 03 SOftifif 
(%) C, 67. 62; H. 5. 92; N, 6. 86. ;Ij£fI(%) C, 67. 51; H, 5. 86; N, 6. 83. 
[0381][SJ£#J123] N-(3-(2-(2-^V*f7 l M)lf-;H7iiil)?b^7Shi-3-(2 
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b$,£ 169-1 71 °C(W^;W:^PP*;UA-X2/— JU) . : ; IRvmax cm-1 2212, 1702, 1628, 15 
54; NMR(400MHz, CDCI3 )Sppm 6. 33(1 H, d), .6. 50(1 H. d), 7. 44~7. 50(2H, m), 
7. 68(11-1, d), 8. 05-8. 10(2H, m), 8. 18(1H, s), 10. 57(1 H, s), 1 2. 95(1 H, s) • M 
S(FAB)m/z349(M+ +1). 1 
[0382] [HM 124] (Z)-N-(3-(2-(4-v^P^;U-2-^yv"" l J>'U)X5 1 -;U)^x-;U)-3- 
( 1 H -xh^/-;U - 5-' ( )l) v>f : 

(igi ) 2- (4->h^rv^>v;u) -2H-Th^v*- J ;u-5-^;u/'v;uf r tKa)^fie 

,##M1 9(D7j;U7t?>^1 6g£x$/-;H OOmllC^flf U 0 o CTf^T[^7K*^b^m^h l J r 7 A3. 57g 

&#^icjo^tr 0 £i£$£^;U-ei sMlfftUi&L jloja oomi^iQ^, f>zL^^An^r*fDL7io -ttL: 

b*ifdfi#%£ s ffi§^ 3g^*Dx.. 3Miniia3it 

■|ftl?^U = 4::i)^**i!^*2-U-*h*^ 5g£$ 

IRvmax cm-1 1726; NMR(400MHz, CDCI3 )8ppm3. 80(3H, s), 5. 79(2H, s), 6. 91 (2H, 
dt), 7. 39 (2H, dt), 10. 19(1H, s). ' — 

[0383](XS2) 2-(2-(4->^v^>v;U)-2H--^h^/'J;U)7x-;U>^/-;U<7)^fi)c 
2-(4-yK^v^>vJU)-2H-xh^^ 

MD^^7>^-0A7K^^30mi$ip^ o ;g£&£lt§?x^;u-etttBU ttttiJf^t&*a^7K« 

;U-5-^JU);7i-;MS/— ;U916mg$;fift^<hLT#fc„ 

NMR(400MHz, CDCI3 )5ppm 3. 01(1H, brs), 3. 79(3H, s), 5. 65 and 5. 67 (2H, each 

d), 6.1K1H, d), 6. 88(2H, dt), 7. 25-7. 48(7H, m). 

[03841(1*13) 5-X>^^/l / -2-(4-pth^^>v;U)-2H-xh^^-^CD^it 

2- (2-(4-/H4v^>v/u)-2H-xh7y-;u^^ 

^^^T>^>^^^L, 5-^^y^;U-2- (4-^h^V^>v;U) -2H-T-h^V-;U^#7Co 
ra4,&61~62°C; NMR(400MHz, CDGI3 ) 5ppm 3. 80(3H, s), 5. 82(2H, s), 6. 91 (2H, d), 
7. 42(2H, dt), 7. 53(2H, t). 7. 67(1H. t), 8. 34(2H, d). 
[0385] (1*14) (Z) -IfJk3- (2- -2H-^^/-)l-5—( 

£j£ ' ". . 

7K*^b^-h l J^A(60%;fit±) 1 48mg£THF1 5mlC:S§;§U 0°C-eHJX^U -Jit7.Z>*mWLQ3Zmg£ 
JO*.* 1B#M^Lyr 0 fi(E#i::» 0°CT^5-K>y>r;U-2-(4->h4v^>v;U)-2H-^K7 % /-JU9 
09mgTHF5mlj§;-&£J)Q;^ $blC|^;aJtT:1 B#r B 1^#Lfc 0 S)tv^l37K30ml^O^, itggX^U-ettiiJ 
L/zo tttii^$^P^^7K-e3fe;t^, ^^T^vH 7ix - e ^^ L y- o ^&£g£LT#bft&Si;i£vU7J 
^$ffll^7J7^PTh^3''r-(^ai;^:n-^ij->:Mx^U = 4: 1 )-efcSU (Z) -X^JU 3 
- (2- (4->h*V^>V,IU) -2H-xh7V^ 

NMR(400MHz, CDCI3 )5ppm 1. 05(3H, t), 3. 76(3H, s), 4. 01 (2H, q), 5. 77(2H, s). 
6. 62(1H, s), 6. 89(2H, d), 7. 29-7. 49(7H, m). 

[0386] (Xg5) (Z)-3-(2-(4->h^vK>^;u)-2H-^h^V*-JU-5-^;U)^K(D^J3g 
(Z)-X^;U 3-(2-(4-yH*v^>v;U)-2H-^h7V^ 

ilL, (Z) -3- (2 - (4-yh+v^y;i/) -2H-f h^^-ib-S-^JI/Ji^f fc„ 
8fcj£i 126°C; IRvmax cm-1 2596. 1712; NMR(400MHz, CDCI3 )8ppm 3. 79(3H, s), 5.76 
(2H,_s), 6. .62(1' H; s), 6. 89(2H, d), 7. 27-7. 54(7H, m) ; MS(FAB)m/z 336(M+ + 
1) ; 7C^ v fifliC18H16N4 03 CDlta:fil(%) C, 64. 28; H, 4. 79;N, 16. 66, ;H^fit(%) C, 64. 
02; H, 4. 93; N, 16. 61. 

[0387] (Z) — N— (3 — (2— (4— v^P^^JU — 2— ^7y*UJL0x^:z.;i,):7iZi;U) — 3— (2 — (4— J-h 

^v^>v;u)-2H-TH^ 4 /— ^-s-'f./u)^^^^^-^ 

3- (2- (2-/<^j^7^— ;U)X^- ;U)y- U><h (Z) -3- (2- (4-yh+V^>v;U) -2H-7 L h^ 

y-;u-5-^;u)e^$||»ji63(DX*ii<t^l^5n : SL, (z)-n-(3-(2-(4-v^p^;u- 
2-T77*U;U)x^-;u)?iz:;u)-3-(2-(4^h*v^^ 
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NMR(400MHz, CDCI3 )8ppm 1. 89-2. 41 (6H, m), 3. 70(1 H, m), 3. 76(3H, s) 5 74 
(2H, s), 6. 74(1 H, s), 6. 82(2H. d), 6. 96(1H, s)/ 7. 27-7. 40(9H, m), 7 55(1 

H, d), 7. 76(1H, s). 7. 96(1H, s). 

[0388] (X?£7) (Z)-N-(3-(2-(4-v^P^>;U-2~^TV*U>iU)XT-;U)7x-;U)-3-(1H 
-xh77"-/U-5-^;U)v>:hA7=KcD£/& 

(Z)-N-(3-(2j-(4-v^P^5 1 /U-2-^7V*U;U)X5 1 ->/U)3'i-JU)-3-(2-(4-yK^V^> 

-2H-7-h7V*-;U-5-^;U)v>^T5K^|IMl<7)X^5«t|Hl^lC^SiL. 
Hfcj£ 127-129 0 C(S^;M:^PP^UA-n-^^>) ; NMR(400MH2, DMSO-d6 )Sppm 

I. 85-2. 33(6H, m), 3. 66(1H, m), 7. 14(1H, s), 7. 30-7. 59(8H, m), 7. 93(1H, 
s), 10. 69(1H, s); MS(FAB)m/z453(M+ +1). 

[0389] [HM 125] (E)-N-(3-(2-(4-v^P>f^;U-2-^TyU;U)X^-;U)^xZi;u)-2 
-7JU*P-3-(1H-xb^/-JU-5--r;i,):7P'<>7SK: 

(XHD (E)-x^u 2-7;uij-p-3-(2-(4->h^v^>v;u) -2H-^h^/-;u-5—r>iu)7' 

2- (4->h^v^>v;u)-2H-7-h7V*— ^-s-^yu/^uxtKih'Jx^jU 2-^;u^-P7t/ra^ 

^Ifc#j1 24(DX^4i^l#ICtoSL, (E) -X^;U 2-7;U/t-P -3- (2- (4->h^rV^>v;U) -2H- 
7 1 h7V-;u-5->OU)^P^>7SK£;W^^ 

NMR(400MHz, CDCI3 )5ppm 1. 16(3H, t), 3. 80(3H, s), 4. 22(2H, q); 5. 70(2H s) . 

6. 73(1H, d), 6. 89(2H, d), 7. 34(2H, d). 

[0390] (X?I2) (E) -2-^U^"P-3- (2-(4-*h*is*>i>Jl,) -2h\-Th^S-)ls-5—<)U)T 

XT;U (E)-2-^;U^P-3-(2-(4->h^v^>v J /U)-2H-^h^/-;U-5-'f;b)7^'J;b^ 
^!fcffl56<timill::*a]lU (E) -2-7;U*P-3- (2- (4->h^-v^>v;u) -2H-xH^/-;u-5 

M 65°C; IRvmax cm-1 2952, 2844, 2728, 2616, 2532, 1750; NMR(400MHz, CDCI3 )8 
ppm3. 82(3H, s), 5. 77(2H, s), 6. 93(2H, d), 7. 00(1H. d), 7. 38(2H, d) ; 5c*^tf 
MC12H11FN4 03 (Dtt3:fl(%) C, 51. 80; H, 3. 98; N, 20. 14, ;!ij£fi&(%) C 51 92 H 4 
09; N, 20. 22. . 

[0391 ] (Xff3) (E)-N-(3-(2-(4-v^7P^;U-2-5 1 77 l J;U)X^-;u)7x^U)-2-^U 
*a-3-(2-(4-/H^vK>i;/u)-2H-xh^^^ 

3- (2-_(2-^>v*^7y-;u)x^-;u)7-'J><!:(E) -2-^;u^-p-3- (2-(4->h+v^>v;u) 

-2H-:rh77-;U-5-^;i077V^^^^ 
-V^n:?^U-2-T77*U;U)X^;L0:7i=^ 

H-xh7y-;U-5-^U)^P^>75K^;^fe;fi^<i:Lr#/c 0 

NMR(400MHz, CDCI3 )5ppm 1. 90-2. 42(6H, m), 3. 70(1H, m), 3. 80(3H, s), 5. 78 
(2H. s), 6. 90-7. 00(4H, m), 7. 35-7. 41 (4H, m), 7. 84(1 H, dt), 7. 95(1H, s), 1 
1. 74(1 H, s). 

[0392] (X?I4) (E) — N — (3 — (2— {A-\y7U^^)l-2-^T^ i ))V)^-)WjL-)l) -2-7)1, 
^-□-3-(1H-xh7V*— ;U-5->fJU)^P^>y=KCD^jS 

(E) -N- (3- (2- (4- v^P^;U-2-^7V"'J;U)X^-;U)7x- ;U) -2-7;U^"P-3- (2- (4 
-^V^>V^)-2H-T-h77*-;L,-5-^^^^ 

■Ht^ 211~212°C(S$£ H l^:^PP7tNVUA-n-^-y-» ; IRvmax cm-1 221 2, 1 672 ; NMR(4 
00MHz, DMSO-d6)5ppm 1. 84-2. 33(6H, m), 3. 67(1 H, m), 7. 23(1H, d), 7. 45- 

7. 54(3H, m), 7. 74C1H, d) , 8. 07 (1 H, s) , 1 1 . 1 4(1 H, s) ; MS(FAB)m/z 395(M+ + 
1) ; 7C^*ffilC19Hl5FN6 OS-1/2H2 0<DftM-i&(%) C, 56. 57; H, 4. 00; N, 20. 83, 
M(%) C, 56. 37; H, 3. 87; N. 20. 67. 

[0393] [*jfc#J 126] (Z)-N-(3-(2-(4-v^P^U-2-^7V*'J;U)X^-^)7x^U)-2- 
7;^P-3-(1H-7 L h^7-;U-5--t';U)^P'<>75F: 

(XH1) (Z)-N-(3-(2-(4-^P7f;i,-2-f7y' l j^)lf-;i/)7i-;i/)-2-7;i/tP-3 

- (2- (4-^H^rV^>v;U) -2H-xh7V*-JU-5-^U)^P^>75K(D^jS 

^M«J1 25<7)X^3T?Z-flt£f*£#gtU (Z)-N-(3-(2-(4-v<7P^U-2-^7y'J;U)X^ 

-;u)7x^;u) -2-?;M-p -3- (2- (4-^h+v-Ov^) -2H-T-h7V*-ju-5->r;u)^p^> 
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NMR(400MHz, CDCI3 )5ppm 1. 92~2. 44(6H, m), 3: 70(1 H, m), 3. 81 (3H, s), 5. 75 
(2H, s), 6. 91 (2H, d), 6. 97(1H, s), 7. 35~7. 43 (4H, m), 7. 68(1H. m), 7. 87(1 
H, d), 8. 10(1H. m). 

[0394] (XH2) (Z) - N- (3 - (2 - (4 - 7'/ l JiWlf-iW7i-^) - 2-7;i, 

^□^-3-(iH-7 1 h7.y-;u-5--i';u)^p^>y5K(D^/$ 

(Z)-N-(3-(2-(4-v^P^>;U-2-^-7V''J;U)X^- J /U)^x^;U)-2-7;U/f-0-3-(2-(4 
->hJrv^>v;i/) -2H-^h7V-;U-5— r;U)^P^>T5K$HJ60iJl (DX|l5,t^l^JIL, $ 

ra4,&125~128 0 C; 7C^tfMC19H15FN6 OS-1/2H2 0(Df+^i(%) C, 56. 57; H, 4. 00; N. 
20. 83, ;II£fit(%) C, 56. 86; H. 4. 29; N, 20. 00. 

[0395][Hjfc#IJ127] (E)-N-(3-(2-(4-v<7P^5 1 ;U-2-^7'V <, J;U)X5 1 ->/U)^xn;U)-2 
-^;U^P-3-(1H-Th^/-;U-5--<;U)-2-^>75K: 

(xgi ) 1 - (2- (4-^^v^>v;u) -2H-Th^/-;u-5—<;u)x^y-;K7)^jt 

2-(4-yh^rV-<>vyU) -2H-xhW-;U-5-7j;U/\^xtK<b;*^^^ 

i-f«)^ii<?ji 24(DJLfe2mmzmmL, 1 - (2- (4->MB^>v;b) -2H-rh^y- 

;u-5->f;u)x^/-;u$#fco 

ra4^61~62°C; NMR(400MHz, CDGI3 )5ppm 1. 65(3H, d) , 2. 56(1 H, d) , 3. 80(3H. 
s), 5. 16(1H, m), 5. 67(2H, s), 6. 89(2H, dt), 7. 34(2H, dt). 
[0396] (X||2) 2-7-t?^JU-2-(4-yh^rV^>v;U)-2H-^h7l/-;KD^J5)t 

1- (2-(4-^h^v^>v;u)-2H-xl^y^ 

®SLs2-7iZ^;U-2-(4->h4rV^>v;U)-2H-irh7y- J lU^#f- 0 

66~67°C; IRvmax cm- 1 1718; NMR(400MHz, CDCI3 )8ppm 2. 74(3H, s), 3. 80(3 
H, s), 5. 77(2H, s). 6. 90(2H, d), 7. 39(2H, d). 

[0397] (XH3) X^U (E) -2-7';U^P-3-(2-(4-/h^V^>V ; ;U)-2H-7 L h7V*-;U-5- 

2- Ttt)l-2- (4-^h^Fv^>v;U) -2H-T i h7 > /-JU$l|]!iSWl 25(7)Xg1 <t|Hl#lc5{iaU X^ 

;u (e) -2-?;M-p-3- (2-(4-yh^v^.>v;u) -2H-7 L h7V— ;u-5->r;u) -2-7^f>i££ 

NMR(400MHz. CDCI3 )5ppm 1. 00(3H. t), 2. 17(3H. d), 3. 80(3H, s). 4. 04(2H, q), 
5. 70(2H, s), 6. 90(2H, d), 7. 36(2H, d). 

[0398] (X^4) (E) -2-^;U^"P-3- (2- (4-^h^V^vJU) -2H-7 L ^7-;U-5-'0U) - 
2^^m<D^f$, ~ 
x^;u (E)-2-?;u;fp-3-(2-(4-yh+v^^^ 

M££MM56t®ffilZ%imU (E)-2-7;U^-P-3-(2-(4-^|>JpvK>i;;u)^2H-xh7y-;U 

NMR(400MHz, CDCI3 )5ppm 2. 36(3H, d), 3. 81 (3H, s), 5. 76(2H; s), 6. 93(2H, 
d), 7. 38(2H, d). 

[0399] (Xg5) (E) -N- (3- (2-'(4- v^P^,lU-2-5 1 7yU-/U) X^~ ;U) 7i- ;U) -2-^U 
^P-3-(2-(4-yh^V^>v;U)-2H-xh7y-;U-5-^;lx)-2-^T>T5K<7)^J5fe 

3- (2-(2-/<>y^Ty— ;U)X^-;u)7->j>t(E)-2-^U^P-3-(2-(4->h^V'<>v;U) 
-2H-xh^/-;U-5—f;U)^T->^H^J103(DXfi1«!:^]^|C^aL^ (E)-N-(3-(2-(4 
-v^P^;b-2-5 1 T7 l j;u)x^-;u)7x- JU) -2-7;U^-P -3- (2- (4->K^v^>v;U)-2 
H-Th7V-;u-5-'l';U)^>75K$^llfe;4^tl<!:Lr#yco 

NMR(400MHz, CDCI3 )8ppm 1. 89^2. 39(6H, m), 3. 69(1H, m), 3. 78(3H, s), 5.74 
(2H, s), 6. 89(2H, dt), 7. 29~7. 40(4H, m), 7. 59(1H, d), 7. 81 (1H. s), 9. 24(1 
H, s). •. ; • ■ . 

[0400](X|i6) (E) — N — (3 — (2— (4 — v^P3^^JU — 2— ^7V*'j^U)X5 1 Z-;U)17i- Jl,) — 2— 
^P-3-(1H-^h7V f ^U-5^-f;U)^ r 7 l >75K<7)^M 
(E)-N-(3-(2-(4-v^P^^-^ 

-yhJrv-Ov^) -2H-7 1 h^7— ;u-5—i';u)^T->75F$IIJS^ji (Dxmsi^^lzMSL, as 

199~200°C; IRvmax crri-1 2216. 1672; NMR(400MHz, DMSO-d6 )5ppm 1. 88-2. 
27(6H, m), 3. 66(1H, m), 7. 42-7. 47(2H, m), 7. 52(1 H. s), 7. 68(1H, d), 7.93 



http://dw4860.dsk.daiichipharm.co.jp/cgi-bin/psw_disp.cgi?FILE.NAME=/psearch/9000/S010:... 2002/06/27 



76/107 ^—v 



(1H, s), 10. 74(1 H, s); MS(FAB)m/z 409(M+ +1 ) ; 7C^tffIC20H17FN6 OS-3/4H2 O 
CDltM(%) C, 56. 93; H, 4. 42; N, 19. 92, ;fj£fii(%) C, 57. 13;H, 4. 1 8 ; N, 19. 80. 
[040.1 ][HSg#J 123] (E)-N-(3-(2-(4-v^P^;U-2-^TV"U>'U)X^-;U)>'x-;U)-3 
-(1H -^^7-^-5— r;U)-2-^D^>TSK: 

(X|M1 ) ifib(E) -3- (2- (4->h^><>v>»U) -2H-xh^V"-;U-5— < )\,)7W)VW.V>^$L 
2-(4->h^V^>V^-2H-xh^^^ 

<7)x^4i:^^iz$aiiL. x^;u (E)-3-(2-(4-yh^v^>v;u)-2H-7 1 K^v"-;u-5-'f';u)y 

rai^36°C; NMR(400MHz, CDCI3 jSppm 1 . 33(3H, t), 3. 80(3H, s), 4. 27 (2H. q). 5. 7 
0(2H, s), 6. 90(2H, dt), 7. 35(2H, dt), 7. 66(1 H, d). 

[0402] (X*§2) (E)-3-(2-(4-yh^V^>v;U)-2H-xh5V"->'U-5— <;U)y^7'J«<7)^ 

fig v : - ■ - " .- ■ 

X^U (E) -3- (2- (4-*h^V^>v;U) -2H-^h^7*^ 

^SClfl&SU (E)-3-(2-(4->h+V^>v;U)-2H-^h77-^-5--f;U)T^'J^^#fc 0 
flAj£ 167~169°C; IRvmax cm-1 2688, 2268, 2556, 1694; NMR(400MHz, GDCI3 )5ppm 
3. 80(3H, s), 5. 71 (2H. s), 6. 90(2H, d), 1. 36(2H, dt), 7. 76(1 H, d) ; MS (FAB) m 
/z261(M+ +1) ; 7C^MC12H12N4 03 <^I+M(%) C, 55. 38; H, 4. 65; N, 21. 53, M 
SfiS(%) C, 55. 34;H, 4. 70; N, 21. 63. 

[0403] (Xfi3) (E)-N-(3-(2-(4-v^P^;U-2-5 1 7V' , j;U)X^-;U)7'x-;U)-3-(2- 
(4-yh^V^>v;U)-2H-xh7y-;U-5-^;U)-2-^D^>7 7 5K<D^J5)c 

(E)-3-(2-(4->h^v^>v;U)-2H-x^V*-;U-5-^;U)7^ l J;U^<l:3-(2-(4-v^P^ 
^)U-2^5 i ryUJU)7-U>$ll]i^Jl03(DXai<tll^|25!lSL, (E) -N- (3- (2- (4- v^P? 

^;u-2-^7yu;u)xT-;u)^x-^)-3-(2-(4-yh^v^>v J /u)-2H-^^/- > ;u-5-^ 
;U) -2-^P^>75K^mfe;i^<!:Lrt#^ 0 

NMR(400MHz, CDGI3 )Sppm 1. 94~2. 36(6H, m), 3. 70(1H, m), 3. 81 (3H. s). 5. 71 
(2H, s), 6. 96(1 H, s), 7. 14(2H, d), 7. 34(4H, m); 7. 40(1 H, m), 7. 77(1H, d), 
7. 83(1H, s). 

[0404] (X?S4) (E) -N- (3- (2- (4— i>^7P^;U-2-5 1 7V' l j;U)X5 1 -;U)7x^;L') -3- ( 1 H 

-xh^V— ;u-5--<;u)-2-:/p^>7SK<d£j& 

(E) -N- (3- (2— (4-v^P^;U-2-^7'yU;U)X^-;U)7'x-;U) -3- (2- (4-/h^v^> 

v;u) -2H-xh^/-;u-5—ou) -2-^p^>7SK^Hig#Ji ^Msti^fiicMu mm^m 
tzo 

>300°C; IRvmax cm-1 2212, 1674; NMR(400MHz, CDCI3 )5ppm 1. 84~2. 31 (6H, 
m), 3. 67(1H, m), 7. 30~7. 59(5H, m). 7. 71 (1 H, d), 8. 09(1 H. s),, 1 0. 75(1 H, 
s); MS(FAB)m/z377(M+ +1) ; 7U^#ffiSG19H16N6 OS- 1 /2H2 0(Dt\-Wi%(%) C, 59. 2 
1 ; H, 4. 45; N, 21. 80, /l | ]/£fit(%) C, 59. 03; H, 4. 29; N, 21. 66. 

[0405] [HJfc#J129] N- (3- (2- (4- v^7P^^U-2-^T x / l J-'U)X5 1 ^U)^x-;U) -2- (1 H 
-xh^y-;U-5-^yU) -1 -v^P^^-l -73;U7t-^-9-SK: 

(Xgl ) X^/U 2- (2-(4->h4v^>v;U)-2H-Th7V"— JU-5-^;U) - 1 - v^P^>^f>-1 

if;U 2-v7/-1-v^P^>T>-1 -*;u^vl^-h^#%^j20i:|5|^l^au x^;u 2-(2 
-(4-^h+v^>v;u)-2H-xh7 > /-;u-5-'f'v'i,)-i - v<7P^>x>-T-^;u7t-^vu— h^;6 

NMR(400MHz, CDCI3 )8ppm 1. 13(3H, t), 2. 05(2H, q), 2. 85(2H, t) . 2. 96(2H, t), 
3. 79(3H, s), 4! 15(2H. q), 5. 68(2H, s), 6. 86(2H, d), 7, 32(2H, d). 
[0406](X*I2) 2-(2^(4->h^V^>V^ 
1 -73;U7tf'>|g(D£]£ 

x^;U 2-(2-(4-yh^v^>v;u)-2H--^h^V*-^-5--f^)-l— v^P^>iPi/-1 -^UtK 

^vb-b£ll]K0l56<!:milzMU2-(2-(4-yh^^ 

1 -*^>^#fc 0 

rai!l^106~108 o C; NMR(400MHz, CDCI3 )5ppm T. 99(2H, q), 2. 93~3. 03(2H, m). 3. 
10-3. 33(2H, m), 3. 80(3H, .s), 5: 71 (2H, s) , 6. 91 (2H, d) , 7. 37 (2H. d) ; TzMfttii 
fi|C15H16N4 03 <DtiM1&(%) C. 59. 99; H, 5. 37; N, 18. 66, ;I^i(%) C, 59. 69 ; H, 5. 3 
7; N, 18. 19. ^ 



http://dw4860.dsk.daiichipharm.co.jp/cgi-bin/psw_disp.cgi?nLE_NAME=/psearch/9000/S010L. 2002/06/27 



77/107 ^—v 



[0407] (XS3) N-(.3-(2-(4-v^P^ > /U-2-5 1 TyU^)X^;U)7'x^;U)-2-(2-(4- 

2- (2-(4-^h^v^>v^)-2H-xK7V— ;u-5^-f;i.).— i.-v^a^^v-i-^u^ift 

<h3-(2M4-v^P3^;U-2-^7y:'J;i,)l^-;U)7-U>^ N 

:-(3-(2-(4-v^n-?^u-2-^:ryv;u)x^ 

H^h77"-;U-5-'0U) - 1 - v^7PX>x>- 1 -^^Tn'^SK^^IIfeji^tL-C^/co 
NMR(400MHz, CDCI3 )8ppm 1. 8-2. 11 (2H, m), 2. 28-2. 41 (4H, m), 3. 08(2H, t), 
3. 16(2H, t), 3. 68 (1H, m), 3. 79(3H, s), 5. 76(2H, s), 6. 90(2H, d), 6. 95(1H, 
s), 7, 29-7. 33(2H, m), 7. 37(2H; d), 7. 78-7. 81 (1 H, m), 7. 96(1 H,'s), 11.58 
- (1H, s). 

[0408] (M4) N- (3- (2- (4- v^P^;U-2-5 1 7y i J^)X5 1 -;U)^x- ;U) -2- (1 H-xh 

^7-;u-5-^u)-i -v^p^>x>-i -*;U7n>-y-SK(7)^^ 

N- (3-_(2- (4- v^P^;U-2-5 L 7V* , J;U)X^- jU)7i^U)— 2- (2- (4->h^v^>v;u) 
-2H—rhyV-Jl-5-4 )l) — 1 - v^7P^>^>- 1 -*7U7t-^+|-=K^lim^J1 0Ifl5t[5|^(cM 
iUilW:, : 

gfc£ 186-1 89°C(decomp. ); NMR(400MHz, DMSO-d6 )8ppm 1. 81-2. 09(2H, m), 2. 
21-2. 28(4H, m), 2. 94-2. 99(4H, m). 3. 67(1 H, m), 7. 38(1 H. d), 7. 44(1 H,' t), 
7. 53(1 H, s), 7. 67(1 H, d), 8. 02(1 H, s), 10. 46(1 H, s), 7. 30-7. 59(5H, m), 7. 
7T(1H, d), 8. 09(1H, s), 10. 75(1 H, s) ; Tuit^flrfif C22H20N6 OS- 1 /4H2 Oa>ffJHI(%) 
C, 62. 76; H, 4. 91; N, 19. 96, ;l^fit(%) C, 62. 56; H, 5. 04; N, 19. 53. 
[0409] [H» 130] (E. E)-N-(3-(2-(4-^V^Pt°;t-2-5 1 7V*U;U)X^-;U)3'x-^)- 
5-(1H-7 L h : 7V*-;U-5-'f'VU)-2, 4-^>-$fvX^-=K: 

(XfI1) (E, E) -N- (3 - (2- (4->f V^ , Pt°;U-2-TTV' , J;U)X^-;U)7i- J /U) -5- (2- (4- 
>h^V^>v;U) -2H-xh^/— >/U-5-^^U) -2. 4-^>^vX7-5K(D^J5fe 
##0Jl7<hl^lil::&3ILTt#b;h^ 

E) -5- (2- (4->H^vK>v>/U) -2H-^h7V'-;U-5— T;U) -2, 4-^>^vX7^5K$Hife^J1 
03tf)X|i1 irlEitf IC&JIU (E, E) -N- (3- (2- (4— TV^Pb:;U-2-T7V ?l JVU)X5 1 -;U)7i- 
;U)-5-(2-(4->h^V^>v;U}^ 4-^>£vX^SK££f7c 0 
150~151°C; IRvmax cm-1 2212, 1678 ; NMR(400MHz, CDCI3 )8ppm 1. 35 (6H, d), 
3. 15(1H, m), 3. 80(3H, s). 5. 69(2H, s), 6. 90(2H. d), 6. 94(1H, s), 6. 95(1H, 
d), 7. 18-7. 68(8H, m), 7. 79(1H, br s) ;MS(FAB)m/z 51 1 (M+ +1 ) ; 7c^MC28H 
26N6 02S<Z)I+M(%) C, 65. 86; H, 5. 13; N, 16. 46, ;lij^fit(%) C, 65. 60> H 5 10- N 
16. 72. ■. 

[0410](Xf|2) (E. E) -N- (3- (2- (4—rv^ , Pt°;U-2-5 1 7^ l J;U)X^- ;U)^x-/U) -5- 

(iH-^h^7— ;u-5-^;u)-2, 4-^>^vX7^5K0)-a-iS 

(E, E) -N- (3- (2- (4— rv^ > Pt°;u-2-^7 x 7 l J;u)x5 1 -;u)7i^;u) -5- (2- (4->h^rvK 
>v;u)-2H-7 L h^i/-;b-5-<;u)-2, 4-^>^vxi-=K^I|]!j£#ijl(DXg5<!:|5]^lcMSU S 

ilfeiS 212-214 0 C(S^H H a;M:^PP7h;U^-^/— ;U) ; NMR(400MHz. DMSO-d6 )8ppm 1, 
27(6H, d), 3. 08(1H, m), 6. 54(1 H, d), 7. 22(1 H, d), 7. 36-7. 54(5H, m), 7. 69 
(1H, d). 8. 07(1H, s). 10. 46(1H. s); 7uflt##Tl&C20H18N6 OS<Z)!tg{j!(%) C, 61. 52; 
H, 4. 65; N, 21. 52, M^{%) C, 61. 50; H, 4. 73; N, 21. 52. 

[0411] [mtfcM 131] 3-(2-(4-v^P^yU-2-^7V* l J;U)X5 l -;U)^>vVjU-1H-^H^/ 
— /U: 

(TBI ) 5-(3— f^K^^AOU) - 1 - (4-;*MrV'<>v;U) - 1 H-T-h^J-JisOSffi. 

3- ^K-N-^h J S L V-N-^;U/<>X7=K582mg7jtl>*1 - (4->^y/<>vjl,) - 1 H-^h^V* 
-;U380mglCTHF10ml7ii;N, N' -xh7^>»UX^b>v75>.1 m\^1}UX, MWT -78°CZ**)^A 

M(7)THF^jg)2ml$ v 5^Fb1 3:11 L~C;l£T L7c 0 £J£$£ N $b(C|slSJtT?30^ 
H#Lfc^, ^fP^fcTlHE-^Al 0ml£jQ;t, ^;SlcMUi 0 £JS;$£i^x^U-efflttiU ttttJ;"&£ 

^Pv'h^^f— (it*;^:n-/N^>:^X5 l ;U = 5:1)X^lJL,5-(3-^K^>y'r;U)-1- 
U-yh^V^^V^J-IH-xh^y-^^fco 

i4^86-89°C; NMR(400MHz, CDCI3 )8ppm 3. 76(3H, s), 5. 88(2H, s), 6. 83-6.85 
(2H, m), 7. 27(1H, t), 7. 34-7. 37(2H, m), 8. 00(1H, d), 8. 41 (1 H, d), 8. 67(1 
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H, s). . 

[0412](X*i2) 5-(3-(2-(4-v^n^/u-2-5 1 TV* l >i>'u)x5 1 -;u)^>v/-r;u)-i-(4-yh 
5-(3-^*K^>y^U)-1-(4-^h*v^>iW 

-2-?7 x / l ))i) W-^T-'J^Hfefln <7)Xm4«t^lzMSU5- (3- (2- (4-v^P^/U 
-2-^7y'J;U)X^-)U)K>y^;U)-1 - (4-yh^v^>v;U)-1H-xh7 % /-JU$l#7to 
lt,£83~86°C; NMR(400MHz, CDCI3 )5ppm 1 . 92-2. 40(6H, m), 3. 66-3. 76(1 H; 
m), 3. 76(3H, s), 5. 90 (2H, s), 6. 83-6. 86(2H, m), 6. 99(1H, s), 7. 35-7. 37(2 
H, m), ,7. 55(1 H, t), 7. 87(1 H, d), 8. 42(1 H, d), 8. 59(1H, s). 

1041 3] (x^3) 3-(2-(4-v^p^^^-2-^Tv*u;^)x^-vu)^>vV;^-1H-TH7V , '— ;u 

1 91 ~1 96 0 C(decomp. : b-U P/tx^l/A -n -A^+>-» ; IRvmax cmH 31 1 2, 308 

8, 2944, 2220, 1668, 1596, 1504; NMR(400MHz, DMSO-d6 )5ppm 1 . 85-2. 32(6H, 
m). 3! 64-3. 72(11-1, m), 7. 56(1 H, s), 7. 75(1H. t), 8. 04(1H. d), 8. 44(1H, d), 
8. 64C1H, s) ; MS(EI)m/z 335(M+ ) ; 7C^^=tffiiC17H13N5 OS<£f+gfit(°/o)C, 60. 88; H, 
3. 91 ; N, 20. 88, ;I']£fit(%) C, 60. 61 ; H, 3. 95; N, 20. 82. 

[041 4] [HJS#|132] X^U (E) -3- (3- (2- (4- v^P^5 L ;U-2-^Tyj;U)X^- > /U)7x^ 
)\,)-3-^U-T-^J-}\s-5-4)l)?U^m- 

(IgD lfJt (E)-3-(3-(2-(4-v^P^;U-2-5 L TV'U;U)X^-;u)7i-;U)-3-(1- 

(4->h^^>v;u)-iH-^h77-;u-5-^;u)^p^>^cD^m 

5- (3- (2- (4-v^P^ J lU-2-^7V r 'J;U)X^-;i/)K>V r ^ i ll,) -1 - (4-*MrV'<>v;U)-1 

H-xh^y-^uth'Jx^^ ^^x^/^$HMl 24(DXfl4tl5]^lc5aSL, x^;i> (E) -3- (3 
-(2M4-v^n^>u-2-^7y^^ 

Th7V-VU-5-^U)^P^>^»^«tLTt#Tio 

NMR(400MHz, CDCI3 )8ppm 1. 15(3H, t), 1 . 84-2. 39 (6H, m) , 3. 65-3. 73(1H, 
m). 3. 75(3H, s), 4. 12(2H, q), 5. 07 (2H, s) , 6. 67(1 H, s) . 6. 77-6. 82 (2H, m) , 

6. 99(1H. s), 7. 19(1H, d), 7. 32(1H, s), 7. 38(1 H, t), 7. 64(1H, d). 

[041 5](X^2) X^;U (E) -3- (3- (2- (4- v>7P^5 1 ;U-2-5 1 7 x / , J^)X5 1 -;U)7'i-^) -3 
-(1 H-xh^-^-S-^Uj^P^Ma)^ • 

x^;u (E) -3-(3- (2- (4— v<7P^;u-2-^7V/'j;u)x^- ;u)^ x ^;u) -3- (1 - (4-^Mp 
v^>v^)-iH-Th77Wu^5-^;u)^p^^ 

m& 122~124 0 C(S^;W:^PP^UA-n-^+l->); IRvmax cm-1 2216, 1724; NMR(4 
00 MHz, CDCI3 )5ppm 1. 10(3H, t), 1. 86— 2. 37(6H, m), 3. 58-3. 67(1H, m), 4. 07 
(2H, q), 6. 98(1H. s), 7. 23(1H. s), 7. 30-7. 44(4H, m) ; MS(EI)m/z 405(M+ ) ; 
7uil#MC21H19N5O2S0ftgM(%) C, 62. 21; H, 4. 72; N, 17. 27, ;I'J^fit(%) C, 62. 0 
6; H. 4. 66; N. 17. 02. 

[041 6] [HS60IJ1 33] 3- (3- (2- (4— X7P^;U-2-5 L 7^/ l J;U)X^-;U)7x^;U) -3- (1 H 
-=r^J-)V-^-^)V)yu^^:lL^)V (E)-3-(3-(2-(4-v'7P^;U-2-^7V l JVU)X 
?=.J\,) -3 - ( 1 H 5 - -OU) -JwMsW&mfamSt ^IZ^QSU SS^tf 

MM >300 o C(S^^^I:^PP^UA-X^y— )l) ; JRvmax cm-1 2218, 1707, 1629; NMR(4 
00MHz, DMSO-d6 )5ppm 1: 88-2. 33(6H, m), 3. 64—3. 68(1 H, m), 6. 99(1H. s), 

7. 43(1H, d), 7. 52(11-1. t). 7. 52(1 H. s). 7. 61 (1 H, s), 7. 70(1 H, d) ; MS(FAB)m/ 
z378(M+ +1); 7C*^*rfilC19H15N5 02 S(DI+Sfil(%) C, 60. 46; H, 4. 01 ; N, 18. 56, 
£fit(%) C, 60. 52; H, 4. 15; N, 18. 65. 

[0417][HJfe^j134] (E)-3-(3-(2-(4-v^P^;U-2-5 1 7y i J>'U)X5 1 -;U)7x^;U)-3- 
(1H-xh^7-/U-5 — OUWJP-KUU: 

(XH1) (E)-3-(3-(2-(4-v^P3ff 1 ;U-2-5 1 7V r| J;U)X^-^)7'x^U)-3-(1-(4-yh 
^V^>v;U) -1 H-i L h7V->'U-5-^/U)7^ l JP-HJ;U©^^ 

5- (3- (2- ^^(4-v^p^;u-2-5 1 7y , J;u)x? : --;u)/<>WJU) -1 - (4-*MFv^>VJU)-1 
H-^h^-^vx^u v7/^U7*X-7*>^£liite#]l 24<7>x*I4<!:lH]tilc*RgU (E) -3- 
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(3- (2- (4-v^P^U-2-^TV"U;U)X^-;U)^x-;u) -3- (1 - (4-/h^V^>v;U) -1 H 

NMR(400MHz, CDCI3 )5ppm 1. 92-2. 40(6H, m) , 3. 70-3. 76 (1 H, m), 3. 76(3H, 
s), 5. 08(2H, s), 6. 14(1H, s), 6. 62-6. 79(4H, m), 7. 00(1H, s), 7 40-7 42(2 
H, m). 7. 51 (1H, t). 7. 75('1H, d). 

[0418](Xf|2) (E)-3-(3-(2-(4-v^P^;U-2-^7V*'J;U)X^->»U)7xn > ;u)-3-(1H 
(E) -3- (3- (2- (4- v^P^5 1 ;U-2-5 1 7y i JyU)X5 1 -;U)7i-;U) -3- (I -(4-yH+vK> 

v;u)-iH-7-H7y-^u-5-<;u)7^p^ SMti£feo 

179~T82 0 C(decomp. )(S$gHlill:^PP^I/i-I^-;i/-n-^+(->).; IRvmax cm-1 
2220; NMR(400MHz, DMSO-d6 )Sppm 1. 83-2. 32(6H, m). 3. 62-3 71 (1H m) 
6. 93(1H, s), 7. 54(1H, s), 7. 43(1H, d). 7. 52(1H. t), 7. 52(1 H, s), 7. 66(1 H,' 
t), 7. 71 (1H, d), 7. 85(1H. d), 7. 88(11-1, s) ; MS(FAB)m/z359(M+ +1); Tc^^ffit ' 
C19H14N6 S(Dlt£M(%) C, 62. 88; H, 4. 03; N, 23. 16, ;Il^fiS(%) C 62 88 ; H 4 02" 
N, 23. 13. 

[0419][5|]5I^J135] 3-(2-(4-v^P^;U-2-^7yj;U)X^-;U)^x-;U)T5y-1H-xh 

(Xgt) 5-(3— T^K7x^U)T5y-1 -(4->h^v^>v;U) -1H-7 L h^/-;U, &Z>\ 5-(3- 
<^K7x-;u)75y-2-(4-^h^v^>v;U)-2H-xhW-;U<D^ 

5 - ( 3 - ^K^xn;u)75y - 1 H-^h^j-^zmmm 1 ©i§3 ^p^izmsl. 5 - o-^k^x 

-;u)7Sy-i -(4->h^>^>v;u)-iH-xh^V-;u. &t>\ 5- (3-^^^x^)757-2- 

(4-yh^rV^>v;U)-2H— Th7V-;U^fc 0 

ral&138~139°C; NMR(400MHz, CDCI3 )5ppm 3. 81 (3H, s), 5. 61 (2H, s) 6 86(1 H 
s), 6. 92(2H, d), 7. 03(1H. t), 7. 31 (1H,dd), 7. 37(1 H, dd), 7. 38(2H, dj, 7 83(1 

H, t). ■ ■ . 

C0420KXM2) 5-(3-(2-(4-v^p^5 l ;^-2-^7y'Jy^)x^- J l^)7x-;^)75/-1-(4- 
^h4 : •v^>v;^) -1 H-^h7 v /-;u. RXf 5-(3-(2-(4-v>7P^ J /U-2-^7y i J^)X^-- ( /U) 
^x-;U)75/-2- (4->h^V^>v;U) -2H-Th^/-;U0)^fi£ 

(2- (4-v^P^;U-2-^7l/U;U)X^-;U)3'x^;i,)75y- 1 - (4-^>/<>v;b)-1H-f 
h7y-;u,&u' 5-(3-(2-(4-v^P^;U-2-^7y'J;U)X^-;U)7x^;U)75y-2-(4-^ 
h^v'<>v;u)-2H-7 1 h^y-;u^^tttl<tL-Ct#fco 

NMR(400MHz, CDCI3 )5ppm 1. 90-2. 50(6H, m), 3. 60-3. 70(1 H, m), 3 80(3H 
s). 5. 64(2H, s), 6. 91 (2H, d), 6. 96C1H, s), 7. 16(1H, s), 7. 21 (1H. dd), 7 32 
(1H, t), 7. 39(2H, d), 7. 43(1H, dd) , 7. 71 (1 H, t) . 

[0421 ](X|13) 3^(2- (4-v^P^^-2-^7^ l j;U)X^-yU)7i-;U) 75^-1 H-^h^V"- 

133~135°C(S$g a ^jtji:^PP7^;UA-X^y— )\,) ■ NMR(400MHz, DMSO-d6 )5ppm 1 
80-2. 40(6H. m), 3. 20-3. 40(1H, br s), 3. 60-3. 80(1 H, m), 7. 22(1H, d), 7. 4 
2(1H, t), 7. 53(1H, s), 7. 86(1H. s), 10. 09C1H, s) ;MS(FAB)m/z 323(M+ +1 ) 
[O422][^ffi0IJ136] 5-(3-(2-(4-v^P^;U-2-^7y>l;U)X5 l -;U)7'xy^rv)-1H-f- 

(xm 1 ) 5- (3-^K^xy^v) - '1 - (4->Mr>^>v;u) - 1 H -xH^/-;kt)^ 
5-^;fK-T-(4->h^v^>v;u)-i^ 

*'J0A1 . 24glCDMF20ml£iP*_. 70°C-C3 BP H 1}f#Lfc 0 J5J£;$£7k200mllC;i^, PitX^Hrtt 

■^MUlW-yH— (Jttb^i^PP^U^Tr^L. 5- (3 -^K^x^v) - 1 - (4->h*>"<> 
v;U)-1H-Th7V*-;u$;tt^tli:LTt#/co 

NMR(400MHz, CDCI3 )5ppm 3. 80(3H, s), 5 37(2H, s), 6. 91-6. 87(2H m) 7 13 
(1H. t). 7. 30-7. 34(3H, m), 7. 60(1 H, d), 7. 64(1 H, s). 

[0423](X|i2) 5-(3-(2-(4-v^P^U-2-^7yU^)^-^)3'xy^v)-1 -(4->h 

4pv^>v;u)i - H-^h^/-;u<7)£j£ 

5- (3-^K7x7^v) - 1 - (4-yh^V^>v;U) - 1 H-^H^V*-t4- v^P^U-2-X^- 
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-^)!7xy^v)-1-(4-yh*vX>vJU)^^ 

NMR(400MHz. CDCI3 )8ppm 1. 89-2. 40(6H, m), 3. 65-3. 74(1 H, m) , 3. 81 (3H, 
s), 5. 39(2H, s). 6. 90-6. 92(2H, m), 6. 98(1H, m), 7. 32-7. 34(21-1, m), 7.40 
-7, 44(2H, m). 7. 48-7. 50(1H, m). 7. 53(1 H, s) . 

[0424] (XH3) 5- (3-(2- (4- v'7P^U-2-^TV f| J;U)X5 1 ->;U)7xy^v) -1 H-xh^/ 

5- (3- (2- (4- v^P^;u-2-^T N /'J^)x^=.;i/)-7iy^-v) - 1 - (4->f *vK>v;u)1-H 
r xh^/-;u£M$Ji oxHs^fHicSagu aM^$#7io 

161~163 0 C(H$SB^;W:^PP^UA-n-^-y-»; IRvmax cm-1 2212; NMR(400MH 
z, DMSO-d6 )Sppm1. 83-2. 30(6H, m), 3. 63-3. 71 (1H, m), 7. 48-7. 58(4H, m), 

7. 68(1H. s) ; MS(EI)m/z323(M+); 7C^ v #rfIC16H13N5 OS- 1 /4H2 'Oi®ttfffil(%)C. 5 

8. 61; H, 4. 15; N, 21. 36, ;IJ^fi|(%) C. 58. 85; H, 4. 10; N, 21. 32. 
[0425][||]!ifi^j137] 5-(3-(2-(3-(2-(4-v'7P^;U-2-^7y i J;b)X^-;U)7x-;U)X 

^-;u) 7i-;u) - 1 h -xh^ v— ;u • 

) 5- (3- (2- (3- (2- (4-v^P^T;U-2-^7'V" l j>'U)X^- > IU)^i-;U)X5 1 -yU) 

;u)-2-(4->h+v^>v;u)-2H-xh7V— JUD^fit 

5-(3-X5 l -;U7x-;U)-2-(4->h+V^>V>'U)-2H-T-h7V*->'Ut1 -^□ : E-3-(2-(4- 
V<7P^;U-2-5 1 7y i >l;U)X^-;U)K>4f^$3|j|#lJi 0Xg4t|sI^|C^iiL, 5-(3-(2- (3- 
(2- (4-v^P^^U-2-^Tl/ 1 J;u)x^-;u)t7x-;U)x^-;u)-7x- J ;u) -2- (4-yh^v'Ov? 
;U) -2H— rh^V-^^fejfitttlirL-CtfTco 

NMR(400MHz. CDCI3 )5ppm 1. 90-2. 50(6H, m), 3. 60-3. 80(1 H, m), 3. 81 (3H, 
s), 5. 75(2H, s), 6. 92(2H, d). 6. 98(1H. m), 7. 30-7. 40(3H, m), 7. 49(1 H, t), 
7. 50-7. 60 (2H, m), 7. 60(1H, d), .7. 77 (1 H, s) , 8. 12(1H, d), 8. .'32(1 H, s), 
[0426] (X?f2) 5- (3- (2- (3- (2- (4- v-7P^U-2-^TV*'J;U)X^- ^^x^^JX^- 
y^^xn^-IH-^H^/— -IKD^JS 

5M3M2-(3-(2-(4-v^P3^U-2-^7^U)X^^ 

(4 h+ vxi/ v;u) - 2H -T-h^/-j^mmm i <Dx^5<hiwi^izML, aii^^#7io 

fltj£ 106~108°C(decomp. ) (B$S^jtiS:^PP7tN/l/A-n-^+^» ; NMR(400MHz, DMSO 
-d6 )5ppm 1. 80-2. 40(6H, m), 3. 60-3. 80(1 H. m) , 7. 70(1 H, s), 7. 74(1H, t), 
7. 60-7. 80(3H/ m), 7. 80(11-1. d), 7. 90(1 H, s) , 8. 1 i (1 H, d), 8. 25(1 H, s) ; MS 
(FAB)m/z 408(M++1) ; tc^MMG24H17N5 S©ftS:fit(%) C, 58. 25; H, 3. 77; N, 12. 8 
2, ;fj^M(%) C, 58. 51 ; H, 3. 52; N, 12. 82. 

[0427] [HJfcflj 138] N-(1H-^h^y-;U-5— T;U)-4-((3-(2-(4-v-7P^;U-2-TT 
'/'j;U)X^- i /U)7xzi;u)T5yx;U7^-;U)X>X7'5K: 

(x?ii) 4-((3-(2-(4-v£P3^u-2-9 1 7yu^)x^^ 

(3-(2M4-v£P^U-2-T77^U)^ 

l^§fl?U 4-^PPX;U^^-;U$m§K254mg^n^ST?1 B^PaHim^o Jkffo&Cll Ni£^10ml 
U#bftfd}i^.P H £^PP*/UA^ 

y U ju) x^- ;u) ?x^;u) ts/tju?*-^) £,t#i££t#7io . 

213— 216°C(decomp. ) ; IRvmax cm-1 221 6, 1704, 1602, 1580, 1504, 1338; NMR 
(400MHz, DMSO-d6 )5ppm 1. 89-2. 33(6H, m), 3. 64(1H, m), 7. 21-7. 24(1H, 
m), 7. 31-7. 40(3H, m), 7. 54(1H, s), 7.90(11-1, d), 8.10(1H, d), 10. 76(1H, 
s) ; MS(FAB)m/z439(M+ +1) ; 5c^t##rfitC22H18N2 04 S2 -H2 OftS:fi|(%) C, 57. 88; H, 
4. 42; N, 6. 14, ;|i)^fil(%) C, 58. 02; H, 4. 13; N, 5. 86. 

[0428] (Xff2) N-(1H-7 L h7V"-;b-5->r;U)-4-((3-(2-(4-v^P^;U-2-^77 l J 

ju) x^- 37x_;u) 7syx;u7^--;u) ^Xtsfoi-SM 

^-((S-te-^-v^P^U-^-^yV'J/^ 

Hfcj£ 203~206 o C(decomp. .) (S$£iH;&$£ : ^PP/t^A-I^/- JU-n-'Mr-y-^) ; IRvmax cm-1 
2216, 1692, 1588, 1548, 1504, 1406, 1338; NMR(400MHz, DMSO-d6 )5ppm 1. 83- 
2. 33(6H, m), 3. 66(1 H, m). 7. 26(11-1, dt), 7. 30-7. 39(3H, m), 7. 53(1 H, s), 7. 
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96(1_H, d), 8. 20(1H, d), 10. 78(1 H, s), 12. 63(1 H, br) ; MS(FAB)m/z 506(M+ + 
1); 7ufft##r{IC23H29N7 03 S2 ft£'te(%) C, 54. 64; H, 3. 78; N, 19. 39, lj£fit(%) C 5 
4. 24; H, 3. 83; N, 18. 98. 

[0429}[H]!i£#IJ139] N-(3-(2-(4-v^P^>;U-2^5 l 7V*U;U)X5 l -;Lx)-4-(1H-^h5V" 

— ;u-5— <;u)K>-tf>x;u^>TSK: 

(xfiD N-(3-^K7x-;u)-4-(2-(4-^h^v^>i>;u)-2H-xh7y-;u-5-^;u)^> 
NM3-<*K7x-;u)-4-(iH-xh7y*-;u-^ 

tlWtfii^aU n- (3— ^K^i-;u) -4- (2- (4->h^Fv^>v;u) -2H-xh^V f — ;u-5-> f 

Sfe,£ TSg-^CCdi^^^^i^t^b^); NMR(400MHz, CDCI3 )5ppm 3. 80(3H, s), 5. 
74(2H, s), 6. 73(1H. s), 6. 90(2H, d), 6. 95(1 H, t), 7. 05-7. 07(1H, m), 7. 38(2 
H, d)_, 7. 44-7. 46 (2H, m), 7. 86(2H, d), 8. 23(2H. d) ; MS(FAB)m/z 538(M+ + 
1); 7C^#fi|C21H18IN5 03 Sttl:fi(%) C, 46. 08; H, 3. 31 ; N, 12. 79, $|£M(%) C 4 

6. 87; H, 3. 67; N, 12. 15. 

[0430] (X?M2) N- (3- (2- (4-v^P^5 1 ^-2-^7V* l J;U)X^-VU)7x- i /U) -4- (2- (4- 
>K^v^>v;U)-2H-xK7V*— VU-5-^U)^>^X;U7+>T5K(D^I$ 

N- (3-^K^x-;U) -4- (2- (4->h*V'<>vJU) -2H-^h5 v /-JU-5— r^K^-tf^XJU^ 

*>7Sh^4^v^p>J^ 

U-v^p^u^-^ti/ij^x^ju)?!^^^ 
-ju-5-^u)K>^>x;u^>y=K^t#fc 0 

i4*;i30-132 o C(S^B^^:^PP7tN;UA-n-^+h>) ;IRvmax cm-1 2216; NMR(400MHz, 
CDCI3 )5ppm 1. 88-2. 40(6H, m). 3. 69(1 H, m) , 3. 79(3H, s), 5. 73(2H, s), 6 80 
(1H, brs) ; 6. 89(2H, d), 7. 00(1 H, s) , 7. 1 4(1 H, d), 7. 21 (1 H, t), 7. 29(1H ( t), 

7. 32(1H, d). 7. 38(2H, d), 7. 84(2H. d), 8. 19(2H, d) ; MS(FAB)m/z 583(M+ +1); 
7C3^#TfitC30H26N6 03 S2 -H2 Ottgfil(%) C, 59. 99; H, 4. 70;N, 13. 99, aij£.fit(%) C, 5 
9. 91 ; H, 4- 37 ; N, 13, 88. 

[0431](X*I3) N-(3-(2-(4-v<7P^;U-2-^7'V* l JJU)X5 l -;U)-4-(1H-xh^/-;U 

-5--<;u)K>-tf>x;u^>T5K(D^j?g 

N-(3-(2-(4-v^P:7^U-2-^^^ 

-2H-TbTJ-)i-5-4)i')^^x)i>7*>T^£nmmi^^ 

172~175 0 C(decomp. ) (S^H S Hj#^: ^P P^;UA-n-^-y-» ; IRvmax cm-1 2216, 165 

6, 1602, 1576, 1538, 1352; NMR(400MHz, CDCI3 )5ppm 1. 88-2. 40(6H,. m), 3. 69 
(1H, m), 3. 79 (3H, s), 5. 73(2H, s), 6. 80(1 H, brs), 6. 89(2H, d), 7. 00(1 H, s), 
7.14(11-1, d), 7. 21(1H, t), 7. 29(1H, t), 7. 32(1H, d), 7. 38(2H, d), 7. 84(2H, d), 

8. 19(2H, d) ; MS(FAB)m/'z 463(M+ +1) ; 7cS^fi|C22H18N6 02 S2 ■ 1 /2H2 OftSft 
(%) C, 56. 04; H, 4. 06 ;N, 17. 82, ;|J^fit(%) C, 56. 12; H, 3. 93 ;N, 17. 94. 
[O432][HJfe0lJ14O] N-(4-(1H-xh^-;U-5->r J ;U)-3-(2-(4-v^P^;U-2-5 l T 

(Xg'1 ) N- (4- (2- (4->h^v^<>v;u) -2H-7 1 h7y-;u-5-'f ;u) -3-^P^>^>X^ 
N-(4-(1H-^h7y-;U-5-^U)-3-:?P^>^ 

K&SU N- (4- (2— (4-/h^v^>v;u) -2H-^hvvWu-5-^;u) -3-^p^>-tf>x;u 

rail* 1 90-1 92°C(Si|£^;W:^b^b>-n-^+)->); IRvmax cm-1 1614, 1516, 1348; N 
MR(400MHz, CDCI3 )5ppm 3. 79(3H, s), 5. 71 (2H, s), 6. 71(1H, s), 6. 89(2H ( . d) 

7. 18(2H, d), 7. 30(1H, t), 7. 37(2H, d), 7. 67(2H. d), 7. 97(1 H, t), 8. 03(2H, 

d) ; MS(FAB)m/z 501[(M+ +2) + 1], 499[(M+ ) + 1]; 5t^tffflC21H18BrN5 03 Sf+^fil 
(%) C, 50. 41 ; H, 3. 63;N, 14. 00, ;fli]£M(%) C, 50. 73; H, 3. 87; N, 13. 99. 
[0433](Xg2) N-(4-(2-(4-^h+V^>v>IU)-2H^h7V*-;U-5-^;U)-3-^K^> 

n- (4- (2- (4-^h^Pv^>v;u) -2H-^h^y-;u-5-'f;u) -3-^p^ -<>-tf>x;u^>75 

^iJSIl 90)X|i2t|H|^|zMU N— (4- (2- (4->h^>^>vJU) -2H-^h57*— </U-5->f 
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197-201 °Cm%£MifeU: i&it^lsy-n-^+)-» ; IRvmax cm-t 161-4. 1516, 1348; N 
MR(400MHz, CDCI3 )5ppm 3. 79(3H, s), 5. 71 (2H, s),. 6. 89(2H, d), 7. 1 5(1 H, t), 
7. 17(2H, d), 7. 37(2H, dK 7. 69(2H, d). 7. 86(1H, d). 8. 03 (2H, d), 8. 16(21-1, 
d); MS(EI)m/z 547(M+ ); 7C*^ttC21H18IN5 03 SltS:M(%)C, 46. 08; H, 3. 31 ;N, 12. 
79. ;!£!!(%) C, 46. 36; H, 3. 48; N, 12. 66; 

[0434] (X?I3) N-(4-.(2-(4-^h^V^>v;b)-2H— xh^7*->'U-5-'r;U)-3-(2-(4- 

V^P^U-2-5 i yy'J;U)X^- J /U)^>Hf>XvlU^>75K(7)^jS 

N-(4-(2-(4->h4-V^>vJl/)-2H-^h^ 

^-v^p^u-z-x^^u^V-^il^ 

V^ ; J)l)-2H-^-^J— ;U-5-^;U)-3-(2-(4-v^P^^U-2-5 1 TV" l J;U)X5 1 -;U)^> 

-tf >x;u^>TS K£#/c 0 

I9t^ 167~169 s C(S^^^:^PP^A-n-A#-y->); IRvmax cm- 1 2216, 1614, 1514, 1 
480, 1388,1846; NMR(400MHz, CDCI3 )5ppm 1 . 89~2. 40(6H, m), 3. 72(1H, m), 
3. 79(3H, s), 5. 70(2H, s), 6. 88(2H, d), 7. 00(1 H. s), 7. 07(1 H. s), 7. 21 (2H, 
d), 7. 36(2H, d), 7. 39(1 H, t), 7. 57(1 H, dt), 7. 72(1 H, dt), 8. 03(1H, t), 8. 03(2 

H. d) ; MS(FAB)m/z 583(M+ +1); 7C^Urj6C30H26N6 03 S2 -1/4H2 OftM(%) C; 6 

I. 36; H, 4. 55; N, 14. 31, ;Ii|^M(%) C, 61. 21 ; H, 4. 49; N, 14. 31. 

[0435](xa4) N-(4-(1H-Th7V*-JU-5-^;U)-3-(2-(4-v^P^^U-2-^7V* l >l>'U) ■ 
X^-JU)^>tf>;UU?*>75RD£j$ 

N-^4- (2- (4-^h*V^>vJU) -2H-7 1 h^/-;U-5--r;U) -3-(2-(4-v<7P^;U-2- 
f7y^/U)X^-JU)X>^>;uU?*>7^ 

BfelS 139~142°C(decomp. ) (S^^^l^PP/t^A-n-^^) ; IRvmax cm-1 2220; NM 
R(400MHz, DMS0-d6 )5ppm 1. 83~2. 34(6H, m), 3. 67(1H, m), 7. 34(2H, d), 7. 5 
7(1H. s), 7. 68(1H, t), 7. 90~7. 94(4H. m), 8.06(1H, t), 10. 87 (1H, s) ; MS (FA 
B)m/z463(M+ +1); 7C*Mfi|C22H18N6 Q2 S2 -H2 Oftl:fiI(%) C, 54. 99; H, 4. 19;N, 
17. 14, ;1IJM(%) C, 54. 69; H, 3. 97; N, 17. 18. 

[O436][H{£0>J1 41 ] N- (3- (2-(4-v^P^f^-2-f 7V* l J^)lf-;i/)7iZ^) -4- (1 H 
-^h^ x 7->/U-5-'f>IU)^>X*7'5K: 

(1ST) 4-(2-(4->h^v^>v;U)-2H-T-h7y-;U-5--r^)^mf ; ^(7)^J5£ 

x^U 4- (2- (4-^K4 1 v^>v^) -2H-T-h^/-;U^5— f ;i/)^&#^Hi!i£^56«!:|Hl^lc5|l 

SU 4- (2- (4->H^V^>V^) -2H-^h^y-;U-5^^;U)$mW^#7Co 

NMR (400MHz, DMSO-d6 )5ppm 3; 75(3H, s), 5. 94(21-1, s), 6. 96(2H, d), 7. 41(2 

H.d), 8.1K2H, d), 8, 16(2H, d); 5c#»MC16H14N403 tti:<I(%) C, 61. 93; H, 4. 5 

5;N, 18. 06, ;llj£fit(%) C, 61 . 59; H, 4. 56; N, 17. 80. 

[0437](I?12) N-(3-(2-(4-v^P^;U-2-5 1 Ty0jU)X^-;U)7i-;U)-4-(2-(4- 
^h^v^>v;U)-2H-^h^V P — ;U-5->r;U)^>X75K<D^fi)c 
4-(2-(4-yh*v^>v;U)-2H-^h^7*-^^ 
2-^7yU;U)X^:z;u)7-U>£ilM#Jl04(DX|i2<t^^^ 
-2-^7V^UU)X^- ;U)?iri;U) -4- (2- (4-^ 

NMR(400MHz, CDCI3 )5ppm 1. 89~2. 41 (6H, m), 3. 7.0(1 H. m), 3. 80(3H, s), 5. 76 
(2H, s), 6.9K2H, d), 6. 96(1H, s), 7. 38~7. 41 (4H. m), 7. 71 ~7. 75(1 H, br), 
7. 89(1H. d), 7. 97(2H, d), 8. 27(2H, d) ;MS(FAB)m/z 547 (M+ + 1 ). 
[0438] (Ifl3) N-(3-(2-(4-v^P^;U-2-5 l 7y i J;U)X5 l - < /U)^i-;U)-4-(1H-^h 
7V"-;U-5— r^)^OX7=K(D#)5g 

N-(3-(2-(4-v^P^^U-2--5 l 7^ l JJU)X^-;i>)^x^;u)-4-(1 H-xh : 7V*-^-5-'f' 
JU)><>X7SK^]6fe^Jl C0XS5i^^lz5aSL, gii%i^#fc 0 

225~227°C(?f^||^:^qP7tgUA-/£/— AO ; NMR(400MHz, DMSO-d6 )5ppm 1 . 
83-2. 35(6H, m), 3. 68(1 H, m), 7. 42(1 H. d); 7. 50(1 H. t), 7. 53(1H, s), 7-89 
(1H, dd), 8. T6(1H, d), 8.19(2H, d), 8 23(2H, d), 1 0. 58(1 H, br) ; MS(FAB)m/z 
427(M++1); 7C*^*ffilC23H18N6 OSH+i:fil(%) C, 64. 77; H. 4. 25;N, 19.70, ilij^flt 
(%) C, 64. 64; H, 4. 33; N, 19. 47. 

[0439][HM142] N-(3-(2-(4-V'7P3J r ^;U-2-^7 > / , J;U)X^ i /U)^x^. J IU)-3-(1H 
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-^h^V*-;U-5 — r;U) / <>X7'5K: 

(HID 3-(2-(4-yh+V^>V>»U)-2H-xh7V"-;U-5—r;U)^m#^(D^j5fe 

iIU3-(2-(4-yh^v^>v;u)-2H-iF^y-;u-5-^;u)$,i#^^fco 

NMR (400MHz, DMSO-d6 )5ppm 3. 75(3H, s). 5. 92(2H, s), 6. 97(2H, d). 7. 41(2 
H, d), 7. 69(1H. t), 8. 08(1H, d), 8. 27(1H, d) . 8. 58 (1 H, s). 

[04401(1^2) N- (3- (2- (4- v^P^>U-2-5 1 7V'U^)XT- ;U)^x-;b) -3- (2-- (4- 
yh+vK>v;U)-2H-7 i h77-;U-5-Y/U) / <>X75K(D^JS 

3-(2-(4-^h^V^>v;U)-2H-xh^y->»U-5--r;U)$m§^«t3-(2-(4-v'7P^5 1 ;U- 

2- ^7y*Uv/U)x5 1 -;U)7=Y>£^ 

- 2 -^t v*U ;u) x^-;u) 7»x^;u) - 3 - (2- (4->h+v^>v;H - 2H -tK^ V-;u - 5 - >OU) ^ 

Bi,&140~142°C; NMR(400MHz, CDCI3 )8ppm 1. 92—2. 39(6H, m), 3. 69(1H. m), 3. 
80(3H, s). 5. 75(2H, s). 6. 91 (2H, dj, 6. 95(1H. s). 7. 35-7. 41 (4H, m), 7. 61 
(1H,t), 7. 73(1 H,. m), 7. 92(1 H, s), 8. 02(1 H, d). 8. 07(1 H, s), 8. 31 (1H, d), 8. 
57.(1 H, s). 

[0441 ] (Ig3) N- (3- (2- (4- v^P^U-S-^/'J^X^ -3- (1 H-xK 

N- (3- (2- (4- ->^7P^;i,-2-^TV* , J;U)X^- ;U)7x^;U) -3- (2- (4-/hJrV'<>v;U) 
-2H— rh^y-;U-5— r/U)K>X75K$HMl (DI^5<t|H|#IC^aL. Sfitl^ifco 
raJl,&168~170 o C; NMR(400MHz, DMSO-d6 )5ppm1 . 87~2. 31 (6H, m), 3. 68(1H. 
m), 7. 42(1 H, d), 7. 50(11-1, t), 7. 54(1H, s), 7.81(1, d) ,. 8. 27 (1 H, d) , 8. 65(1 
H, s), 10. 66(1H, s) ; 7G0MMC23H18N6 OS-1/4H2 OltS?fii(%) C. 64. 10; H, 4. 33; 
N, 19. 5, ;IiJSM(%)C, 63. 83; H, 4. 17; N, 19. 59. 

[0442] [Hifc#J1 43] N-(3-(2-(4-v^P^;U-2-^7y'J;U)X^->ll,)^x->IU) -N- (4- 
(2-(4->hJrV^<>v;U)Th7 x /— ;U-5 — f;U)^>yV,IU)?''Jv>: 

■ (111) N-(3-(2-(4-v^P^^-2-^7V f, J;U)X^-;U)7x^U)-N-(4-(2-(4-yh 
+V'<>v;Wjh7V r - JI,-5-'f^)X>';^^)^i»yif;nxfj| / fl)^i 

3- (2- (4->h^rV^>v;U) -2H-7 L h7y-;U-5— T;U)$mSM<bN- (4- (2- (4-^Mr'X 

>v;u>^h^y->/u-5--r)u)^>v'^;u)'7* i Jv> x^;u JLXr-j^mmmi 04(Dxm2tmmizm^ • 

U N- (3- (2- (4- v^P^;U-2-5 1 7yU;U)X^- ;U)^x±:;U) -N- (4- (2- (4-^h^v^ 

>v^)T-h^V-;u-5->f;u)^>y'r;u)y | Jv> x^;u xx^;u^;ft^^<tLr#fc 0 

NMR(400MHz, CDCI3 )5ppm 1. 31 (3H, t), 1. 88-2. 41 (6H. m), 3. 68(1H, m), 3. 78 
(3H, s), 4. 26(2H, q), 4. 60(2H, s), 5. 70(2H, s), 6. 86-6. 90(2H, m), 6. 96(1 
H, s), 7. 11(1H, d), 7. 18(1H, t), 7. 34-7. 38(3H, m) , 7. 44-7. 46(3H, m), 7. 97 
(1H, d). 

[0443] (XH2) N-(3-(2-(4^v^P^U-2-^7yU;U)X^-;U)3'x- > IU)-N-(4-(2- 

(4->h^vK>i;;u)^^y-;u-5-yr;U)^>y^;U)^.iJv>(7)^R!c 

N-(3-(2-(4-v^p:7^U-2-^7VUJU)XT^ 

M^-h=>V-)l-b—(M^V-()V)fFy^ x^u xx^;U$||]6l^j56i:^^lcML, 

TV '. ■ ■ ; \ 

HfcjS 94~96°C; NMR(400MHz, DMSO-d6 )8ppm 1 . 83-2. 32(6H, m), 3. 65(1H, m), 
3. 73(3H,.s), 4. 57(2H, s), 5. 88(2H, s), 6. 94(2H, d), 7. 22(1 H, d), 7. 31 (1 H, 
t). 7. 36(2H, d), 7. 43-7. 47(3H, m), 7. 53(1H. s), 7. 57(1H, s), 7. 92(2H, d), 1 
2. 96(1 H, s). ' 

[0444] [HM 144] N-(3-(2-(4— v-7P^^-2-^7V*'J>/l,)X^-;U)^i-;u) -N- (4- 
(1H-xK7l/^;U-5--< J /U)^vV;U)^ , Jv> X^UXX^U: 

N-(3-(2-(4-v^p:?^;u-2-^7yu/W 

JU)xh7 x /-;u-5->r;u)^>vV;u)^ l Jv> x^;u xxxvu^HSS^jiroxiistlBl^icMu *H 

Nfcjni 89 — 91°C; IRvmax cm- 1 2216, 1746, 1 660; NMR(400MHz, DMSO-d6 )8ppm 1. 30 
(3H, s), 1. 83-2. 32(6H, m), 3. 66(1 H, m), 4. 17(21-1. q), 4. 67(2H, s), 7. 26(1 
H, d), 7. 34C1H. t). 7. 47(1H, d), 7. 52-7. 53 (3H, m), 7. 61 (1 H, s), 7. 93(2H, 
d) ; MS (FAB) m/z 5 1 3 (M+ + 1 ) . 
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[0445] 145] N-(3-(2-(4-v^P^;u-2-^7yj>lU)X^-;U)7i- J »U)-N-(4- 

N-(3-(2-(4-v^p^5 1 ;u-2-5 1 yv* i ;;u)x^-;u)7x^>/u)-N-(4-(iH-T-h7y"-;u-5 

j^U)^VVJU)W>>X^UXXx;U£^^ 

135— 138°C; IRvmax cm-1 2216. 1738, 1 656 ; NMR(400MHz, DMSO-d6 )5ppm 1 86 
-2. 33(6H, m), 3. 65(1 H." rti), 4. 58(2H, s), 7. 26(1 H.' d). 7. 33 (TH, t), 7: 46(1 
H, d), 7. 52(1H, s), 7. 52(2H, d), 7. 59(1H, s), 7. 93(2H, d), 1 2. 95(1 H, s) ; MS 
(FAB)m/z 485(M+ +1). 

[0446] [M01J1 46] N-(3- (2-(4-y^P^-2-f7y"U;i')if-JI.)7i-^)-N-^ 
;U- 4 - ( 1 H -T-h^y— ;U - 5 - >(VU) ^>X75K : 

(XH1 ) N- (3-(2- (4-v^P^U-2-5 1 7V"U^)X^>IU)7i-;U) -N-^;U-4- (2- (4 

->H^v^>v;u) -2H-xh^y"-;u-5-^;u)^>X75K(D^^ : 

3- (2- (4-y£j3^;U-2-^T7*UJU)^ 
.v;U)-2H-7-h7y*^U-5-^U)£il§i^^ 

— i>^p^T;u-2-^T , / , j;u)x5 1 ^;u)7i-;u) -n-^/u-4- (2- (4— >h^v^>v;i,) -2H 

NMR (400MHz, CDCI3 )8ppm 1. 88 — 2. 41 (6H, m), 3. 51 (3H, s), 3: 68(1H, m) 3 78 
(3H, s), 5. 69(2H, s), 6. 88(2H, d), 6. 96(1H, s), 6. 99(1H, d), 7 18(1H t) 7 3 

4- 7. 38(4H, m), 7. 41 (2H, d), 7. 97(2H, d). 

[0447] (X|§2) N-(3-(2-(4-v^n^-2-f7VU;i,)lf-Jl,)7iZ^)-N-W-4 ; 
- ( 1 H -f^V-Jl - 5 - A)\A ^XTZFOSm 

N-(3-(2^(4-v^P^;U-2-^7y*UJto^ 
V^>v^)-2H-xh^7*-;U-5-^U)K^^ 

Bfc£ 1 26-1 28°C(decomp. ) (S^^:^PP^A-n-/sdr+»-» ; IRvmax cm-1. 221 6, 1 65 
0; NMR(400MHz, DMSO-d6 )5ppm 1 . 83-2. 32(6H, m), 3. 42(3H, s), 3 66(1H 
m), 7.28(.1H, d),7. 34(1H, t), 7. 45(1H, d), 7. 53(1H, s), 7. 53(2H, d), 7. 66(1 
H, s), 7. 91 (2H, d); MS(FAB)m/z 441 (M+ +1 ) ; 7cit##rfIC24H20N6 OS-1/4H2 Olt 
• *fi!<%) C. 64. 77; H. 4. 64;N, 18. 88, SH^fit(%). C. 64. 98; H, 4. 75; N, 1 9. 04 
[0448][Hffi^j1 47] N- (3- (2- (4-v^P^;U-2-^TV"'J;U)X^-;U)^x^U) -4- (2- 

4-(2-^U-2H-T-h^V-;U-5-'1'>IU)$,il#^(7)^iS 

4-(2-^)\,-zH-T^v-)i-5-^)i)^Bmm^mmm56tmmzmmL. 4- (2-/ 

;u-2H-xh7V*-;u-5-^u)$,ii#^#/r 0 

NMR(400MHz, DMSO-d6 )5ppm 4. 45(3H, s), 8. 1 1 (2H, d), 8. 18(2H, d) 1 3 2(1 
H, brs). 

[0449](XfM2) N-(3-(2-(4-v^P^;U-2-^7V*'J;U)X^-jU)^x-;U)-4-(2-^;U 
— xh7 7*-JU - 5 — <M K^X75K(D £j& 

4-(2-^U-2H-7-^V'-;U-5-^;U)$m#^ < t3-(2-(4-v^P^;U-2-5 1 7V* l J-'U)X 
^- ;U) -N-yT;U-T-'J>(t$|IMl O40X?|2 < i:^^|c5aSL, M^#7io 

200~202 o C(S^H B H^:^PP7ts;Uix-n-^-9-»; IRvmax cm-1 221 6. 1 656, 1606; N 
MR(400MHz, DMSO-d6 )5ppm 1. 84-2. 41 (6H, m), 3. 71(1H, m), 4. 46(3H s) 

7. 41 (1H. d), 7. 48(1 H, t), 7. 53(1 H, s) , 7. 88(1 H. d) , 8. 1 5-8. 1 6 (3H, m) 8 2 
1-8. 24(2H, m), 10. 56(1H, s) ; MS(FAB)m/z 441 (M+ +1 ) ; 7C*^fitC24H20N6 OS- 
1/2H2 0I+gfit(%) C, 64. 13; H, 4. 7T;N, 1 8. 70. JW^fit (%) C, 63. 89; H, 4 56 N 1 

8. 66. ' ' 

[0450] [mmm 148] N-(3-(2-(4-v^P^5 1 >lU-2-^Ty'JJU)X^- J IU)-2-y5 1 ;U3'x^;U) 
-4- (1 H-t-^V*->IU-5— f;U)K>X75K:4- (2- UMPV^VJU) ^H-t^V-JU-S- 
-r^)S,tS^i:3- (2- (4- v^P^f;i,-2-f7V i| J^)xf- ;u) -2-^U7-U><k£ltJfc0iJ1 

04(Dxg2<»:i5]^i^sL. ^mzmmmi ©usiisnii^iu -*g«a£*#/=„ . 

S4,& 223-22.5°C(SiSa^:^PP^UA-X^y-;Un-^-y-»; IRvmax cm-1 2208, 1640- 
NMR(400MHz, DMSO-d6 )5ppm 1. 89-2. 29(6H, m), 2. 43(3H, s) , 3. 66-3. 70(1 ' 
H, m), 7. 31(11-1, t), 7. 51 (1H. d), 7. 53(1 H, s), 7. 57 (1 H, d) , 8. 21 (4H, s). 10.2 
6(1 H, s) ; MS(FAB)m/z 441 (M+ +1) ; 5c*##rfi&C24H20N6 OS-1/4H2 Off-JHS (%')C, 6 
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4. 77; H, 4. 64; N, 18. 88, S(Sffi(%) C. 64. 60; H, 4. 58; N, 19 08 

[0451 ].[$ffi0lj1 49] N — (3-(2-(4->'?P7*f^-2-f7V' l J^)lf-^)7i-^)-3->^ 
V-4-(1H- J fKvV r — ;U.-5— 1';U)K->X7'5K: 

(Xgl) N-(3-(2-(4-y^P7*fJb-2-f7V*^l/)if-Jl/)7iz;i,)-3->h^y-4-(1- 
(4->h^>^>v;U) — 1 H-T-h^!/— ;U-5— <7U)^>X75h\ N— (3- (2- (4- v^P^^JU 

^-^.tv'U^x^-^^x^u}^^ 
-5— r^)K>XT5K(D^fig 

3-^h^v-4- d - (>h^v^>^;u) -i H-xh7^-;u-5— <;u)$mS^,S^ 3-^h+V-4 

M2-(>|>^/<>^;U)-2H-Th^^ 

- (4-v^P^/U-2-^TV* , ;;U)X5 l -;U)T- l J><!:^|IWj1 03(DifI1 tl^lzfllilU N— (3 
-(2-(4-v2P^U-2-^7y*'JM^^ 
V^)-1H-^h^V-;U--5--OU)^^ 
>)X^-;U)7x-^U)-3->h*v-4-(2^4-/h^^ 

>X75K<tti : 1 o&sm&m&mwtLxmtzo 

NMR(400MHz, CDCI3 )5ppm 1. 88-2. 39(6H, m), 3. 70(1H, m), 3. 75, 3. 77, 3. 80 a 
nd3. 96(6H, each s). 5. 39 and 5. 79(2H, each s) , 6. 74 and 6. 90(2H, each d) 6 95 
-6. 97(2H, m), 7. 31 (1/2H, d), 7. 38-7. 42(4H, m), 1. 57-7. 59(1 H, m) ' 7 77 
(1H, m), 7. 92(1/2H; d), 7. 95(1/2H, d). 7. 99(1 /2H, d). 8. 27(1/2H s) 8 4 
4(1/2H, s). 

[0452] (XIM2) N-(3-(2-(4-v^P^/U-2-5 1 7yUJU)X^-;U)7'x-;U)-3-yh^v-4 
-(1H-xl>v x y-;U-5-'r;b)H>X7 7 =K(7)^^ 

±15X^11 Tl#7t^b^^l^, H^M (7)X^5«t|Hl^lzML, SSl^^^fco 

197— 199°C; IRvmax cm-1 2208, 1 654; NMR(400MHz, DMSO-d6 )5ppm 1 85—2 
35(6H, m), 3. 68(1 H, m), 4. 10(3H, s), 7. 43(1H, d), 7. 51 (1 H, t), 7. 54(1 H, 
s), 7. 77(1H, d), 7. 78(1H, s), 8. 13(1H, s), 8. 29(1H, m), 10. 58(1 H, s) ; MS (FA 
B)m/z457(M+ +1) ; tc^MC24H20N6 02 S-H2 Off-jHit(%)C. 60. 75; H 4 67 N 17 
71, M£il(%) C, 60. 74; H, 4. 32; N, 17. 16. 
' [0453] 150] N-(3-(2-(4-v^P^VU-2-5 1 yV t, J;U)X^;U)7'x-;U)-3-^U 
-4-(1H-xh7y-;U-5 — r;u)^>XT5K: 

(Xgi) N-C3-(2-(4-v^P^U-2-5 1 7V f U;U)X^-;U)7i->/U)-3-^U-4-(2-(4 

->h^v^>v;u) -2H-xh : 7V'- J 'U-5->r;u)^>XT5Ka)^ 

3->T;U-4- (2- (*Mr>^>vVU) -2H^7 1 h^y-;U-5— fVU)$,i§^«!:3- (2- (4- v^7P 
^;u-2-5 1 Tl/U^)x^-;u)y-ij> ( !:$||^jio3(DX?Sl .tl^KMU N- (3 - (2- (4- v 
^P^5 L JU-2-^7y'JJU)X^- ( ;u)-7x-;U) -3-yT^-4- (2- (4-p'h^ri>'<>v;U) -2H-t : 
^y-;U-5-Y;U)K>X75K^«fe^^^,i:L-Ct#fc 0 

NMR(400MHz, CDCI3. )8ppm 1. 91 -2. 39(6H, m), 2. 71 (3H, s), 3. 69(1 H, m), 3. 81 
(3H, s), 5. 78(2H. s), 6. 92(2H, d), 6. 96(1H, s), 7. 38-7. 43(4H, m) 7 73-7 
77(2H, m), 7. 82(1H, s), 7. 91 (2H, m), 8. 1 6(1 H, d). 

[0454]N-(3- (2- (4-v^7P^;U-2-5 1 7V* , J;U)X5 L - > l|,)7x-;U) -3- >fjl,-4-(1H- 
-rh^y-^-5 — OU^VXTSRD^ 

N-(3-(2-(4-^P^f;b-2-f7 , ;Wlf^)7ii;i)-3->fil-4-(2-(4^^^ 

v^>v;u) - 2H -T-h7v:-;u - 5 - -f;u) ^>X75K$H«J 1 roi§5 t^^iz^aLv^S^f 

It* 128-130X(S$£H^it^;^PP7^;UA-^/-;U) ; IRvmax cm-1 221 2, 1676, 1 654; NM 
R(400MHz, DMSO-d6 )5ppm 1. 87-2. 35(6H, m), 2. 61 (3H, s), 3. 68(1H m) 7 4 
K1H, d), 7. 49(11-1, t), 7. 54(11-1, s), 7. 87-7. 98(3H, m), 8. 02(1H, s) 8 14(1 
H, s), 8. 29(1 H, ni), 10. 54(1 H, s) ; MS(FAB)m/z 441 (M+ +1 ) ; 5c^^MC24H20N6 
OS-1/2H2 Oft^fiKVo) C, 64. 13; H, 4. 71 ;N, 18. 70, lij£<l(%) C 64 44- H 4 7V 
N, 18. 70. 

[O455][^ffi0lJ1 51 ] N- (3- (2- (4-v^P^;U-2-^77'J;U)X^-yU)^x- )V) -6-(1H 
-ThT7V"— VU-5-^U)-2-^7x>^;U7K^5K: 

(X|I1) N-(3^(2-(4-v^P^;U-2-^7'yU;U)X5 1 ^;U)^x-JU)-6-(2-(4-yh^V^ 

>v;u) -2H-^h^y-;u-5->f ;u) -2-^^x>±^4-c^5K(D^ 

5- (2- (4-^h^V^<>v;U) -2H-xh7V"-;U-5—r/U) -2-^7x>*;U7n'>^t3- (2- (4 
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-v^p^u-2-^7y*uvu)x^-;u)7-u>$iii^^ 

NMR(400MHz, CDCI3 )5ppm 1. 91 ~2. 39(6H, m). 3. 70(1 H, m),. 3. 81 (3H, s) 5 73 
(2H, s), 6. 9K2H, dt), 6. 96(1H, s), 7. 37-7. 41 (4H, m). 7. 64(1 H, d), 7. 68 (T 
H, m), 7. 78(1H, d), 7. 84(1H, s). 

[0456] (X?12) N— (3- (2- (4- v^7P^U-2-^7V*'J;U)X^-;U)7x^U) -6- (1 H-xh 

7V"-;u-5-<;u)— 2-^7x>*;u7t?^+j-5K(D^fig 

N-(3-(2-(4-v^p^;u-2-^7y'J^)x^-;u)^x-;u) -6- (2- (4->h^v^>v;u> 
-2H-xh7y*-;u-5-^;u)^2-^7x>^;u7K^5K^llWJi cDxMstlBiftic&gu «M 

St* 224~228°C(S$Sa B a^:^' : "a^>'l'A-^>'-;U); NMR(400MHz, DMSO-d6 )5ppm 1 
84-2. 34(6H. m), 3. 68(1 H. m), 7. 41 (1H. dt), 7. 49(1 H. t), 7. 52(1H, s). 7. 82 
(OH, m), 7_87(1H, d), 8. 08(1H, t), 8. 13(1H, d), 10. 61(1H, s) ; MS(FAB)m/z4 
33(M+ +1) ;7C*^ v *ffilC2.1H16N6 OS2 Ht^fil(%)C, 58. 32; H, 3. 73;N, 19.43, ;!£<!(%) 
C, 58. 26; H, 3. 90; N, 19. 48. 

[0457] [^]&&#IJ152] N-(3-(2-(4-v^7P^U-2-^7yU^)X^-;U)7i-;U)-2->^ ;U 
-4-dH-Th^y— ;U-5-^U)^>XT5K: " .-" 

(XfI1 ). N- (3-(2- (4-v^P^;U-2-^7y i J;U)X^-VU)3'i-;U) -2->^U-4-(2-(4 
->h4=-V^>v J lU)-2H- J fh7V > — ;u-5— 1';U)/<>X7=K0-&J?!c 

2- ^;U-4-(2-(>h^V^>v;U)-2H-^K^7-JU-5--f;U)$ i a«<t3-(2-(4-v^P 

jT^z-^T^myjLT-MT-vi/tzmMmi 03<z>xm «tiHHiicMSL.N-,(3-(2-(4-v 

^P^^-2-^7V f U;U)X^;U)7'x-;U)-2-y^U-4-(2-(4-yh+V^>v;U)-2H-^ 

fltjg 128-1 30°G; NMR(400MHz, CDCI3 )8ppm 1. 91-2. 40(6H, m), 2. 56(3H, s) 3 
68(1H, m), 3. 80C3H, s), 5. 74(2H, s), 6. 91 (2H, d), 6. 95(1 H, s), 7. 37-7 41 
(3H, m), 7. 56(1R d), 7. 70(2H, br s), 7. 89(1 H, br s), 7. 98(1H, d), 8.03(1H, 

s). 

[0458](XH2) N-(3-(2-(4-v^P3f^U-2-5 i 7yU;U)X^-;U)7'i->IU)-2-^;U-4 

- ( 1 m -T^y-;u - 5 - ;u) "<>X7$Ka)£ m 

N-(3-(2-(4-v^P^U-2-T77^U)X?^^ 

*X>v;u) -2H— rh^y-,/u-5->r;u)^>X75K$IIMi (DX^t^lcMSL. £jgft£& 

gt6l35—137 0 C; NMR(400MHz. DMSO-d6 )5ppm1 . 84-2. 33(6hi m) 2 50(3H s) 
3. 67(1H, m). 7. 41(1H, d), 7. 48(1H, t), 7. 54(1H, s), 7. 73(1H, d), 7. 79(1H, ' 
d), 7._98(1H, d). 8. 02(1H, s), 8. 1 1 (1 H, s). 1 0. 65(1 H, s) ; MS(FAB)m/z 431 (M+ 
+ 1); 7C^fffi|C24H20N6 OS-1/4H2 OftS[fi|(%) C, 64. 77; H, 4. 64; N, 18. 88, MMfc 
(%) C, 64. 87; H, 4. 87; N, 18. 48. 

[0459] 153] N-(3-(2-{4-iy0n^^)l-2-^TV i )Ji)Ji^-)\,)yji-)l)-2-^b^ 
V-4- (1 H-Th7l/-;U-5— 1';U)K>X75K: 

(XH1) N-(3-(2-(4-v-7P^5 1 ;U-2-5 1 7y i j;U)x^x;U)^x=.;u)-2->h+v-4-(2- 

(4-p'h+v^>v;u)-2H-xh7V*-;u-5-'f;u)K>X75K(D^j5g 

3- >h+V-4 - (2 - O^V'Ovib) - 2H-f f ^V-^-S-fiL)^!! |i3 - (2 - (4-v{7P 
^;u-2-^7yU^)x^x;u)7-^><!:$||»J1O30Xg1t^^|c^aL,N-(3-(2-(4-v 
<7P^^U-2-5 1 7yU;U)X^XjU)^i-jU)-2-^h^V-4-(2-(4->h^V^>v 
7-^l/-;u-5-^;u)K>X75K$;iJ>^fe;fttttli:LTf#fco 

NMR(400MHz, CDCI3 )8ppm 1. 90-2. 40(6H, m), 3. 70(1H, m), 3. 81 (3H, s), 4 19 
(3H, s), 5. 76(2H, s), 6. 92(2H. d), 6. 96(1H, s), 7. 31 (1H, d) 7 35-7 42(4H 
m), 7. 83-7. 90(4H, m), 8.03C1H, m),9.88(1H, s). 

[0460] (Xf|2) N-(3-(2-(4-v^P^U-2-^7V t| J;U)X^-;U)3'x-;U)-2-^h^V-4 

- ( 1 H -=rh^/-)\, - 5 — f;u) '<>X7SK0£$ 
N-(3-(2-(4-v£P^jU-2-^77*U;U)X^^ 

v^>v;u)-2h-t-h^/-;u-5— rju)K>x75K^HMi OTxn5i:fsHiiz^aL s 
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gkjS . 153~155 , t(S|gfi?Sii:^nP^UA-y5fy-- ^-n-^-y-»; IRvmax cm-1 2212, 167 
2; NMR(400MHz, DMSO-d6 )8ppm 1. 83-2. 33(6H, m), 3.67(1H, m), 4. 01 (3H, 
s), 7. 40(1H, dd), 7. 47(TH, t), 7. 54(1 H, s), 7. 75(1 H, dd), 7. 82-7. 84(3H, 
m), 8. 08(1H, s), 10. 44(1H, s); MS(FAB) m/z 457 (M+ + 1 ) ; 5c^^#ffitC24H20N6 02 
Sf+a:M( 0 /o) C, 63. 14; H, 4. 42;N, 18.41, $j^M(%) C, 63. 54; H, 4: 58; N, 18. 57. 
[0461 HUM 154] N-(3-(2-(4-V^P^;U-2-^7V"UlU)XT-;U)-2-yh^v7xZl 
/U)-4-(1H-T-h7V*— ;U—fJU)^>X75K: . 
(Xflt) N-(3-(2-(4-v^P:7>;U-2-^7y~^U)X^^ 
(4_y^>/<>V? j ;U)_2H-^h^V"— )U-5-j)l)s<yX7^(D£f& 

4-(2-(pth^v^>v;U)-2H-7 L h7V*-;U-5->f';U)$m§^<i:3-(2-(4-v^P^U-2- 
^Tyjv'UlX^-^) -2-yh^rvT- , J><l:$IIS£^Jl 64(DXH2t|H|^|c5!lSL. N-(3-(2-(4- 
V^P^;U-2-f 7V*U/^If-^) -2->h^V^x- /U) -4- (2- (4-^h^vX>v;U)-2H 

NMR(400MHz, CDCI3 )Sppm 1 . 94-2. 40(6H, m), 3. 67-3. 74(1H, m), 3. 80(3H, 
s), 4. 17C3H, <s), 5. 76(21-1, s), 6. 90-6. 93(2H, m), 6. 99(1 H, s), 7. 15(1H, t), 

7. 32(1H, dd), 7. 40-7. 42(2H, m), 7. 98-8. 00(2H, m), 8. 27-8. 29(2H. m), 
59(1 H. dd), 8. 65(1 H, s). 

[0462] (X|i2) N— (3 — (2 — (4— v^P^^/U— 2— ^■T'/'J-'U) If-Jl')-2->h ; 'rv7i-JL') —4 

-(iH-rh7V*-;u-5-^i/)^>X75K(D^^ 

N- (3- (2- (4- v-7P^5 i ;U-2-^7V' l jJU)X^- J IU) -2->h^V^x^;U) -2-^h4 L V-4- 

(2-(4->hJrv^>v;b) -2H-xh^v*-;u-5— r;u)^>X75K^ii]5i^ji (Di-mstmmz&m 

186-187°C(decomp. ) (S^H a H/^5I:^PP^A-n-^+*->) ;IRvmax cm-1 2216, 165 
8; NMR(400MHz, DMSO-d6 )8ppm 1 . 86-2. 31 (6H, m), 3. 63-3. 72(1 H, m), 3. 97 
(3H, s). 7. 24(1 H, t), 7.51(1H, dd), 7. 55(1H, s), 7. 86(1H, dd), 8. 19(2H; d), 

8. 22(2H, d), 10. 04(11-1, s) ; MS(FAB)m/'z 457 (M+ +1 ) ; 7C^^flffttC24H20N6 02 S- 1 
/2H2 OltM(%) C, 61. 92;H, 4. 55;N, 1 8. 05, ;|il£fit(%) C, 62. 18; H, 4. 53; N, 18. 
27. ' ■ ■ " -. ' ■ . : '■ . . 

[0463] 155] N-(3- (2- (4- v^7P^JU-2-5 i 7V r| J;U)X^-;U)^x- JU) -4- (1 H 

-Th^v*-;u-5->r;u)-2-hU7;u?hpyh^vX>X7=K: 

(XH1) N-(3-(2-(4-v^P^5 1 ;U-2-^7V f U^)X5 1 ->IU)7xZL;u)-4-(2-(4->«h^rvX 

>v;i/)-2H-T-h^y— ;u-5--f;u)-2-h l J7;i'^-pyh+v'<>X75K(D^fiE 

4- (2- (4->MrvX>V-IU) -2H-7 L h5V r -;U-5->r;U) -2-h'J7>»U^-P>h^V$mra<!:3- 
(2- (4-v'7P^ J 'U-2-#7V l J;U)x^- 1 iU)7- l J>^, HM^Jl 04(7)X^2t|5]^|C^SL. N- 
(3-(2-(4-v^P:^U-2-^7^ 

j7 1 h5y-;U-5-^^)-2-hU^U^P>h^v<<>X75K$#fc 0 

il£ 97~100°C(decomp. ) (S^^V^PP^UA-n-^+f:/) ;IRvmax cm-1 3288, 294 
0, 2216, 1656, 1608, 1586, 1 548, 1 51 4; NMR(400MHz, CDCI3 )Sppm 1 . 89-2. 42(6 
H, m), 3. 66-3. 74(1H, m), 3. 81 (3H, s), 5. 77(2H, s), 6. 91 -6. 93(2H, m), 6. 9 
6(1H, s), 7. 37-7. 43(4H, m), 7. 69 — 7. 72(1 H, m), 7. 89(1H, s), 8. 14(1H, s), 
8. 22(2H, s), 8. 39(1H, s) ; MS(EI)m/z.630(M+ ) ; 5t^UffilC32H25F3N6 03 SOftM 
(%) C, 60. 95; H, 4. 00; N, 1 3 . 33, ;l|^fil(%) C, 60. 69; H, 4. 16; N, 13. 54. 
[0464] (X*|2) N-(3-(2-C4-v^P^5 l ;U-2-5 l 7yU;U)X^-M^x-^)-4-(1H-xh 
■=?J— ) U - 5 ->f;U) - 2 - h 'jyjl* h^Fv^>X75 KO-&/?)c 

N-(3-(2-(4-v^P^;U-2-^7yU;U)X^-;U)^i^)-2-^h^v-4-(2-(4-yh^ 

v^>v;u) -2H-^h^v*— /1/-5-- ou) -2-h , J^;u^pyh^v^.>X7SK^II]!iS^Ji (Dumstm 

ralS 199~202°C(decomp. ) (S^bI^Ii^PP^U A) ; IRvmax cm-1 3316, 3104. 2976, 294 
8, 2868, 2212, 1658, 1 624, 1 608, 1 584, 1548; NMR(400MHz, DMSO-d6 )5ppm 1 . 8 
3-2. 3K6H, m), 3. 63-3. 72(1 H, m), 7. 44(1H, d), 7. 50(1H, t), 7. 54(1H, s), 
7.75(1H, d), 8. 0K1H, d), 8.06(1H, s), 8. 14(1H, s), 8. 22(1 H, d), '10. 87.(1 H. 
s);MS(FAB)m/z51 1 (M+ +1) ; 7E*##TfilC24H1 7F3 N6 02 S-0. 25H2 O0lt^^(%) C, 5 
5. 97; H, 3. 42; N, 16. 32, MS. fit(%) C, 55. 88 ; H, 3. 42 ; N, 1 6. 44. 
[0465] [HffiflJ 156] N-(3-(2-(4-v^P^5 l >/U-2-5 l 7V ri JJU)X5 l -;U)7x-JU)-4-(1H 
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(XfMD N-(3-(2-(4-V^P^T;U-2-^TVU/U)X5 1 -;U)7'x-;U>-4-(2-(4->h4 : -V^ 

4-(2-(4->h+v^>v;u)-2H-^h7V*-;u-5--r;u)-2-HJ7;u^p^;u^,Sil : ^<h3- 

(2-(4-y^P^fJI,-2-f7V* l J^)Xfzjb)7- l J>5vIli1 03CDXg1 <!;|^[Z$A3U N- 
(3- (2- (4-v^P^U-2-^TV"'J;U)X^- -4- (2- (4->h+v^<>v;U) -2H 

-xh^y°-JU-5-^u)-2-h^;i^p^u^ 

NMR(400MHz, CDCI3 )8ppm 1. 88-2, 41 (6H, m), 3. 63-3. 72 (1 H, m), 3:81(3H, 
s), 5. 76(2H, s), 6. 91-6. 94(2H, m). 6. 95(1H, s), 7. 36-7. 42(4H. m), 7. 66- 

7. 69(1H, m), 7. 73(1H, s), 7. 74(1 H, d), 7. 84(1 H, s), 8. 36(1 H, d), 8. 49(1 H, 
s). '- , ' - ■ ■■: ' ■ ■ • ' ■ ■ ' 
[0466] (X$|2) N-(3-(2-(4-v^P^^U-2-^7V* i ;VU)XT-;U)3'x^U)-4-(1H-^h 
^y— ;U-5-^U)-2-hU?;U*P^U^>X7=h^7)£j& 
N-(3-(2-(4-v^P:7>;b-2-^77*U^)X^-^^^ 

-2H-xh5y-;U-5— f;U) -2-hU^^P^U^>Xr5K^IIMl <DXf|5<h|5|*iKMU 

IR& 201~205°C(decomp. ) (^ISalji^rX^y— )l-n-^+)-y) ; IRvmax cm-1 3280. 294 

8, 2216, 1662, 1 608, 1 580, 1 538 ; NMR(400MHz, DMSO-d6 )Sppm 1 . 86— 2. 31 (6H, 
m), 3. 63-3. 71 (1H, m), 7. 44(1 H, d), 7. 50(1 H, t), 7. 54(1H, s), 7. 72(1H, d), 
8. 03(1H, d), 8. 05(1H, s), 8. 46(1H, d), 8. 48(1H, s), 10. 93(1H, s) ; ,MS(EI)m/ 
z494(M+); 7C^##rfiiC24H17F3 N6 OS0)f+g:M(%) C, 58. 29; H, 3. 46;N, 17. 00, $l£fit 
(%) C, 58. 1 1 ; H, 3. 61 ; N, 1 6. 73. 

[0467] [HfflStfl] 157] N-(3 — (2-(4-v^P^f ;b-2-^7V*W)Xf-^)7i-;i/)-2-7;i/ 
7|-P -4 - ( 1 H -xh^/— )l - 5 - AM 'OXTS K : 

(XfI1) N-(3-(2-(4-v^P^;U-2-5 1 7V , J;U)xT-;U)7i-;U)-4-(2^(4-pih+v / < 

> vju) -2H -xh^y— ;u - 5 - -fju) •- 2 - yj^a^yXTS.fcD -a-fiic 

2- ^U^P-4-(2-(4->h^^>v;U)-2H-Th7V*— ;U-5-^JU)$E#^<!:3-(2-(4-^ 
V^D7f^-2-f7y i J^)lf-/W7- , j>^, HJfcflJl 04<7)X|i2«!:|5]^l^iiL, N- (3- (2— 
(4- V'j7P^;U-2-^7 l / , JJU)X5 1 -;U)7x- ;u) -2-^;u^-p-4- (2- (4->h4v^>v;u) 
-2H-^h^l/-;U-5-<;U)^>XTSh^»fe;ft^<!:Lr#7co 

NMR(400MHz, CDCI3 )8ppm 1. 91-2. 08(2H, m), 2. 29-2. 41 (4H, m), 3. 65-3. 77 
(1H, m), 3. 80(3H, s), 5. 75(2H. s), 6. 90-6. 92(2H. m), 6. 95(1 H, s), 7. 36-7. 
41 (4H, m), 7.. 72-7. 74(1H, m), 7. 92(1 H, s), 7. 97 (1 H, d) . 8 . 08(1 H, dd), 8. 28 
(1H, t), 8. 50(1H, d). 

[0468] (X*I2) N- (3- (2- {A- ; y J PU^=f-)V-2-J-T % J v )M^ = f--MZfii-M -2-7)^0- 
4-(1H-xh^/— ;U-5--T J /U)'<>X75K(D^fi)c 

N-(3-(2— (4-v^p^;u-2-^ 1 TV' l J;u)x^-;u)7x^;u)-2-7;L/^-p-4-(2-(4-yh 

jfv'Ovju) -2H-^h^/-;u-5— t;u)-<>xt5k^iimi ojimstmmzmmu mmt& 

\%iz 0 rat/5 1 79~181°C(decomp, ) (S^^i^PPtI^A-X^/— /L,) ; IRvmax cm-1 3268, 

2980, 2936, 2216, 1650, 1606, 1582, 1 556; NMR(400MHz, DMS0-d6 )Sppm 1. 86- 

2. 03(2H, m), 2. 19-2. 33(4H, m), 3. 63-3. 71 (1H, m), 7: 43(1 H. d), 7. 49(1H, 

t). 7. 53(1H, s), 7. 78(1H. d), 7. 94(11-1, t), 7. 98-8. 03(2H, m), 8. 08(1H, s), 1 

0. 78(1 H, s); MS(FAB)m/z445(M+ +1); 7c^^^rfi|C23Ht7FN6 OS-0. 75H2 CNDff^fit 

(%)C, 60. 32; H, 4. 07; N, 18. 35, ;fl|£fl(%) C, 60. 41 ; H, 3. 84; N, 18. 10. 

[0469] [HJfe^J 158] N-(3-(2-(4-v<7P^ J »U-2-5 : TV* l J>'U)X^-^)^x-;U)-3-^>lU 

^-p-4-(1H-^H7l/-;U-5— <^)/<>Xy=K: " 

(IS1) N-(3-(2-(4-v^P^;U-2-5 1 Ty i J;U)X5 L -jU)^i-;u)-3-7;U^-P-4-(2- 

(4-^H^vK>v;u)-2H-xh^l/-;U-5-^>)U)^>XT5K(D^J5)c 

3- ?;U*P-4- (2- (A-^h^rV'Ov^) -2H-xh7VV;U-5—r;U)$m#B<!:3- (2- (4- 
i''?nJ^J\,-2-TT x J , J)\s)Z.T-M7— HJfi«104(0X|i2<h(Hl^lcMliL. N^(3— (2- 

(4-v?p:7^u-2-^7y*U;u)x^-;u):7x^;u)-3-^^ 
-2M-^^y-;u-5->ryu)^>XT5K$^fe;S^tLr^/--o 

NMR(400MHz, CDCI3 )8ppm 1. 90~2. 07 (2H, m), 2. 27-2. 37 (4H, m), 3. 63-3. 72 
(1H, m). 3. 79(3H, s), 5. 78(2H, s), 6. 89-6. 91 (2H, m), 6. 95(1 H, s), 7. 37—7. 
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41 (4H. m). 7. 71-7. 76(3H, m), 7. 86(1H, s), 8. 1 8-8. 22(2H, m) . 
[0470] (1*12) N- (3- (2- (4- ^O-J^jl-Z-^TV') )V)H^-)\,)Z>^-)V) - 
^-aH-T^/— ;U-5--OU)'<>X>=K0£f$ 

N-(3-(2-(4-v^P^fJb-2-f7V*U^)lf-^)7i-;i,)-3-7Mn-4-(2-(4-yh 
^V^vM^H-^h^V-JU-S-^VU)^^^^ 

224~226°C(decomp. ) (fSSSMit: ^PP*;UA-X$y— ;L<) ; IRvmax cm-1 2976, 294 
0, 2864, 2212, 1686, 1628, 1604, 1582, 1548; NMR(400MHz. DMSO-d6 )5ppm 1. 8 
6-2. 03(2H, m), 2. 21-2. 33(4H, m), 3. 63-3. 71 (1H, m), 7. 43(1 H, d). 7. 50(1 
H, t), 7- 54(1H, s), 7. 87(1 H, d), 8. 03(1H, d), 8. 07(1H, d) , 8. 1 4(1 H, s) , 8. 25 
(1H, t), 10. 63(1 H, s); MS(FAB)m/z 445(M+ +1) ; 5t^#ffi|e23H17FN6 OSF-O. 25H2 
O0)f+a:fil(%) C, 61. 53; H, 3. 93; N, 1 8. 72, ;li|£fif (%) C, 61. 25; H, 3^ 94;N, 18. 39. 
[O471][HSS0ljl59] N-(3-(2-(4-v'7P^U-2^5 ; Ty i J;U)X^;U)^i- 1 ;^-2-(4- 

>?>/u^-p-7x/^v)^;u-4-(iH-xh77— ;u-5— <;u)^<>Xx5K: 

(x|n) 2-(4-7^7|-P7xy^v)^^-4-(2-(2-(huy5 1 ;uv l j;u)xh4vy^^)-2H-x 

l^y*-;u-5-'Ou)£E#^<D£j5jt 

2- (4-7^P7xy^v)^>U-4- (2- (2- (MJ^Uv'^lOxMrvy^U) -2H-^h^ 

^-(hLWjuvU^xh^vWux^ 

§4*1 02- 104°C; NMR (400MHz, CDCI3 )5ppm — 0. 01 (9H, s), 0. 97(2H, t), 3. 76(2 
H, t), 5. 54(2H, s), 5. 96(2H. s), 7, 02(4H, m), 8. 25(1 H, d), 8. 29(1H, d), 8. 65 
(1H, s). 

[0472](Xg2) N-(3-(2-(4-v^7P^U-2-5 1 7'y , ;;U)XT- J )U)7x-;U)-2-(4-^;^ 
P^xy^Fv)>T;U-4-(1 or 2H-^h7 % /-;U-5— r;u)^>X7=K0)^j$ 
s-^L^p-^^-te^Hjy^uvU^xh^ 

3- (2- (4- y^p^f^-z-fjyu/i/)!?- ;u)T-'j>^> owjLU2.tmm^m.ix 

ffbftfc&ft^ ?lt^vll»76(7)X|i2i|^#|C«IfL. aS^#fco ' 

98~99°C(SiSB^^^:'7PP^UA-y-$!y— /U) ; IRvmaxcm-1 2216, 1674; NMR(400MH 
z, DMSO-d6 )8ppm 1. 86-2. 32 (6H, m). 3. 67 (1 H, quint) , 5. 38(2H, s). 6.99-7! 
02(2H, m), 7. 08-7. 12(2H, m), 7:40(1H, d), 7. 46(1H, t), 7. 53(1H, s), 7. 75(1 
H, d), 7.89(1H, d), 8.06(1H, s), 8. 1 5(1 H, d), 8.33(11-1; s), 1 0. 76(1 H, s) ; MS 
(FAB)m/z551 (M+ +1); ?c^ffi : filC30H23FN6 02 S-0 25H2 O0ffS:fii(%) C, 64. 91 ; H, 
4. 27; N, 15. 14, M%\%{%) C, 64. 87; H, 4. 30; N, 15. 19. 

[0473] [Hi£#]1 60] N- (3- (2- (4- v^p-7>;U-2 — ^TVU^X^- -3, 5-v 

y-h^ v- 4- ( 1 H -T-H^y— ;u - 5 - ;u) ^>X'75 K : 

(XHD N-(3-(2-(4-v^p^;u-2-^7'y | J>'U)x^-yu)^x-;u)-3. 5-y/h4v-4- 

(2-(4-y.h^V^>vVU)-2H-^h7y-;U-5--l'JU)K>X75K0^|5)t 
3, 5->y.|^v-4-(2-(4-y.h^v^>v;U)-2H^ 

(4--^p:^;u-2-^7y*v;u)x^-^ 

(2-(4-v'7P^;U-2-^7l/'j;U)X^- J lU)7i-;u)-,3 > 5-vyh^v-4-(2-(4-y.h+v^ 

NMR(400MHz, CDCI3 )8ppm 1. 88-2. 40(6H, m), 3. 46(6H, s), 3. 65-3. 73(1 H, 
m), 3. 73(3H, s), 5. 22(2H, s), 6. 71 ~6. 73(2H, m), 6. 90-6. 92(2H, m), 6. 96 
(1H, s). 7. 03(2H, s), 7. 33-7. 37(2H, m), 7. 66-7. 69(1 H. m), 8. 17(1H, s), 1 
0. 11 (1H, s). 

[0474] (X*i2) N-(3-(2-(4-y^O^-2-f7 , / l J;i')Xf-^)7i-;i,)-3, 5-is*b* 
v-4- (1 H-xh^/-;U-5->r;U)H>XT5K<7)^ 

N-(3-(2-(4-v j 7P>i r T;u-2-5 i 7'v* l j;u)x5 1 -;u)^x-;u)-3, 5-vyh^v3-^;u^-p-4 

-(2-(4-yh^V^>v;U)-2H-xh7V"-;U-5-^;U)^>XT5K$IIS£^Jl(DXfl5t^^l^ 

flk/£ 223-226°C(decomp: ) (^JI;ii&:'7PP*;i'A-x£y— )V) ■ IRvmax cm-1 2940, 221 

2, 1650, 1606, 1578, 1530; NMR(400MHz, DMSO-d6 )5ppm 1 . 85-2. 33(6H, m), 

3. 63-3. 71 (1H, m), 3. 85(6H, s), 7. 37(2H, s), 7. 43(1H, d), 7. 51(1H, t), 7. 53 
(1H, s), 7. .89.(1 H. d), 8. 09(11-1, s), 10. 50(TH. s) ; MS(FAB)m/z 487 (M+ + 1 ) ; % 
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*##rfitC25H22N6-O3S-0. 25H2 0<Z>ftJUI(%) C, 61. 15; H, 4. 62; N 17 11 ;Iij^te(<%) 
C. 61. 05; H. 4. 65; N. 16. 77. 

[0475] [^Jfcflji 6.1] N-(3-(2-(4-v'?D^/l / -2-f7yU^)Xf-^)7i-;i,)-2 6-v 
>h^V-4^(1H-^h : 7 % /— ;U-5-^;U)X>X7'5K: 

(Xmi)N-(3-(2-(4-v^P^U-2-^7V , 'JJU)X^-;U)^x-;u)-2, 6-i?j*MrS/-4- 
(2- (4->h+vK>v^) -2H-7 L H7V-^-5-^;u)K>X>5KcD^fi£ 

2, 6-v*h^v-4-(2-(4->h+v^^^ 

(2-(4-v^P^5 1 ;U-2-^7V" , 'J;U)X^- J /U)^x-;U)-2, 6-v^h^V-4-(2-(4-/h^V^ 
>v;U)-2H-xh^V*-;U.-5-^;U)K>X75K$Wc 0 

§4* 174— 178°C(decomp. ) (S^H^^^r^PP/tN^A— n-^+)->) ; IRvmax cm-1 3348 294 
0, 2212, 1684, 1612, 1584, 1534, 1 514;NMR(400MHz, CDCI3)5ppm1 . 89-2. 39(6H, 
m), 3. 65-3. 73(1H, m), 3. 74(3H, s), 3. 94(6H, s), 5. 76(2H, s) 6 91-6 93(2 
H, m), 6. 95(1 H, s), 7. 35-7. 41 (4H. m), 7. 40(2H, s), 7. 52(1H sj 7 76-7 7 
9(1 H, m), 7. 84(1 H, s) ; MS(EI)m/z 606(M+ ) ; 7C*^flfffiC33H30N6O4 S-O. 5H2 0(Dft 
M(%) C, 64. 37; H, 5. 07; N, 13. 65, ;fl']£fl(%) C, 64. 63 ; H, 4. 91 • N 13 29 
[0476](X^2) N-(3-(2-(4-v^P^;U-2-^Ty^U)X^-;U)7i-Vb)-2 6-v/h* 

v - 4 - ( 1 h -T-h^ v— )i - 5 r;u) ^>X7$ Ktf)£j& 

N-(3-(2-(4-v^P^U-2-5 1 T v / l J^)X^-;U)37x- J ;U)-2, 6- V>M^>-4- (2- (4- 

^h^v^>v^)-2H-ThT7V*-;u-5--Y;u)X>X75K^il»Jl (Dxm5«t|Hl#lc5aSL. ailtl 

p^tz 0 - . — ■■ , 

1 69-173°C(decomp. ) (H $SH;g^ : X$/— Jl, - n - ; IRvmax cm-1 2976 294 
0, 2212, 1606, 1584, 1554; NMR(400MHz, DMSO-d6 )6ppm 1. 84-2 31 (6H m) 

3. 65-3. 74(1 H, m), 3. 90(6H, s), 7. 37(1 H, d). 7. 43 (2H, s), 7. 44(1 H t) 7 .53 
(1H, s), 7. 73(1H, d). 8. 06(1H. s), 10. 57(1H. s) ; MS(FAB)m/z 487(M+ +1 ) - 5c 
*^«ffitC25H22N6 03 S0lt»fil(%) C, 61. 71; H, 4. 56; N, 17. 27, ;fJ^fi|(%)C 61 43- 
H, 4. 55; N, 17. 02. ' ' 

[0477] [lJt§|1 62] N-(3-(2-(4-v^P^5 1 ;U-2-5 1 7 7 y i J;U)XTF-;U)^x-;U)-2-^PP 
-4-(1H-^h7l/-JU-5-^U)^>Xy=K: 

(IHD N-(3-(2-(4-v^P^-2-Wj;i,)Xfzjb)7i-^)-2-^PP-4-(2-(4 

->K+v^>v;u)-2H-^h77-;u-5--i';u)K>xr5K<D^/S 

2-7PP-4-(2-(4-*h*vK>^U)-2H-x^^ 

p7^;U-2-^77W)X^;U)7-'J>£, ll^#J104CDXfl2<t|^|::&IIU N-(3-(2-(4- 

v^P^;U-2-^7V'UVU)X^-;U)3'i-/U)-2-^PP-4-(2-(4->h^V><>v 

7-h^y-;U-5-^U)K>X75K^fe7 ; E;U77'X«i:L^#fro 

NMR(400MHz, CDCI3 )5ppm 1. 89-2. 41 (6H, m), 3. 65-3. 73(1 H, m), 3. 81 (3H 
s), 5. 76(2H, s), 6. 91-6. 93(2H, m), 6. 96(1 H, s), 7. 39-7. 42(4H m) 7 72- 
7. 74(1H, m), 7.88(1H, s), 7. 89(1 H, d), 8. 04(1 H, s), 8. 13(1 H, d). 8.'24(TH, 

s). - 

[0478] (X?12) N-(3-(2-(4-v^P^U-2-5 1 7V' l J^)X^-;i,)7x-;U)-2-^PP-4 
-(1H-Th^y-;U-5— <;U)K>X75K(7)^^ 

N-(3-(2-(4-v^P^U-2-^7yU^)X^-;U)7x-;U)-2-^PP-4-(2-(4->h+ 
v^>v;u) -2H-7-h7y-;u-5-'(';u)/<>X75K^I|»J1 Oxms^tflzflJiIIU 

/Co 

ItS 21 3-21 6°C(decomp. ) (S^ii;&$I:X$/— ;U-n-^+J->) ; IRvmax cm-1 2944, 221 
2, 1644, 1612. 1580, 1548, 1502; NMR(400MHz, DMSO-d6 )5ppm 1 84-2 33(6H 
m), 3. 63-3. 72(1 H, m), 7. 43(1 H. d). 7: 50(1 H. t), 7. 54(1 H, s) 7 76(1 H d) ' 
7. 89(1H, d), 8. 07_(1H, s), 8. 13(1H, dd), 8. 22(1H, d), 10. 87(1H. s); MS(FAB) 
m/z461(M+ +1);7C^MC23H17CIN6 0S(DltS:fi|(%) C, 59. 93- H 3 72' N 18" 23 
;!'J£fil(%) C, 59. 78; H, 3. 79;N, 17. 88. ' ' ' 

[0479] 163] N-(3-(2-(4^v7P7 r ^U-2-^7y'J;U)X^-;U)-2-7;U^-P7x- 
VU)-4-(1H-7 L h-7l/— ;U-5--OU)'<>X75K: 
(X*iirN-(3-(2M4-v7P7^U-2-^7^^ 
(4->^v^>v;U)-2H-xh7V"-;U-5-^U)^>X75K(7)^/S 
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4- (2- (4->hJpy^>v;U) -2H-xh77-;U-5-^U)£,&;f ig<t3-(2- 
2-^7y'J^)X^-;i,)-2-3'^/j-P7-U>$ % Hffi^j104CDX|i2 < »:|5]^|zMaL, N-(3-(2- 

-2H-^h^V->iU-5-^;u)^>XT5K$«fe;4^<!:Lr^ 0 

IRvmaxcm-1 2216; NMR(400MHz, CDCI3 )5ppm1 . 87—2. 45(6H, m) 3 71 (1H m) 
3. 81 (3H, s), 5. 77 (2H, s), 6. 92(2H, d), 7. 00(1H. s), 7. 22(1H, t), 7. 34.(1 H* 
m), 7. 42(2H. d), 7. 99(2H. d), 8. 1 3(1 H, br d), 8. 25-8. 33(2H, m), 8. 55(1H 
m) ; MS(EI)m/z 564(M+ ) ; 7cH##ffi|C31H25FN6 O2S-0. 25H2 O0)tfMi§.(%) C 65 41 •' 
H , 4. 52; N, 14. 77, ;U£M(%) C, 64. 96; H, 4. 42; N, 15. 01 

[0480] N- (3- (2- (4-v^p^;u-2-^7i/'j;u)x^r. ji) -2-7)ltDZ>Z- )l) - 

4- (1H-f+7Vf-;U-5--0U)*>X75K<Z)£fifc 

N- (3- (2- (4-v^P^;U-2-^7V*'J;U)X^-;U) -2-7>IU^P^x^;U) -4- (2- (4->h 

*v^>v;u) -2H-7-b5y-;u-5-W 

249-252°C;IRvmax cm-1 3300, 2220, 1 650;NMR(400MHz. DMSO-d6 )5ppm 1 77 
-2. 35(6H, m), 3. 68(1H, m), 7. 35(1H, t), 7. 58(1 H, s). 7. 63(1H, m), 7. 76(1 
H m), 8. 22(4H, m), 10. 50(1H, s) ; MS(FAB)m/z445(M+ +1 ) ; %*^MC23H1?FN 
6 0S-H2 OOttUm%) C, 59. 73; H, 4. 14; N. 18. 17, ?liJ5gfI(%)C, 59. 75- H 3 93" N 
18. 08. ' " ' ' 

[0481][^M#IJ164] N-(3-(2-(4-v^P^;U-2-^7V r| J;U)X^-;U)7x-;U)-5-^7PP 
-2-^U-4-(1H-^h^V*— ;U-5 — 0U)'<>X7=K: 

(ISO N-(3-(2-(4-y^P^f;[/-2-f7!/U^)Xfz 1 )b)7i^;i/)-5-^PP-2-^ 
^4-(2-(4-^h^^>yJiU).-2H^xh7y-;U-5-W'/l/)r<>X75K<D^ 

5- >7PP-4-(2-(4->h^v^>v;U)-2H-xh7V->/U-5-^U)-2-^U$mi : ^i:3- 
(2-(4-v^P^;b-2-^7y«J;U)X^-;U)-2-^U^-P7'-'J>^. HJifc#] 1 04(DXS2«t[s]^i • 
U&mU N-(3-(2-(4-y^P^?S/U-2-^Ty^;U)X^r^ 

U-^mpvk^u) -2H^f-h7i/-iP-5— r;u) --2-^U*>Xy.SK£#fco 

67~69°C(decomp. ) (Sfp^jf ii:^/— ;U-tK) ; NMR(400MHz, CDCI3 )5ppm 1 90- 
2. 00(1 H-. m), 2. 00-2. 10(1H, m), 2. 20-2. 40(4H. m), 3. 60-3. 70(1 H m) 3 
81 (3H, s), 4. 15(3H, s), 5. 81 (2H, s), 6. 91 (2H, d), 7. 30-7. 40(2H m) 7 43(1 
H, d), 7. 71 (1H, s), 7. 80(1H, s), 7. 85(1H, d), 8. 43(1H s) 

[0482] (1*12) N-(3-(2-(4-v^P^;U-2-^7 7 y i JJU)X^-;u)7x-JU)-5-^PP-2 

-^;u-4-(iH-xh^y-;u-5-'r;u)K>XT5K<D^j5e 

N- (3- (2- (4- v^7P^5 1 ;U-2-5 1 Ty , J^)X^- ;U)^x-:;U) -5-^PP -4- (2- (4->h* 

S&,£ 1 30- 1 33°C (decomp. ) MM : 0U P^UA-^^y— ;U -n -MPtr» ; IRvmax cm-1 

1604. 1488, 1426, 1380, 1286; NMR(400MHz, DMSO-d6 )8ppm1 . 80-1. 90(1 H 
m), 1. 90-2. 10(1 H, m), 2. 20-2. 40(4H, m), 3. 60-3. 80(1 H, m) , 3. 95(3H ' s) 
7. 42(1H, d), 7. 48(1H, t), 7. 53(1 H. s), 7. 62(1H, s), 7. 78(1H, d), 7. 88(1H, ' ' 
s), 8. 06(1H, s), 10. 52(1H, br s) ; MS(FAB)m/z 475(M+ +1) ; 7C^#ffitC24H196lN6 
OS-H2 O<£>!tgfi(°/o) C, 54. 60; H, 3. 94; N; 15. 28, ji£fi(%) C, 54. 87 • H 3 92 ■ N 
15. 18, . " ' ' . ' ' ' 

[0483] [MMm 165] N-(3-(2-(4-v^P^;U-2-5 1 7'y , J;U)X^-yU)^x^.;U)-2-^;U 
^-4-(1H— rH7 x /-;U-5— f;U)X>X7'5K: 

(lf£l ) : N- (3- (2- (4- v^P^JU-2-^7y 'J/U)X^- ;U)^x-;U) -2-^;U^-4- (2 
-(4-^K^v^>v;U)-2H-7 L h7V"-;i,-5-^yU)^>XT5KO^ 

4- (2- (4->h*V^>vJU) -2H— f-r-^y-^-S—f -2-^^^S«<t3- (2- (4 
-v^P^|U-2-TTV/U;U)x^-.;u)7-iJ>^ HJfi^j1040)X|i2i:(5]^lz5aSL. N-(3-(2 
- (4- v^P^;b-2-5 1 TV"J;U)X^-;U)7x-^) -4- (2- (4->h^v^>v;U) -2H-^h^ 
V^;u-5-^;u)-2-^U^K>X75K$llfe;W^<tLrt#fco 

NMR(400MHz. CDCI3 )5ppm 1. 91~2,08(2H, m), 2. 29-2. 38(4H, m), 2, 58(3H 
s), 3. 65-3. 73(1H, m), 3. 80(3H. s), 5. 57(2H, s), 6. 91 (2H, d), 6.95(1H s) 
7. 37-7. 41 (4H, m), 7. 77-7. 84(2H. m), 7. 98-8. 00(2H, m), 8. 1 4(1 H, d)', 8 ' 5 
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6(1 H, s). 

[0484] (i*i2) n-(3-(2-(4-v^p^;u-2-^7v"U;u)x^-;u)7x-;u)-2-^;u^ 

- 4 - ( 1 H -xh^y— - 5 - ^>X7$K<D£j5Jc 

N- (3-_(2- (4-v^7P^f^-2-f 7 , ; i J;i,)Ifz J ll / )7i-^) -4- (2- (4->h^rV^>v;U) 
-2H—rh-z>*J-)V -5-^)1) -2-^;u^^>X75K£llffi$|l (DX^s^filzMU agft 
f#fc„ . . ■ 

gfe£ 154~156°C(decomp. )CS^li'iiji:.^Pn7tx;UA-n-^ 1 9-»; IRvmax cm-1 2212, 165 
0, 1606, 1582, 1542; NMR(400MHz, DMSO-d6 )5ppm 1. 86-2. 02(2H, m), 2. 18- 
2.3K4H, m), 2. 56(3H, s), 3. 62-3. 7 1(1 H, m) , 7. 41 (1 H, d), 7. 48(1H, t) 7 5 
3(1H, s), 7. 77(1H, d), 7.78(11-1, d), 7. 98(1 H, d), 8. 02(1 H, s), 8. 07(1H, s), 1 
0. 69(1 H.s); MS(EI)m/z 473(M+ +1); 7C*^<ilC24H20N6 OS2 - 1 /4H2 O0)ti^i%) 
C. 60. 42; H, 4. 33; N, 17. 62, ;I'j^fE(%) C, 60. 61 ; H, 4. 39; N, 17. 58. 
[0485] 166] N-(3-(2-(4-v^P^;U-2-^7V'j;U)x^-;U)-6-7;^n7i- 

){,) -4 - ( 1 H -fh7'/- >U - 5 - -fj.U) A>X75K : 

(4->h4Fv^>v;U)-2H-7 L h7y-;U-5-<;U)^>X7'5KCD^^ 

4-(2-(4->h*v^>v;u)-2H-^^ 

2-^T^))\,)JL^-)V)-6--?)\,*UT-ny^ H^Jl04(7)Xg2 ( !-|5]#l^aU N-(3-(2- 
(4_^p^ ;u _ 2 _^ 7 y l j ;u)x ^- ;u) _ 6 _ 7/u ^P^ x - :;l/) _ 4 _ (■ 2 -(4->h4*>' ; Oi/;U)" 

- 2H - 5 - >T ;t-) -<>X75K^#f- 0 

it* 156-1 58°C(S^^;'§^:'i7PP^>/UA-n— ; IRvmax cm-1 221 6, 1 656; NMR(4 
00MHz, CDCI3 )8ppm 1. 91-2. 39(6H, m), 3. 65-3. 74(1 H, m) , 3. 80(3H, s) 5. 76 
(2H, s), 6. 90-6. 92(2H, m), 6. 95(1H. s), 7. 33-7. 36(1 H. m), 7. 39-7 42(2 
H, m), 7. 98-8. 00(2H, m), 8. 09(1 H, d), 8. 27-8. 29(21-1, m), 8. 77 (1 H, dd) ; M 
S(FAB)m/z 565(M++1); TC^tfffi&CSI H25FN6 02 S0)ftM(%) C, 65. 94 H 4 46- 
N, 14. 89, $i|£fi&(%) C, 65. 90; H, 4. 46; N, 14. 77. 

[0486] (X*M2) N-(3-(2-(4-vi7P^Jl / -2-f7 i ; i j;i')lf-W-6-7MP7i-;i,j - 
4-(1H-7 l h5V-;U— 5—<;i,)'<>X7SF(Z)^)& 

N-(3-(2-(4-^P^;U-2-5 1 Ty'J;U)X9 1 ->lb)-6-^U7|-P^i-;U)-4-(2-(4-yh 

*v^>vM-2H-^h7V-;u-5->f^^ 

2 1 8 - 220°C (decomp. ) (S^B^jf^ : *?U P*;U A -x£/— ;U - n - ; IRvmax cm-1 

2216, 1650; N MR (400 MHz, DMSO-d6 )5ppm 1 . 85-2. 31 (6H, m), 3. 62-3. 71 (1H 
m), 7. 44-7. 48(11-1, m), 7. 53(1H. s), 7. 58-7. 62(1H, m), 7. 98(1H, dd), 8. 18 
-8. 23(4H, m), 10. 46(1 H, s) ; MS(FAB)m/z 445(M+ +1 ) ; 7C^flfMG23H17FN6 OS 
©tHHl(:%)C, 62. 14; H, 3. 86; N. 18. 91. Iij£fit(%) C, 61. 85; H, 3. 93; N 18 78 
[0487] 67] N-(3-(2-(4-v^P^VU--2-^7y'J;U)X^-;U)7x-;L,)-2-(1H 
-xh7 x /— ;U - 5 - -OU) - 5 - tfU v>;*JJU7t^-9-5K : 
(Xai) N-(3-(2-(4-v<7P:7^U-2-^7y^ 

>v;u) -1 H-x^y-;u-5->r;u) -5-t°g v>^;u^1^5h\ n- (3- (2-r (4- v-i7P^ 

JU-2-^7yUMx^x;u):7i-;L0 -2- (2- (4-^h*^^^ 
-5-tf'Jv>*;u^-9-5KcD^j« 

6-(2-(4->h*v^v;U)-2H-T^ 

2-^7y'J;U)x^-;U)7-iJ>^ s HJfc#J103(DXfi1 (t^filzMU N- (3-(2- (4-v^P^ 

;u-2-^7v/u>;u)x^- > iU)^i^) - 1 - (2- u-^h^v^vju) -1 H-T-h^S-jis-jfr) 

-5-t°'Jv>^;U^-9-5h\ Si;N-(3-(2- (4-v^P^;U-2-^7y i J;U)x^z:;u)7xii^) 
-2-(2-(4->h*v^>i;;U)-2H-^ : T(D 

208-230 o C(W^BB^^:^PP^UA-n-^-y->); IRvmax cm-1 1 690; NMR(400MH 
z, DMSO-d6 )5ppm3. 70 and 3. 75(3H, each s) , 5- 97 and6. 1 3(2H, eachs), 6.88- 
6. 98(2H, m), 7. 31-7. 43(2H, m), 8. 26 and 8. 38(1H, each d), 8. 45 and 8. 52(1 
H, each dd), 9. 19 and 9. 31 (1H, each d), 13. 69(1 H, br s) ; MS(EI)m>z 31 1 (M+ ) • 
7C^*ffiC15H13N5 03 <Dt+»:fiS(%) C, 57. 88; H, 4. 216; N, 22. 50, ;f|^(il(%) C 58 2 
4; H, 4. 25; N, 22. 55. 
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[0488] (XS2) N-(3-(2-(4-v^D^;U-2-^TV' ,, J;U)X^- J ;U)7x-iU)-2-(1H-7 l h 

^y'-ji - 5 - >f;u) - 5 - tf'j v>* JU/K^-^SKO) £ J* 

'.■±.15;XSl(D^^,||ffiWl©Xg5^«[Cffi3iL^a«!l*^=o 
St*. 149~153°C(decornp. JCS^ra^Jir^PPTtN/UA-X^y— IRvmax cm-1 2212, 1642; 
NMR(400MHz, DMSO-d6 )8ppm 1. 84—2. 35(6H, m), 3. 65-3. 72(1 H, m), 7. 44(1 
H, d). 7. 52C1H, t), 7. 54(1H, s), 7.87C1H. d). 8. 14(1H. s), 8.41(1H, d), 8. 59 
(1H. dd), 9. 30(1H, d), 10. 79(1 H, s) ; MS(FAB)m/z428(M+ +1 ) ; 7C^ffi : filC22H17 
N7 OS-l/^htf 0<7)f+gfi(%) C, 61. 17; H, 4. 08; N, 22. 70, jfli]£fI(%)C, 61. 04; H, 4. 
14; N, 22. 52. 

[0489] [Hli1 68] N- (3- (2- (4-v^P^;U-2-5 1 7'y i J;U)X^- ;U) -2, 6-v 
^f^-4-(1H-fh7^- ;U-5--f;U)H>XT5K: 

(xai) N-(3-(2-(4-v^P^;U-2-^TV* l |;U)X^-;b)7x^U)-2 ) 6-v^7U-4-(2 
-(4->h^V^>vJU)-2H-^h7V*-;U-5-^;U)^>XT5K(D^ 

4-(2 - - 2H-f h7V*-^-5-^l,) - 2, 6-y^;^,|f 8i3 - (2 - (4 
-v^P-?T)U-2-^77^;U)X^-/U)^ 

-(4-v^P^l/-2-f7V*UWlf-W7i-;i,)-4-(2-(4-^h^>V 

7*-;i> - 5 - -OU) - 2, 6 - v*7 c ;U^>X75K£$1tfe7' I E ;U7TX<t LXmtz 0 

NMR(400MHz, CDCI3 )8ppm 1. 89~2. 41 (6H, m), 2. 44(6H, s), 3. 65—3. 73(1 H, 

m), 3. 81 (3H, s), 5. 74 (2H, s), 6. 90-6. 93(2H, m), 6. 96(1 H, s), 7. 36-7. 41 (4 

H, m), 7. 52(11-1, br s), 7. 67-7. 70(1H; m), 7. 83(2H. s) , 7. 91 (1 H, s) . 

[0490] (X*i2) N-(3-(2-(4-v^P^;U-2-^7'y , J>'U)X^-;U)^x-;U)-2, 6-v^U 

_4_(1H-^h7 > /— ;U-5--<;U)X>XT5K(D^jS 

N-(3-(2-(4-v^p^;u-2-^7yu;u)x^-;u)^x-;u)-4-(2-(4->h^v^>v>'U) 
-2H-Th7V-;u-5— ou) -2, e-v^yu^^XysK^ll^Ji^xifsii^^iz^JiL.as^ 

§4^ 218— 222°C(decomp. ) (S^h1;W:X^/— ;U-n-^-^» ; IRvmax cm-1 2212, 1656; 
NMR(400MHz, DMSO-d6 )8ppm 1. 84-2. 35(6H, m) , 2. 40(6H, s), 3. 63-3. 71(1 
H, m), 7. 42(1H, d), 7. 48(1H, t), 7. 53(1H, s), 7. 76(1H, d), 7. 83(2H, s), 8. 10 
(1H, s), 10. 740H, s); MS(FAB)m/z 455(M+ +1 ) ; 7C^ffi L fiiG25H22N6 OS- 1 /2H2 O 
<Dtin\&(%) C, 64. 78; H, 5. 00; N, 18. 13, ;l'J^fi£(%) C. 65. 02; H, 5. 03; N, 17, 83. 
[O491][Hjjfe0J169] N-(3-(2-(4-v^P^7 c ;U-2-5 1 7y'J>IU)X7 c - J /U)^x->)U)-2-^P ; E 
-4-(lH-xh7V— ;u-5--T;U)^>X75K: 
(XSD N-(3-(2-(4-v£P^U-2-*7yW^ 

-yh^v^>v;u)-2H-^h7 x /-;u-5-'f;u)K>X7'5K(D^j5)t 

4- (2- (4-^h^V^>V^) -2H-7 i h7 x /-yU-5-<;U) -2-?P^£Il#^<!:3- (2- (4- v 
^P^^U^-^TV^I^x^^y-'J^ 

-V^P^ r 5 1 JU-2-5 1 7 , / , JVU)X^-;U)^x^ J /U) -4- (2- (4-^h^Pv^>v;U) -2H-^h7 % /- 
)V - 5 - -r-;u) - 2 - ^P ^ 'OXTS K* T^l/^yXt LT 0 

NMR(400MHz, CDCI3 )8ppm 1. 89-2! 41 (6H, m), 3. 69(1H, m), 3. 74(3H, s), 5. 65 
(2H, s), 6. 74-7. 81 (13H, m). 

[0492] (X|12)N- (3^(2- (4-v^P^;U-2-^7V*'J;U)X^-;U)3'x-;U)-2-^P ; E-4 
-(1H-xH7V*-;U-5-' 0U)^>X7SK<7>£$ 

N- (3- (2- (4- i/VU-J^fr-Z-TTWfr)^—)^)?*-)^) -A- (2- (4->h^V<<>vJU) 
-2H-7"h^-;U-5-^;U)-2-^P^K>X75K^||]!jfe#J1(DXM5«!:|5]^|^MS 

rail!* 173-1 75 0 C(S$£ B B a ;t^:>5'PP7tx;UA-^y— )V) ; IRvmax cm-1 2212, 1662; NMR(400 
MHz, DMSO-d6 )5ppm 1 ; 88-2. 28(6H, m), 3. 66(1 H, m) v 7. 38(1 H, d), 7. 44(1 H, 
t). 7. 52(1H, s), 7. 63(1H. d), 7. 74(1 H, d). 7. 96(2H, s), 8. 1 1 (1 H, s), 1 0, 68(1 
H, s); MS(FAB)m/z 507[(M+ +2) +1], 505[(M+ ) + 1 ] ;7C*^#ffilC23H17BrN6 OSCDlt 
M(%) C, 54. 66 ; H, 3. 39; N, 16. 63, ;l]£fit(%) C, 54. 30; H, 3. 86;N. 16. 42. 
[0493][HJfe^Jl70] >^;U N-(3-(2-(4-V'7P^7 t ;U-2-5 1 7y , j;U)X^- v ;U)7'x^,/U)75y 
TDJUTtf-JU- 3 - ( 1 H -^h^y— ;U - 5 - : 

(xsi ) >^;u n— (3— (2— (4-v^p^;u-2-^7v*'j;u)x^-;u)^x-;u)7sy*;u^-;u- 

3-(2-(4->h^v/<>v^)-2H-^h^V*-;b-5--r/U)$m§^0-&J$ 



http://dw4860.dsk.daiichipharm.co.jp/cgi-bin/psw_disp.cgi?FILE_NAME=/psearch/9000/S010!... 2002/06/27 



94/107 X—*} 



3-(2-(4->h^V^>v;U)-2H-xh7V''->IU-5-'l';U) -5-3?'P^mS^1g, 3-(2 
-(4-v^P^;U-2-^7V*U^)X5 1 -;U)7-U>695mg, 1, 3-t*X(v7xn;U7+X7-f>)^P 
/^>52mg s St>'ra[2]/^V r !7A28mglZh' > IX^ < /l/7=>5mlSi;DMS01 5ml$APX.fc 0 

-mitmm±^vm^L. 1 20°c-ei o^if # s Lf- 0 -^*P^;sfB^iSffiLfco hux>i bomi£fln*.* 

U±¥;U£ffll^2l7A^PTh^:7^^ 

t£Ift$.t»^;b N-(3-(2-(4-v^P^;U-2-^7VU;U)x^-;u)^xr:;u)rS/*;U7n'zi J /u 
-3-(2-(4-*K*v^>v;U)-2H-t^^ 

14,^1 12~T20°C(S^;W:^PP^U^-n-^^>>; IRvmax cm-1 221 2, 1728; NMR(4 
OOMHz, CDCI3 )5ppm 1. 87-2. 44(6H, m), 3. 70(1H, m), 3. 81 (3H, s), 4. 00(3H, 
s), 5. 78(2H, s), 6. 93(2H, d), 6.97(11-1, s), 7. 38-7. 45(4H, m), 7. 73(1H, m), 
7. 95(1H, brs), 8. 01 (1H, br s), 8. 61 (1 H, t), 8. 82(1 H, t), 8. 97(1H, t) ; MS (FAB) 
m/z 605(M+ +1) ; 5c*MfiSC33H28N6 04 SCDl+gfit (%) C, 64. 58; H, 4. 76; N, 13. 70, 
SISffi(%) C, 64. 55 ;H, 4. 66; N. 13. 36. 

[0494] (Xfl2) N-(3-(2-(4-v^P^m-2-^TV*U;U)X^-;U)^x^U)-2-y^;U5 L /j- 
-4-(1H-xh7 x /-;U-5— OU)'<>X7'=K<7)£j& 

N-(3-(2-(4^v^P:?^;U-2-^77"U;U)X^-^ 

(4->H^v^>vvu) - 2H 5 —r>/u) ^.i^^nffi^j 1 (Dxm5tmm\^mumm 

M 190°C(decomp. )(S^B^5§^:^PP^l'A-X'Szy— /U) ; IRvmax cm-1 2212, 1730; NMR 
(400MHz, DMSO-d6 )6ppm 1. 82-2. 36(6H, m), 3. 68(1 H, m). 3. 99(3H, s), 7. 45 
(1H, d), 7. 52(1 H, t), 7. 54(1H, s), 7. 91 (1H. d), 8. 15(1H, s), 8. 73(1H, s). 8. 
83(1 H, s), 8. 93(1 H, s), TO. 85(1 H, s) ;: MS (FAB) m/z 485(M+ +1 ) ; ^##HIC25H 
20N6 03 S-1/2H2 0(DftW<i(%) C, 60. 84; H, 4. 29; N, 17. 03, ;I'J^M(%) C, 60. 59; 
H, 4. 17; N, 16. 85. 

[O495][Hffi0IJl71] N-(3-(2-(4-v^P^;i/-2-5 : 7V* l J^)I5 : -;b)7i-^)-2-If 
JU-4- (1 H-T-h7l/-JU-5--r;L')^>X'7=K 

(Igl) N-(3-(2-(4-v^0^f;b-2-f7V* l JJl/)If-;i')7i-;i/)-2-If^-4-(2- 
(4-yh^V^>v;U)-2H-^h7y-;U-5->f;U)X>X7=K(7)^^ 

4- (2- ^-^MPv^VvJU) -2H-xh^/-^-5— -OU) -2-X^;u£,ll§i£<!:3- (2- (4-v 
?P^;U-2-^77UMx^-;u)7-U>£.iiM 

-V'7P^U-2-^7l/ l J/U)X^-;U)7x^U) -4- (2- (4->h^V^>v;U) -2H-Th^7- 
JU-5-^;U)-2-x^;u^>X7SK$7^U^7X<!:Lrt#fco 

NMR(400MHz, CDCI3 )5ppm 1. 26(3H, t), 1. 91-2. 39(6H, m), 2. 93(2H, q), 3. 69 
(1H, m), 3. 81(3H, s), 5. 76(2H, s), 6. 92(2H, d), 6. 95(1 H, s), 7. 30-8. 10(10 
H, m). 

[0496] (Xfl2) N-(3-(2-(4— >^P^;U-2-5 1 7V* , J;U)X5 1 ^;U)3'x^U)-2-X^;U-4 
-(1H-^h7l/-;U-5-^U)^>X75K(7)^^ 
NM3-(2-(4-v^p:^U-2-^7VW 
-^H-^h^/^U-S-^Uy-^-X^U^U^*^ 

ife,6 160-1 62°C(S?iSB B Bi§^:rax^ J /U-n-^^-tl-» ; IRvmax cm-1 221 6, 1652; NMR(40 
0MHz, DMSO-d6 )5ppm 1. 26(3H, t), 1. 87-2. 33(6H, m) , 2. 85(2H, q), 3. 67(1H, 
m), 7. 4K1H, d). 7. 48(1H, t). 7. 53(1H, s), 7. 63 (1 H, d) , 7, 99(1H, d), 8. 05(1 
H, s), 10. 69(1H, s); MS(FAB)m/z 455(M+ +1 ) ; 7C*##rfitC25H22N6 OS-3/4H2 OCD 
ftgfil(%) C, 64. 15; H, 5. 06; N, 17. 96, ;Ii|£fit(%) C, 64. 43; H, 5. 13; N, 17. 65. 
[0497] [H]!ite#IJ 172] N-(3-(2-(4-v-7P^;U-2-^ 1 7yjJU)X5 1 -;U)^x-JU)-2-t*- 
;U-4-(1H-^h^V"— ;u-5— 1 , ;U)^>X75K: 

(XH1) N-(3-(2-(4-v^P^^-2-T7V* l J;U)X5 L - J lU)^x-;U)-2-e-;U-4-(2- 

(4-yh^v^>v;u)-2H-xh^-;u-5->f;u)x>X7SK<7)^j$ 

4-(2-(4-^h^V'<>v;U)-2H-7 L h77— )l-5-^)\^}-Z-il-)^B^Mt3-(Z-(4-^ 
^P^;U-2-5 1 7yU;U)X^-;U)7-U>^.llffi0'Jl 03(DX|11 «t|H|^|zML. N-(3-(2-(4 
- V^P^5 1 ;U-2-5 1 7y i J;U)XT-;U)-7x-;U) -4- (2- H-^MrV^VJU) -2H-xh^V*- 

ju - 5 -- UD - 2 - e_;u-<>X75K^ 7^U7rx<hLT f#fc 0 
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NMR(400MHz, CDCI3 )8ppm 1. 91—2. 39(6H, m), 3. 68(1H, m), 3 81 (3H, s), 5. 51 
(1H, d), 5. 76(2H, s), 5. 91 (1H, d), 6. 69-8. 35(14H, m). 

[0498] (Xg2) N-(3-(2-(4-v^P^>;U-2-^7'V' i ;;U)X^-;U)^x^;U)-2-e-;U-4 
- ( 1 H - f" h^-^U - 5 — 1MU ) K>XT= KCD £ ^ 
N-(3-(2-(4-v^P^;U-2-^7V\l^)X^-^^ 

-2H-xh7V f -;U-5-H';U) -2-tf^/U^>X75K£^MiJ1 CDX^fS^lHl^lC^JiLs ISW 
Tjio ' ;' ^ : - 

168~172 0 C(decomp;)(S^^I:P^XT;U-n-^4-y->); IRvmax cm-1 2212, 164 
6; NMR(400MHz. DMSO-d6 )5ppm 1. 83-2. 34(6H. m), 3. 67(1H, m), 5. 51 (1H, 
d), 6. 00(1H, d), 7. 04(1 H, dd), 7. 42(1H, d), 7. 48(1H, t), 7. 53(1 H. s), 7. 77- 
7. 80(2H, m), 8. 07-8. 10(2H, m), 8. 43(iH, s). 1 0. 76(1 H, s) ; MS(FAB)m/z45 
3(M+ +1 ) ; 7C^ v ffi L fllC25H20N6 OS(DMUi&(%) C, 66. 35; H, 4. 45; N, 18. 1 5, MSM 
(%) C, 66. 19; H, 4. 44; N, 17. 79. .. 

[0499] [Hjjfctfl] 173] N-(3-(2-(4-v^7P^;U-2-5 1 TV* , J;U)X^-;u)^i- i /U)-2, 6-v 
-7;U^-D-4-(1H-xh7y— jl/-5--- r;U)^>X75K: : . 

(liD N-(3-(2-(4-v^P^7U-2-TTV ri J;U)X^-;U)7x-;U)-2. 6-v7>IU^P-4- 
(2-(4->h^v^>v;U)-2H-xh7l/-;U-5-^;U)^>XT5K(D^ 

4- (2- (4->h^v^>v;U) -2H-Tf7V*-;U-5— OU) -2-2. 6- i>Z> )^U^B.^t3- 
(2-(4-v^p:7*^U-2-^7V^U)X^-;u)7^^^ 

(3- (2- (4- v^P^;U-2-^7 x / , ;;U)X^-;U)7'i- J /U) -4- (2- (4->h^rV^>v;U) -2H 
-T-h^V— JU-5--0U) -2, e-v^^P^X^HK^TCo 

M.^ 150-1 53°G(lliSS^5§^:^PP^;UA-n-^-^>) ; IRvmax cm-1 2216, 1658; NMR(4 
00MHz, CDCI3 )5ppm 1, 89-2. 41 (6H, m), 3. 64-3. 73(1 H, m), 5. 75(2H, s), 6. 91 
-6. 93(2H, m), 6. 95(1H, s), 7. 36-7. 41 (4H, m), 7. 71 -7. 73(1 H, m), 7.76(2 
H, d), 7, 87 (2H, s) ; MS(EI)m/z 51 2(M+ ) ; 7c5l##rfitC31H24F2 N6 02S<Z)Iti:fi&(%) C, 
63. 91 ; H, 4. 15; N ,14: 42, ;!'l3£fit(%) C, 64. 14; H, 4. 21 ; N, 14. 40. 
[0500] (X*i2) N-(3-(2-(4-v<7P^T;U-2-^TV P| J;U)X5 1 ->lU)7x-;U)-2. Q~i>Z>)V^ 
P-4-(1H-5 l h7V*-;U-5-'f/U)^>X75K(7)^J5)c 
N-H3M2-(4-v^P:?^U-2-^7^U)X*-;^^ 

-2H-xh7V*--/U-5— <0U) -2, 6-v^;^P^>X-75K^H^Jl 0Xig5t |s]#lcML, M 

227~233°C(decomp. ) (H^^j§ji:X^y— ;U-n-^-y-» ; IRvmax cm-1 221 2, 1 664; 
NMR(400MHz, DMSO-d6 )5ppm 1 . 84-2. 31 (6H, m), 3. 63-3. 71 (1 H, m), 7. 46(1 
H, d), 7. 51 (1H, t), 7. 54(1H, s), 7. 72(1H, d), 7. 90-7. 92(2H, m), 8. 05(1 H, 
s), 11. 15(1 H, s); MS(FAB)m/z463(M+ +1); 7c^#fflC23H16F2 N6OS(0l+S:fi(%) 
C, 59. 73; H, 3. 49; N, 18. 17, ;IJS£fit(%) C, 59. 83; H, 3. 60; N, 18 19. 
[0501 imifoW 174] N-(3-(2-(4-v^P^;U-2-5 1 Ty i j;U)X^-VU)^x-;U)-2-^U 
/j-P - 6 - ^ U^jf - 4 - ( 1 H -T" h^l/— -/U 5 — ^<>X75 K : 

(X*M1) N-(3-(2-(4-v^P^>Vl/-2-TTy i J;U)X^-;U)7x^;U)-2-^U^-p-6-y^ 
;U^-4-(2-(4-^h4v^>v;U)-2H-xl>7^-;U-5-'f;U)^>X75K(D^jS 
4- (2- (4->h^V^<>v;U) -2H-T^V*-;i/-5--< J /U) -2-^U^-P-6-^U5F : ^mra 
,t3-(2-(4-v^P^l,-2-^Ty , j;U)X^-^)T^ , J>^, HJ&0IJlO4<DIig2<t|H]^|C*&3IU 
N-(3-(2-(4-v^P^U-2-^TyU;U)X5 1 x;U)7i-;U)-4-(2-(4-yh+V^>^ 
-2H-^h7y-;U-5-^yU)-2-^;U^P-6-WUW^>X7=K^feT^U^TX<tLr# 
fc„ 

N MR (400 MHz, CDCI3 )8ppm 1. 91-2. 40(6H, m), 2. 58(3H, s), 3. 65-3. 73(1H, 
m), 5. 76(2H, s), 6. 91-6. 93(2H, m), 6. 96(1H, s), 7. 38-7. 42(4H, m), 7.67 
-7. 70(11-1, m), 7. 71-7. 74(1H, m), 7. 76(1 H, s). 7. 87(1 H, s), 7. 90(1H, s). 
[0502](XH2) N-(3-(2-(4-^P^5 1 ;U-2-5 1 7 x /U;U)X5 L ->IU)3'x-;U)-2-^U^-P- 
6 - pt^/U^r- -4- ( 1 H JU - 5 - *OU) "<>X7$ K<7)-& J$ 

N-(3-(2-(4-v^P^;U-2-^7V*U^)X^-;U)^x-;U)-4-(2-(4->h^V^>v;U) 
-2H-xh7V*-;U-5-^U)-2-^U^P-6^^;UT^>X75K^MMl0Xg5tl^ft[Z 

.Hkj£ 182-187°C(decomp. )(SI£a^^jlI:X^y— JU-^PPTlsjUA) ; IRvmax cm-1 2212, 1656; 
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NMR(400MHz, DMSO-d6 )5ppm 1. 84-2. 33(6H, m), 2. 62(3H, s), 3. 63-3. 72(1 
H, m), 7. 44(1H, d), 7. 50(1H, t), 7. 54(1 H,- s), 7. 71 (1H, d), 7. 75—7. 78(1H, 
m), 7. 86(1 H, s), 8. 05(1 H, s), 11. 00(1 H, s) ; MS (FAB) m/z 491 (M+ + 1 ) ; jtmfttir 
fi|C24H19FN6 OS2 (7)H+M( 0 /o) C, 58. 76; H, 3. 90; N, 17. 13, M%W.(%) C, 58. 61 ; H, 
4. 12; N, 17. 36. . , 

[0503] [HJSflJ 175] N-(3-(2-(4-v^P^;U-2-5 1 7V ,| J;U)X^-;U)^x^U) -2-^U 
7t-P-6-^K^v-4-(1H-Th^V— ;U-5--f;U)K>X7 7 5K: 

dlD N-ts-te-^-v^p^u^-^TV^u^ 

v-4- (2- (4->h^vK>v;u) -2H-xh77*-;U-5-^U)^>XT5K(D^J$ 
4-(2^4->h*V^>v;U)-2H-Th7V-^^ 

- (2- (4- v^P^;U-2-^7 7 V r, J J 'U)X^;U)7'- , J>^. Illi O40Xg2tPItilC^ : Iib. N 

- (3- (2- (4- v<7p^;u-2-5 1 ti/ | J;u)x^- ;u)^x^;u) -4- (2- (4->MH^>v;U) -2 
H-xh7V-;U-5-^U)-2-?;U*P-6-^h*^^^^ ■ 
NMR(400MHz, CDCI3 )5ppm 1. 89~2. 41 (6H, m), 3. 65-3. 74(1 H, m), 3. 81 (3H, 

s), 4. 0K3H, s), 5. 76(2H, s), 6. 91-6. 94(2H. m), 6.95(11-1. s). 7. 37-7. 39(2 
H, m), 7. 39-7. 42(2H, m), 7. 55-7. 58(1H. m), 7. 58(1H, s), 7, 76-7. 78(1H 
. m), 7. 84(1H. s), 7. 88(1H, s). 
[0504] (1*12) N— (3-(2-(4-v^P^U-2-^7'yU;U)X^- i /U)7x-;U)-2-^b^-P- 
6 Mr V - 4 - ( 1 H - =r V=j V— Jl - 5 - < )V) 'OXTS R(D 

N-(3-(2-(4-v^P^^U-2-^Tyj;U)X^-;u)t7x-;U)-4-(2-(4->h^ 
-2H-Th7y*-;U-5--OU)-2-:7;U;fP-6-^^ 

21 0-21 3°C (decomp. ) (S^J|;g$g: X$/— ;U->7P PTtxJUA) ; IRvmax cm- 1 221 6, 1 680; 
NMR(400MHz, DMSO-d6 )5ppm 1. 86-2. 33(6H, m), 3. 63-3. 71 (1H, m), 3. 97(3 
H, s), 7. 42(1H, d), 7. 48(1H, t), 7. 53(1H, s), 7. 58(1H. d), 7. 65(1H, s), '7. 72 
(1H, d), 8. 05(1 H, s), 10. 87(1H, s) ; MS(FAB)m/z 475(M+ +1 ) ; 7cii##rfitC24H19F 
N6 02 SOtt&m%) C, 60. 75; H, 4. 04; N, 17. 71, ;li|£fi|(%) C, 60. 81 ; H, 4. 25; N, 1 
7. 62. 

[0505] [Hj£0| 176] N-(3-(2-(4-v^P^9 1 ;U-2-^Ty i J;U)X^- i /U)^i-;U)-2-^V^ 
P V - 4 - ( 1 H - =rY^)-)\, - 5 - ^U)v<>X7S K : 

(XH1) N-(3-(2-(4-v<7P^;U-2-^yy'J;U)X^-;U)7x^U)-2-^V^P7K^rV-4 

- (2- (4->h^V^>V/U) -2H-T^y-;U-5-^U)/<>XT5F(D^ 
4-(2-(4->K*v^>v;U)-2H-^ 
(4-v^P3^-2-^yyUJU)l^^ 

( 2 - (4- v<7P^;u-2-^T7U;u)x^- /u)7x^;u) -4- (2- (4->h^-v^>v;u)-2H— r 

h7y-;U-5—fVU) -2— ^V^P^v^>X75K^t#yco 

124-1 25°C(S^H^^:^PP^A-n-^-^>); IRvmax cm-1 2212, 1670; NMR(4 
00MHz, CDCI3 )8ppm 1. 58(6H, d), 1. 91-2. 40(6H, m), 3. 66-3. 74(1H, m), 3. 80 
(3H, s), 4. 97— 5. 03(1H, m), 5. 75(2H, s), 6. 89~<6. 93(2H, m), 6. 96(1H, s), 
7. 34-7. 41 (4H, m), 7. 76-7. 79(1 H, m), 7. 84(1H, s), 7. 86-7. 88(2H, m), 8. 
39(1 H, d), 10. 26(1 H, s) ; MS(EI)m/z 604(M+ ) ; 7E^#filC34H32N603 S0I+1:M(%) 
C, 67. 52; H, 5. 33; N, 13. 90, ;fj^fit(%) C, 67. 47; H, 5. 44; N, 14. 02. 
[0506] (Xg2) N-(3-(2-(4-v^P^;U-2-5 1 7V*UiU)X^-;U)7i-;U)-2-^V^P7K 

^v-4-(iH-xh77-;u-5--i';u)^>X7'5K(D^/S 

N- (3- (2- (4-v^P^;U-2-^T7'J;U)X^- > /U)37x^>IU) -4- (2- ^-^MtV-Ov^) 

-2h-tKt77-;u-5->t)u) -2— rv^P7K^v^>X75K^njgMi (Di.m5tmmizmmumm 

-fitjS 207-21 0°C(decomp. ) (££jll;&&: ^PP^UA) ;IRvmax cm-1 2216, 1 672; NMR(400 
MHz, DMSO— d6 )5ppm 1. 41 (6H, d). 1. 86-2. 33(6H, m), 3. 63-3. 71 (1H, m), 4. 
80~4.86(1H, m), 7. 40(1H. d), 7.48(1H. t), 7. 53(1 H, s), 7. 72-7. 76(2H, m), 
7. 79(1 H, s), 7. 85(TH. d), 8, 09(1 H, s), 10. 38(1 H, s) ; MS(EI)m/z 484(M+ ) ; ytM 
##fMC26H24N6 02 S(DttgfI(%) C, 63. 27; H, 5. 10; N, 17. 03, $J£fI(%) C, 63. 39 
R 4. 87 ; N, 17. 25. 

[0507] [HJfcfllJ 177] N-(3-(2-(4-v-7P^;U-2-5 1 TyU;U)X5 1 -;U)7xi;U)-2-tKP 
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^V-4-(1H-xhvy-;U-5-^;U)^>X75K:4-(2-{4-^^v^>v;U)-2H-xh7V*- 
;U-5— CJU) -2-^V^P7K4F-v$mi : ^97mg7AU:^^7;U5- r t7A53mg|C1 , 2-v^7PPX£>2 
Oml^frla., 2OB^r a 1i0^;jttL7c o .KJ£?S£1 N±g^30mllCiD^ v flrtiJLfcjgS^HU SMl 

Si* 1 60- 163°C(decomp. ) (S^b^^^:^PP^VUA-X^/— /U-n-^++f-» ; IRvmax cm-1 
2212, 1644; NMR(400MHz, DMSO-d6 )5ppm 1 . 84-2. 33(6H, m), 3. 63-3. 71 (1H 
m), 7. 43(1H. d), 7. 49(11-1. t), 7. 53(1 H, s), 7. 63(1H, dd), 7. 7 1 ( 1 H, d), 7. 81 ' 
(1H, d), 8. 08(11-1, d), 8. 10(1H, s), 10. 58(1H, s), 11. 83(1H, br s) ; MS (FAB) m/ 
z 443 (M+ +1). 

[0508][HM#J178] N-(3-(2-(4-v<7P^;U-2-5 1 7V*U;U)X5 1 -;U)7x^;U)-2--hP 
-4-(1H- J fh7V , -;U-5-^;U)^>X75K: 

(XHD N-(3-(2-(4-v>7P^;u-2-^7V ,, J;u)x^-;u)^x-;u)-2--KP-4-(2-(4 

-yh^v^>v;b)-2H-7 L h7 x /->»U-5-'r;U)/<>X75K(D^^ 

4-(2-(4-y-h^V^>v;M-2H-^^^^ 

n^U-2-^7yU;U)x^-;u)7-ij>£ N ^ 

v<7P^u-2-^yyu;u)x5 1 -;u)7x-;u) -4- (2- (4->h^v^<>v;u) -2H-xh^V— ;u 

NMR(400MHz, CDCI3 )5ppm 1. 88-2. 40(6H, m), 3. 68.(1 H. m), 3. 81 (3H. s), 5. 78 
(2H, s), 6. 93(2H, d), 6. 96(1H. s), 7. 39-7. 83(8H, m), 8. 47(1H, d), 8. 83(1 

. H, s). . ' . .'■ ' 

[0509] (Xfl2) N- (3- (2- (4- v^P^5 1 ;i/-2-^77'J>'U)X5 1 -;U)7'x-;U) -2--hP -4 

- ( 1 H -Th^J-)l - 5 - -T )l) ^X75K<7>£j& 

N-(3-j2^(4^ 

-2H-xh 7 y->IU-5— -2-^hP^>X75K^HMl(7)Xg5 ( i:|5]fi|lcML, 

.Hfc£ >300°C(S*£a^;W:^PP^/UA-^y— ;U); IRvmax cm-1 2204, 1 658, 1584, 1536, 1 
362, 1320; NMR(400MHz, DMSO-d6 )5ppm 1 . 8:4-2. 33 (6H, rrr), 3. 67(1H, m), 7. 4 
4(1H, d), 7. 50(1H, t), 7. 54(11-1, s), 7/69(1H, d), 7. 99(1H, d), 8. 03(1H, s), 
8. 52(1 H,- d), 8. 78(1H, s), 11. 00(11-1, s) ; 5t*##HIC23H17N7 03 S(Dt\m%{%) C, 5 
8. 59; H. 3. 63; N, 20. 79., ;l"J^{jt(%) C. 58. 20; H, 3. 86; N, 20. 61. 
[0510][HM#IJ179] N-(3-(2-(4-v^P^U-2-^T^'J;U)X^-i J /U)7x-;U)-2-7 , 5^ 
-4-(1H-xh^/-;U-5 — IMI^'OXTSK: 

(XS1) N- (3- (2- (4- v<7P^U-2-^Ty'J;U)X5 1 -;U)3'i-;i/) -2-757-4- (2- (4 

->h+v^>v;U)-2H-^h7V'-;U-5-^)^>X7 r 5K(D^fijc 

N-(3-(2-(4--v?P:f5VU-2-^7yU^>X^ 

^>v;U)-2H-xh7l/-;U-5^^;b)K>XT5K^###J17t^|C^SUN-(3-(2-(4-v 
^P^^-2-5 1 7l/ l J;U)X^-;i,)^x^;U) -4- (2- U-^M^^vJU) — 2H— rh^V — Jl>— 
5 - ^U) - 2 - 75/ ^OXySF^HfeT^U^TXtLr mtz 0 

NMR(400MHz, CDCI3 )5ppm 1. 90-2. 41(6H, m). 3. 68(1H, m). 3. 80(3H s) 5 67 
(2H. br), 5. 75(2H, s), 6.91(21-1, d), 6.96(1H, s), 7. 38-7. 56(8H, m) 
[0511](Xfi2) N-(3-(2-(4-v^P^U-2-^TyU;U)X^-;U)7x-;U)-2-7Sy-4- 

(iH-xh^y— ju-5-^;u)^>X75K0)£j& 

N- (3- (2- (4- v^P^^U-2-T7y'J^)X^-;uj^x-;U) -4- (2- (4->h^><>v;U) 
-2H- T h-7V*-^-5— -2-75y^>X75K^||Ml (DXH5<t|^^|Z©SL. 

164~168°C(W^B B H^:<7PPjtN;UA-^y— ;U) ; NMR(400MHz, DMSO-d6 )5ppm 1 
84-2. 33(6H, m). 3. 67(1H, m), 7. 22(1 H, d), 7. 39(1H, t). 7. 51(1H, s), 7.53 
(1H, s), 7. 80(1 H, d), 7. 85(1 H, d), 8. 11(1H, s), 10. 32(1 H, s); MS(FAB)m/z4 
42(M+ +1); 7c^*fflC23H19N7 OS-3/4H2 0(7)Iti:fii(%) C, 60. 71 H 4 54- N 21 5 
5, ;!J£ii!(%) C. 60. 88; H, 4. 23; N, 21. 33. 

[O512][«01J18O] N-(3-(2-(4-v-7P^>IU-2^^7y>J;U)X5 1 -;U)7i-;U)-2-^K 
- 4 - ( 1 H — r H57*-;U - 5 -- f;U) ^>X75K : 

(XH1 ) N- (3- (2- (4- v^P^U-2-^7yj;U)X^-;U)^x^>IU) - 2 -.^K^4- (2- (4 

-^h4Fv^>v;u)-2H-5 1 H^y-;u-5--i'^)/<>X75Ka)^iS 
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4- (2- (4->S^V^>v;U) -2H-xh7V-;U-5-^;U) -2--<*F%&WMt3- (2- (4- v<5 

p^;u-2-ttv* i j;u)x^-;u)7- i J>^ HJfctfiJi 04(DJ:m2tmmz%imL. n- (3- (2- (4- 

\sOU-?^)\,-2- J-TV^))\s)3L=} l -)\,)Z>jl-)V) -4- (2- (4->h+V^>v>'U) -2H-^h7V"— 

-5-^;u)-2->r^K^>X75K$7^;u^TX<}:Lr#fc 0 

NMR(400MHz, CDGI3 )5ppm 1. 84-2. 39(6H, m). 3. 67(1H, m), 3. 81 (3H, s), 5. 75 
(2H. s), 6. 92(2H, d), 6. 94(1H, s), 7. 39-7. 41 (4H, m), 7. 61 (1H. d). 7. 67(1 
H, m), 7. 72 — 7. 74(1 H, m), 7. 89 (1 H, s) , 8. 1 8 (1 H, d) , 8. 67(1H s) 
[0513](X?I2) N-(3-(2-(4-v<7P^;U-2-5 1 7y i J;U)X^-^)7x^;U)-2-'r^-K-4 
-(1H-Th^V*— ;u-5 — OD^yXTZFCDSft 
N-(3-j2j(4^v?P;7>;U— 2-^77*V;U^ 
' -2H-xh7l/-;u-5— <;u) -2— <^K^>X75K£HJfc0!]l <7)X|i5 < !:^lz^! : SL. 

M 1 52-1 54°C(decomp. ) (S^ra^^i^nP^UA-^y— ;U) ; NMR(400MHz, DMSO-d 
6 )8ppm 1. 84-2. 34(6H. m), 3. 67(1H, m), 7. 43(1H, d), 7. 50(1H, t), 7. 54(1H 
s), 7. 76(2H, d), 8. 07(1H, s), 8. 18(1H, d), 8. 58(1H, s), 10. 77(1 H, s) ; jtmtitir 
MC23H17IN6 OS- 1/4H2 OCD ftjftt(%) C, 49. 61 ; H, 3. 17 ; N, 1 5. 09, ;USil(%) C 49 
45; H. 3. 42; N, 15. 02. 

[0514KHM18.1] N-(3-(2-(4-v^P^ J /U-2-^7V" l JVU)X^-^)^x^;U)-2-^h^- 
V-6->^U-4-(1H-7 L h^/-;U-5--<>IU)^>X75K 

(X*|1 ) N- (3- (2- (4- v^P^;U-2-^7V r U;U)X9 1 -;U)7x^;U) -2-y.Mrv-6-^;u 

-4-(2-(4->^V^>v;U)-2H-^h^y-;l>-5-^U)^>X75K»^jS 

4- (2- (4-^h^rV^>v;U) -2H-xh7l/-;U-5—l';U)-2->h^rV-6-^;U$mi : ^<i:3- 

(2-(4-v^P^U-2-^7y'J;U)x^-^)7-U>^,||^J104(DX?l2<!:l^^|c5!iSU N- 
(3-(2-(4-i>^P:?5^U-2-^7yUJU)X^^ 

j-rh^V*-;U-5— f;U)-2->h^v-6-^;U^<>X7SK^#7io 

ffil^ 75~77 0 C(S$SH^/*t^:7K-X^y— ;U) ; NMR(400MHz, CDCI3 )8ppm 1. 90-2. 30(6H, 
m), 2. 34(3H, s), 3. 60-3. 70(1 H. m), 3. 76(3H, s), 3. 88(3H, s), 5. 93(2H s) 

6. 97(2H, d), 6. 98(1H, s), 7. 39-8. 08(8H, m). 

[0515](lg2) N-(3-(2-(4-v^P^;U-2-5 1 7yU^)X^-;U)7x^;U)-2-yh^V-6 

-^;u-4-(iH-xh7 , /-yu-5-^;u)K>X7=K(Z)^ 

N-(3-_(2- (4- i/ J ?U'J = F-)l-2-=?-T^)}l)lL1-=.)l,)ViL-)\,) -4- (2- (4->M^><>vJU) 
-2H-- rh^/-;u-5— -2->h+v-6-^;u^>X75K$ll^#J1 <0X^5<!:|hI#IzMS 

1 81 -1 84°C(^ a 1 1 ^:^PP7fc;UA-*$'y— ;U) ; NMR(400MHz. DMSO-d6 )5ppm 1 
90-2. 30(6H, m), 2. 34(3H, s), 3. 60-3. 70(1H, m), 3. 76(3H, s), 3. 88(3H, s), 

7. 39(1H. t)._7. 45(1H, d). 7. 53-8. 08(5H, m), 10. 52(1H. br s) ; MS(FAB)m/z 4 
7KM+ +1); 7C^^fi|C25H22N6 Q2 S-1/10H2 0<DHtl:fi|(%) C, 61. 61 ; H 4 56- N 1 
6. 97, ;IiJ^fit(%) C, 61. 87; H, 4. 80; N, 16. 62. 

[O516][HS60IJ182] N-(3-(2-(4-v^P^U-2-^7y i ;;U)X^- > ;U)^x-;U)-2--i7PP 
-6-^;U^-P-4-(T or_2H-xh^ x /— >)U-5-^U)^>X75K: 

(XHT) N-(3-(2-(4-v^P^L,-2-^7y'J;U)X^;U)3'iZi;u)-2-^PP-6-7;^ 
P-4-(2-(4-^h^V^>vyU)-2H-xh7y-;U-5-^U)^>X75K0^m 
4-(2-(4-yh^rvK>v;U)-2H-xh7y— ^~5--OU) -2-^PP-6^3^U* P£Il#^<t3 
-(2^(4-v^P^;U-2-5 l 7V*U;U)X^-;u)7- i ;>^,||^J104(7)X|i2<i:|5]^|zML.N 
- (3_- (2- (4- V^P^9 1 ;U-2-5 i 7V l JJU)X^-;U)^x- JU) -4- (2- (4-^h^rV^>v;U) -2 

H-^^^-;u-5-^;u)-2-^pp-6-^;^pK>X7SK$7^;u>'TX<tLr#7c 0 

NMR(400MHz, CDCI3 )5ppm 1 . 90-2. 30(6H, m), 3. 60-3. 70(1H, m), 3. 76(3H 

s), 5. 93(2H, s), 6. 97 (2H, d). 6. 98(1H. s), 7. 39-8. 08(9H m) 

[0517](XH2) N-(3-(2-(4-v^7P^;U-2-^7V* l J>'U)X^;U)7x^;U)-2-'7PP-6 

-7;u^-p-4-(iH-^h^7— ;u-5--ou)'<>X75K<D-a-j?)c 

N — (3 — (2— (4-v^P^;b-2-^7V"'JVU)X^;U)^x^;U) -4- (2- (4->h^v^>v;u) 
-2H-- rh^V'-^-S— T;u) -2-^pp-6-^u^-pK>X75K$HJ£^j1 OX^5<t|H|^lz5aS 

ffllj^216-236 0 C(R^ B B H»:'7PP7h;UA-^y-;U) : NMR(400MHz, DMSO-d6 )5ppm 1 . 
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90-2. 30C6H, m), 2. 34(3H, s), 3. 60-3. 70(1 H, m), 3. 76(3H, s), 7 39(1H t) 
7. 45(1 H, d), 7. 54-8. 08(5H, m), 10.,52(1H. br s) ;MS(FAB)m/z 479(M+ +1)' 
[051 8] mMMl 83] N- (3-(2- (4-tert-^5 1 ;U-2-5 1 7y i J^)X^-;U)^i-;U) -2-^/U 
*P-4-(1H-^h^-,/U-5->f;U)K>X75K: 

(Xg1 ) N- (3- (2- (4-tert-^5 1 ;U-2-5 1 7V* l J;U)X^-;U)7x- ( ;U) -2-^>U^P-4- (2- 
4M2-(4->r^v^>v;^ 

ert-:? ^U-2 -^77*U;U) ;U) 7- <J>£ N §U£0lj 1 04<DXfl2<t|H]*il::*a3IU N-(3-(2- 

(4-tert-:?^u-2-^7y* , j;u)x^-^ 

-JU-5-^U)-2-:7JU^PK>X75K£#7i 0 

S4,6 212~213 0 C(S$gB B H ^^:^PP7h;UA-n-^^>); IRvmax cm- 2212 1658- NMR(4 
00MHz, CDCI3 )5ppm 1: 38(9H, s), 3. 80(3H, s), 5. 76(2H, s), 6. 90-6 93(2H 
m). 6. 97(1H. s). 7. 36-7. 42(4H, m). 7. 71-7. 74(11-1, m), 7. 93(1H s) 7 97 
(1H, dd), 8. 08(1H. dd), 8. 28(1H, t), 8. 50(1H, d) ; MS(FAB)m/z 567(M+ +1 ) ■ tc 
0^fi|C31H27FN6 02 S-1^4H2 0©tf-jtft(96): C 65. 19; H, 4. 85; N 14 71 
(%) C, 64. 96; H, 4. 80; N, 14. 57. 

[0519KM2) N-(3-(2-(4-tert-^;U-2-^7y'j;U)X^- i /U)3'x^U)-2-^U^-P- 

4-(iH-7 L h^/-;u-5—f;u)X>X75K0)^j5g 

N- (3- (2- (4-tert-^^-2-5 1 7VU;b)X^-;U)^x- < ;i / ) -4- (2- (4-*h*v^>vJU) 

2H-^h7y-;u-5->r;b)-2-^u^pK>XT5K$IIMi(7)xfi5 < t|5]^|- ! sasL. 



214~216°C(decomp. ) (S$S^j§^: ^PP/ftJUA) ; NMR(400MHz, DMSO-d6 )Spprri 1 
32(9H, s), 7. 47-7. 50(1H, m), 7. 50(1H, s), 7. 77(1H. d). 7. 94(1 H t) 7 98- 
8. 03(2H, m), 8. 08(1H, s), 10. 77(1H, s) ; MS(EI)m/z 446(M+ ) ; 5c^#fltC23H19F 
N6pS-1/4H2 0(7)I+aM(%) C, 61. 25; H, 4. 36; N, 18. 63. ;lij^fit(%) C 61 36" H 4 
42; N, 18. 52. ' ' ' ' 

[0520] [^J£« 184] N-(3-(2-(4-y>7P^;i,-2-f7 , ;'J;b)lf-JW7iz;t,)-2-^Pt 

- 4 - ( 1 H-t" h^J— ;U - 5 ^>XT5K : 

N-(3-(2-(4-v>7P^U-2-^ 

->K^v^>v;u)-2H-^K^ 1 /-;l,-5-^ j iu)K>X7'5K0^^ 
3-(2-(4-^h*v/<>:;;u)-2H^^^^^ 

^n:?^-2-^7yy;u)x^-;i07-V>£.^ 

- v^p^;u-2-^7yu;u)i^;u)7x^u) -3- (2- (4-^h^vK>^u) _2h-7^/- 

^-5-<;U) -5-^P^>X7=K^#7bo 

§4,6 167-1 74°C(S^ B ^^:^PP7tN;UA-n-^+l->) ; IRvmaxcm-1 2212; NMR(400MH 
z, CDCI3 )5ppm 1. 87-2. 44(6H, m), 3. 70(1 H, m) . 3. 80(3H, s) 5 75(2H s) 6 
92(2H, d). 6. 96(1H. s), 7. 36-7. 42(4H, m), 7. 73(1H, m). 7. 90(1H, br s). 's 0 
7(11-1, br s), 8. 15(1H. t), 8. 45(1H. t), 8. 49(1 H. br s) ; MS(FAB)m/z 625(M+ +1 ) • 
7C^^IC31H25BrN6 02 S-H2 0(Z)ltmfil(%) C, 57. 85; H, 3. 70; N, 13. 06 ;fli]3£{i&(%)' 
C, 58. 11; H, 4. 26;N, 13. 31. 

[0521](X^2) N-(3-(2-(4-v^P^;i,-2-f7 , ;U;i')lf-W7i-^)-5-^nt-3 

- ( 1 H -xh^y-;U - 5 - -OU) K>X75 K© 

N- (3- (2- (4-v>7P^^-2-^77 , J J 'U)X5 1 -;U)^x-;U) -3- (2- (4-^h^v^>v;u) 
-2H-xr-7y*-;U-5-<;U)-5-:?P^K>X7^^ 

■ /Co • , 

lit* 217-222°C(decomp. )(S^j§jg:^pp#;;UA-n-^-9->); NMR(400MHz DMSO 
-d6 )8ppm 1. 85-2. 38(6H, m), 3. 68(1 H, m), 7, 32(1 H, s), 7. 37(1 H d) ' 7 44(1 
H. t), 7. 88(1H, brd), 8. 15(11-1. brt). 8.36(1H, brt). 8. 44(1 H. br t) 8 72(1H b 
rt), 10. 63(1H, s); MS(FAB)m/z 505[(M+ +2) + 1], 503[(M+ ) + 1 ] ; 5ci^fi|C23H17 
BrN6 OS-3/4H2 0(DftS:fi|(%)C, 53. 23; H, 3. 59; N, 16. 20, ;IJ£fit(%) C 53 54- H 
3. 65; N, 15. 72. ' " ' ' 

[0522][^J£M185] N-(3-(2-(4-v^P^;U-2-^7V^;U)X^-;b)3'x->IU)-2-tKP 
^V-6-^U-4-(1H-xh7V*-;U-5-K>X75K: 

N-(3-(2-(4-v^P^JU-2-5 l 7yU;U)X^-VU)^x-;U)-2-^h^v-6-^U-4-(1 
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H - t h7 !/— JU - 5 - K>X75 K£Hjfc$J 1 7 7 £ Pft IcML , £2§% £f#7r 0 

flfc£ 214~218°C(decomp. ) (S^alwW^PP^UA-^/— JU) ; NMR(400MHz, DMSO-d 
6 )5ppm 1. 90-2. 30(6H, m), 2. 34(3H, s) . 3. 60-3. 70(1 H, m), 7. 35(1 H t) 7 4 
9(1H, d), 7. 53(1H. s), 7. 55(1H, s), 7.62(1H, s), 7. 82(1H, d), 8. 08(1H s) 1 
0. 43(1H, s), 10. 52(1H, s) ; MS(FAB)m/z 47 1 (M+ +1 ). 

[0523][^Jfc#J186] ^-{Z^^-iA-^OU^^-Z-^T^^^JL^-jiy^^-l^-H-^U 
^iy-4-{-\H-Th^V—)l-5--(MKlyX7^: 

(XS1-) N-(3-(2-(4-v^P^>;i,-2-^TV*U;U)X5 1 -;U)7x- > )U)-N-tKP4v-4-(2 
-(4->h^V^>v>/U)-2H-xh7V"-;U-5-'r;U)^>X7=K(D^ 

N-(3-^K-7x-;U)--N-tKP^v-4-(2- (4->^><<>i?;U) -2H-Th77V-jU~5-' T 

JU)^>X75h%b4-v^p:^;u-2-x^-;u^7y^^ 

(2- (4-v^P^f^-2-f7 i ; i J;i')Xfz;U)7i-;i,) -N-tKP^rV-4- (2- (4-^h^V^<> 
VJU)-2H-^h7y"-;i/-5-W^^^ 

NMR(400MHz. CDCI3 )5ppm 1 . 90-2. 40(-6H, m), 3. 60-3. 70(1H, m), 3 80(3H 
s), 5. 75(2H, s), 6. 90(2H, d), 7. 35*~8. 30(1 2H, m). 

[0524] (XH2) N — (3-(2-(4-v^P^f;i,-2-f77* l J;U)lf-;b)7iz;i / ) -N-tKP+v 
-4-(1H-xh77*-;U-5-^U)^>X7=RD£-J& 

N- (3- (2- (4-v'7_P^l,-2-5 : Ty i ;;U)X^- J lU)37i- J /U) -N-tKP^v-4- (2- (4->h 

^v^>v;u)-2H-7-h7y-;u-5-^;u)K>X7'5K^IIMi(Dx|i5ii^^iz^SL, .. 

ral& J 67~170 o C(decomp. ) (S^Tt^r Mx^^-^y— jU) ; NMR(400MHz, DMSO-d 
6 )5ppm 1. 90-2. 40(6H, m), 3. 60-3. 70(1 H, m), 7. 53(1H, s), 7. 64(1H, t), 7. 8 
7(1 H, d), 7. 92 (1H, s). 8. 07(1 H, d), 8. 30—8. 40(5H. m) ; MS(FAB)m/z 443(M+ 

:+t).' 

[0525] 187] N-(4-(1H-^h7V*-;U-5-^;U)3'x^;U)-3-(2-(4-v^d^;i/- 
2-^7"/ l J;Wx^-;u)/<>X75K: 

(xgi ) n— (4 — (2- (4-yMrX>e?;u) -2H-7 L h^v*-;u-5-^;u)^x-;u) -3- (2- (4- 

V^P^U-2-^77~^U)X^xjU)K>X7SK<Z>^j£ 
3~(2j-(4-v£p^;U-2-*77UVU)X^^^ 

— rb^y*— ^U_-5_--r;U)7-'J>^||^j1 030)XfI1 ^ID^IC&ilU N-(4- (2-(4-yh^V^> 

v;u) -2H-^-h77-;u-5—f;i,)7x^.>iu) -3- (2- (4-v^p^^-2-^7V , J;u)x^-;u) 
^>X75K£#fc 0 

179~180 o C(S^B a B^:^PP^l'A-n-/N^>); IRvmax cm-1 2216, 1662; NMR(4 
OOMHz, CDCI3 )8ppm 1. 94— 2. 40 (6H, m), 3. 66-3. 73(1 H, m), 3. 80(3H s) 5 73 
(2H, s), 6. 89-6. 92(2H, m), 6. 99(1H, s), 7. 38-7. 40(2H, m), 7. 52(1H t) 
7. 75(1H, d), 7. 80(2H, d), 7. 93(1H, d), 8. 03(1H, s), 8. 06(1H, s), 8. 15(2H 
d); MS(FAB)m/z547(M+ +1) ; 7cflt##HiC31 H26N6 02 S(Df+i:<I(%) C, 68 1 1 ■ H 4 7 
9; N, 15. 38, ajj£ffi(%) C, 67. 79; H, 4. 81 ; N, 15. 24. 

[0526] (X?I2) N-(4-(1 H-fh7 v /-;b-5-^JI,)7i-;i/) -3-(2- (4-v^P^;U-2-^ 

77'J;u)x5 1 -;u)K>X7=K(D^iS 

N-(4-(2-(4-*W/K>s;;u)-2H-^ 

;U-2-^7y i J^-)x^-;U)^>X75K^||Jii5lJ1 (DX^5il^^|zML. SSi^fffc, 

245— 246°C(decomp,)(S^a^^:^PP7^ i /UA-X$y— ;U) ; IRvmax cm-1 2216, 1654 
NMR(400MHz, DMSO-d6 )5ppm 1. 96-2. 32(6H, m), 3. 64-3. 72(1 H, m), 7 55(1 ' 
H, s), 7. . 6.7(1 H. t), 7. 89(1H, d), 8. 01 -8. 04(3H, m), 8. 07(2H. d) 8 29(1H 
s). 1.0. 65(1 H. s); MS(FAB)m/z 427 (M+ + 1 ) ; 7C^#ffilC23H1 8N6 OS- 1 /4H2 0(Dlt 
M(%) C, 64. 10; H, 4. 33; N, 19. 50, ;llj^fi(%) C. 63. 89; H. 4. 25; N, 19 37 
[0527][^J£M188] N-(3-(1 H-f h7V-Jl/-5--f;l/)7i-il,)-3-(2-(4-^0^;i/- 

2- 7 c 77U^)X^-;u)K>X75K: 

(Xgl) N-(3-(2-(4-^v/<>i;;U)-2H-x^7*-;U-5--r;l,)^x^;U)-3-(2-(4- 
v^P^5 1 ;U-2-^7y i J^)x^-;u)/<>X75K<7)^fi)c 

3- (2_-(4-v^p^;u-2-^77 l J;u)x^;u)$mTO<h3- (2-(4->h*v^>v;u) -2H 
-7-hT7V*-;U_-5 — T^)7-U>$||ffiMl04(DX|i2<!:l^^|z^SLsN-(3-(2-(4-^K+v><> 
v;U)-2H-xh7V°-;U-5-^U)7x^U)-3-(2-(4-v^P7f5 1 ;U-2-5 1 7V*U;U)X^-;U) 
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iilS* 185-1 86°Cm^g}$^:<?On7^jiA-n-^-ij-y) ; IRvmax cm-1 2216, 1658; NMR(4 
OOMHz, CDCI3 )5ppm 1. 92—2. 40(6H, m), 3. 69— 3. 73(1 H, m), 3. 79(3H, s) 5 72 
(2H, s), 6. 88-6. 90(2H, m), 6. 99(1H, s), 7. 37-7. 39(2H, m), 7. 46-7. 51 (2 
H, m), 7. 72-7. 74(1H, m), 7. 92-7. 96(3H, m), 8. 07(1H. s), 8. 17(1H, br s) 
8,29(1H, s) ; MS(FAB)m/2 547CM+ +1) ; 5u*^MC31 H26N6 02 S(7)I+S:fi(%) C 68 
11; H, 4. 79; N, 15. 38, ;I£M(%)C. 67. 73; H, 4. 86; N. 15 22 

[0528](XH2) N-(3-(1H-xh7V*-;U-5-^;U)7i-/U)-3^(2-(4-v^D^5 l ;U-2-^ 
N- (3- (2- (4->h^rV^>v/U) -2H-tH7 x /— 4 )\,)Z? -3- (2- (4-v^P^ 

;u-2-^7i/'j;u)x^-;u)^>Xy=K$IIJ£^ji <Dx|l5ti^«iz^iiL. aM£#fc 0 

it£ 1 62-1 64 0 C(decomp. ) (WSH^: ?PP/k/UA-x£/— )V) ■ IRvmax cm-1 221 6, 1 662 ; 
NMR (4GOMHz, DMSO-d6 )5ppm 1. 87-2. 34(6H, m), 3. 64-3. 72(1H m) 7 55(1 
H, s), 7. 61(1H, t), 7. 67(1H, t), 7. 77(1 H, d), 7. 89(1 H, d), 7. 98(1 H, d) 8 10 
(1H, d), 8. 32C1H, s), 8. 62(1 H, s), 10. 63(1H, s) ;MS(FAB)m/z 427(M+ +1) - yt 
^#rffiC23H18N6 OS-1/4H2 0<7)Itm(%) C, 64. 10; H, 4. 33; N, 19, 50 ;flij£fit(%) 
C, 64. 38; H, 4. 33; N, 19. 45. 

[0529] 89] N- (4- (1 H— xh^y-^-5-^U) -2->K^v^i- i ;U) -3- (2- (4- 
v^P^;b-2-^7y i J;U)X^-7U)^>X75K: 
■-(XS1 ) N- (4- (2- (4->h^vr<>^) -2H-^hvV-;U-5-^U)-2->h^v3'i^b)- 
3-(2-(4-v^P^U-2-^T x /'J>»U)X^-;U)^>X75Ka)^ 
3 - (2 - (4- v^Pj^/U- 2-^7V^U ;U)X^-;U) Sm#^t2 - > h^r v -4 - (2- (4 - 
>v;U)-2H-xK^y-;U-5-^U)yxU>$||^Ji03CDXgl<!:TOlcML,N-(4-(2-(4 
->h^V^>v;U) -2H-xh7 v /-;U-5— f jU) -2-^h+v^x-;U) -3- (2- (4- v^P^U 
-2-^7l/ | j;u)X5 1 - J IU)'<>X75K^7^;U^yX < !:Lrt#7io 

NMR(400MHz, CDCI3 )5ppm 1. 90-2. 42(6H, m), 3. 67-3. 75(1 H, m) 3 80(3H 
s), 4. 06C3H, s), 5. 74(2H. s), 6. 91 (2H, d), 6. 99(1 H, s), 7. 40(2H, d) 7 53(1 
H,t), 7. 72(1H, d), 7.77(11-1, d) , 7. 81 (1 H, dd) , . 7. 96 (1 H, d), 8. 08(1H, s), 8 6 
3(11-1, s), 8. 65(1H, d). 

[0530](Xg2) N-(4-(1H-^^/-;U-5-'t';U)-2-^h^V^x^U)-3-(2-(4--v^P 

?5 1 ;u-2-^7V , j;u)x^-;u)^>X75K<D£j& 

N-(4-(2-(4-^h^vK>^;u)-2H-xh^/-;U-5-^U)-2-pthJrv3'x^>IU)-3-(2- 

(4-v^p^;u-2-^7y'j7U)x^-;u)^>x7SK$n^#ji (Dxus^^^iz^sL. mmmzm 

220-22 1 °C (decomp. ) (S$SbU#^ :^PP^;UA-n-^-9">) ; IRvmax cm-1 2216, 168 
2, 1656; NMR(400MHz. DMSO-d6 )5ppm 1 . 89-2. 29(6H, m), 3. 66-3 72(1H 
m), 3, 9?(3H, s), 7. 55(1H, s), 7. 64(1 H,. d), 7. 67(1H, t). 7. 74(1H, s). 7 88(1 
H, d), 8. 04(1H, d), 8. 05-8. 08(1 H, m), 8. 27(1 H, s), 9. 86(1H, s) ; MS (FAB) m 
/z427(M++1); 7c^*ffilC24H20N6 O2S-1/2H2O0)ltl:{I(%) C, 61 92- H 4 55 ; 
N, .18. 05, ;1IJ^IS(%) C, 62. 21 ; H, 4. 42; N, 17. 94. 

[O531][^J£0)|19O] N-(4-(1H-^h7V r -;U-5-^;U)^xZi > /L,)-N-^U-3-(2-(4-v 
?P^U-2-^7VVyU)X^x;U)/<>X7SK: 

(xei) n-^-^-^-^vK^m^h--^^ 

-(2-(4-v^p^;u-2-5 1 7yu;u)x^-;u)/<>X75Ka)^fi£ 
3-(2-(4-y^:?5^-2-^7V^)X^-^^^ 
V^-2H-7-h^— ;U-5--OU)7X'J>£^^ 

>hJrV^>v;U)-2H-xh^V*— ;U-5-^U)7x^U)-N->^;U-3-(2-(4-v^P^;U-2 
■ -^TV'J ^) X^-;U)X>X75 K£#fc„ 

NMR(400MHz, CDCI3 )5ppm 1. 87^2. 41 (6H. m), 3. 53(3H, s), 3. 68(1H m) 3 79 

(3H, s), 5. 70(2H, s), 6. 88(2H, d) , 6. 94(1 H, s) , 7. 1 3 (1 H, d) 7 15(1H ' t) 7 2 

4(1H, d). 7. 36(2H, d). 7. 45(1 H, d), 7. 62(1 H, s) , 8. 01 (1 H, d) 

[0532] (Xfi2) N-(4-(1H-T-h^y-;U-5— <;U)^x^l,)-N-^U-3-(2-(4-v^P^ 

^JU-2-^7V'J;U)X5 1 -;U)'<>X75K(D^fi!c 

N-(4-(2-(4->h^>K>^i,)_2H-^^^ 
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tz 0 . - ; 

1Bk& .1 14— 1 17°C(decomp. ) ; IRvmax cm-1 221 6, 1 650; NMR(400MHz, DMSO-d6 )5ppm 
1. 83-2. 32(6H, m), 3. 44(3H, s). 3. 65(1H. m), 7. 33(1H, t), 7.36(1H, d), 7. 4 
6(2H, d), 7.52(1H, s), 7. 58(1H, d), 7. 63(1 H, s), 7. 93 (2H, d) ; MS(FAB)m/z 44 
1 (M+ +1); tc^MC24H20N6 OS - 1 /2H2 OcDltJf fit (%)C, 64. 12; H, 4. 71 ; N, 18. 70 
;I'!£fiS(%) C, 64. 13; H, 4. 92; N, 19. 17. 

[O533][HS£0|1 91 ] N- (4- (1 H-xh77-;u-5-^;u)7x^;u) -3- (2- (4- v^P^U- 
2-5 1 7l/ 1 J;U)X^-;U) -6-^juK>X75F\MB<t^^lcLrt#btl/i. N — (4- (2~(4->h* 

v^>v;u) -2H-- rh^y— ;u-5— r;u)7x-;u) -3- (2- (4- v^p^fjiz-z-fTV* 1 /^)^ 
5^) -6-^;u^>X>$K£l^i::j]MMU SS^^#fc 0 

ill* 225~228°C(decomp. ) (^^W^PP'I^UA-X^/— JU) ; NMR(400MHz, DMSO-d 
6 )8ppm 1. 80-2. 40(6H, m), 2. 46(3H, s), 3. 60-3. 80(1 H,m), 7. 45(1 H. d), 7. 
52(1H, s), 7. 69(1H, d), 7. 82(1H, s), 7. 97(2H, d), 8. 04(2H. d), 10. 72(1H, br 
s) ; MS(FAB)m/z441 (M+ +1 ) ; 7U^ffi : MG24H20N6 OS- 1 /2H2 0<DttS:fi(%)C, 64. 12; 
H. 4. 71; N, 18. 69, ;I£fi&(%) C, 63. 92; H, 4. 65; N, 18. 58. 

[0534] [H1 192] N-(4-(1H-xh^V'-;U-5-'r;U)7iX;U)-3-(2-(4-v<7D^;U- 
2-^77'J;U)X^-7U) -2-/?)l,^X7^:MiZ£mffi{zLxmt,tltz, N- (4- (2- (4->M=- 

vK>v;u)-2H-xh7 x /— ;u-5-^;u)7x^;u)-3-(2-(4-v^p^^u-2-^7y | j;u)x5 1 
5>»U) -2-^/U^>X75K^|5]^lcM-aL. aH^#fr 0 

a*J^t 184-186°C(decomp. ) (S^H H a;f iS:^PP/1>;UA-^y— ;U) ; IRvmax cm-1 1664; NMR 
(400MHz, DMSO-d6 )Sppm 1. 80-2. 40(6H, m), 2. 56(3H; s), 3. 60-3. 80(1 H, 
m), 7. 44(1H, t), 7. 55(1H, s). 7. 61 (1H. d), 7. 77(1H, d), 7. 97(2H. d), 8. 04(2 
H, d), 10. 78(1 H, brs); MS(FAB)m/z441(M++1) ; 7C*MjfiC24H20N6 OS- 1 /2H2 
OCDl+l:fi(%) C, 64. 12; H, 4. 71 ; N, 18. 69, ;ij£ffi(%) C. 64. 12; H, 4. 62;N, 18. 52. 
[0535] [HM 193] N-(4-(1H-7 i h7y-;U-5 — T^U) -2->5 1 ;U7x^;U) -3- (2- (4- v 
^P^U-2-^7^U)x^-jU)^>Xr5^M^ 

V^>v;U) -2H-^h7V— JU-5-- -OU) -2->^JU7i^U) -3- (2- (4- isOU-J=?-)\s-2.-=f-7 

7u;u)x^-;u)^>X7=K^iHi^icTOiiL.aii^^#yro 

ilS 135-1 38°C(decomp. ) (S$S^;^: ^PP^UA-^/— ;U-n-^-y->) ; NMR(400M 
Hz, DMSO-d6 )8ppm1. 80-2. 40(6H. m). 2. 38(3H, s), 3. 60-3. 80(1 H, m), 7. 55 
(1H, s), 7. 60-7. 70(2H. m), 7. 80-7. 90(2H, m), 8. 00(1 H, s), 8. 09(1 H, d), 8. 
30(1H, s), 10. 20(1H, s); MS(FAB)m/z441 (M+ +1). 

[0536] [IWI194] N- (4- (1 H-xh7 x /— ^-5--f;U)7x- ;U) -3- (2- (4- v^P^JU- 
2-^7~./'j;U)x^-;U) -2-7)V*nK^X7^;.mmtmm[ZLXmi>*htz. N- (4- (2- (4->h 
+v^>v^) -2H-Th^/-;u-5— f;u)^i^;u) -3- (2- (4-v^p^;u-2-^Tv ri J;u)x 

222-226°C(decomp. ) (S^b b b^1:^PP*^A-^;- ;i>) ; IRvmax cm-1 1682; NMR 
(400MHz. DMSO-d6 )6ppm 1. 90-2. 40(6H, m), 3. 60— 3. 80(1 H, m), 7. 51(1 H, 
t), 7. 54(1H, s), 7. 90(1H, d), 7. 91(1H, d), 7. 95(2H. d), 8. 05(2H. d), 10. 86(1 
H, s); MS(FAB)m/z445(M+ +1). 

[0537] 95] N-(4-(1H-7 L h7V*-;U-5— TJU)7x=\;U) -3- (2- (4-->^7P^;U- 

2-^/ l J;u)x^;u) -e-^^^p^vXTSKiMIE^Isl^lzLrtfbti/c. n- (4- (2- (4->h 
^v^>v;u)-2H-xH7V*— ;u-5--f;u)7x^u)-3-(2-(4— ><7P^;u-2-^7V'j;u)x 
^-;u) -6-^u+p^>XT5K^^ic«au Sii^#7i 0 

226-229°C(decomp. ) (S$£JI^:£PP7tVUA-y£y-;U) ; NMR(400MHz, DMSO-d 
6 )5ppm 1. 90->-2. 40(6H, m), 3. 60-3. 80( 1 H, m), 7. 45(1H, d), 7. 48(1H, s), 7. 
60(1H. s), 7. 83C1H, dd), 7. 95(2H, d), 8. 05(2H, d). 10: 88 OR s);MS(FAB)m/ 
z 445(M+ +1);7C^ s #ffitC23H17FN6 OS-1/2H2 0(DI+S:fil(%) C, 60. 92; H, 4. 00; N, 1 
8,53, I"J^fil(%) C, 60. 73; H, 4. 12; N, 18. 29. 

[0538][||]!igMl 96] N — (4- (1 H-xh^V"— ;U-5->TJU) -2-^;U^-P7x^;U) -3- (2- (4- 
v?P^U-2-T7y';^ 

+v^>v^) -2H-TK-7*/— ;u-5— f;U) -2-7;btP7i-;u) -3- (2- (4—>^p^;u-2 
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236~239°C(decomp. ) (MH£&%1&:9nn7t>)\,A-*$S— ){,) ■ NMR(400MHz, DMSO-d 
6 )5ppm 1. 90— 2. 40(6H, m), 3. 60—3. 80(1 H, m), 7. 55(1H, s), 7. 68(1H, t), 7.9 
0-8. 00(5H, m). 8. 09(1H, d), 8. 31 (1H, s), 10. 54(1H, s); MS(FAB)m/z 445(M+ 

+ 1). ■'■ 

[0539] 197] mmmMM(Dm^ 

£<f»^Lf-||ffi#Jl <Dit£^ OOOmg. IU£5900mg, ^11,-fcJUP— X(MCC)2000mg. M&Jtfc 
KP^v^Pt^U-byUP-x (LHPC) 1 0OOmg. X^7'J>®^^v^A1 00mg£ <K;g£U itfetTic 

[0540][hmi98] mft\m:m\<Dm'& 

cfc<fft#Lfr|lte#l]157<Dlb£tl1 OOOmg, ?L)|&5900mg. ijg B 1,^P-X(MCC)2000mg. 
StKP^V^Pe/Hz^P-XCLHPOl OOOmg, Xx7U>^y^vOAlOOmg$ { i;<;g^L> ilfi 
*Tlc;ilC7:i &1 OOmg^gUlBlb^l Omg^^^r^^ic^^jgLfcoC^^Mlt^icSTili^^Azi 

[054i][HMi99] mm\M*)['%\<Dm£. 

<K»L7il|]^#«Ji<7Mb£tn OOOmg, h^P=lVT ? >^>(zi— ^)3000mg. fLM6900m 
g.^J|-trA>P-X(MCC) 1 OOOmg, Xt7U>^T^o>^A1 00mg^<;I^LT1 7J^-t>»Ul 20mg 
*BtlIB1b^^|10mg^^^^*^-tz;U^^iiLfco 

[o542][*M2oo] mnm-.-hy-bimomfe 

=k<»L^H^Jl57<Dik^#I1 OOOmg. h^PUvf^^X^- >X$-^)3000mg. $L*|6900 
mg. ^-tz;UP— X(MCC) 1 OOOmg, Xx7'J>^y^v^i^1 00mg^<;I?DUri 7J^-tr;U1 20m 
g*MB^^1 0mg$^-r^^-tr;^ML7i: o 
[0543][HM201] S^J:IKA^J(7)^ 

V;Ut^>^y^-b-h50mg$5mlI7y-;Uffl7;U5^lCffi|SL, ?b*>-1 1 1 ml£AQ*traLf::, 
I^Lfcll^Ml CD<b£^50mg£AP^^ 
■■*U JPJ±^ST:VN*;U^^L7b^->-12 4ml£ftirf 1 «lt1 OO^Ifc/cVMBfc^tn mg£^-f 
-S^Sift^ODRA^J (MDI) ZmfeUzo 

co544][n^j202] mwiykxftxnmik 

<K&#.i£&Lfc3|]!i£#J157(Dfc^^ 

S3S*Ls APEt^a|-e/^U^^L7b^->-12 4ml£3fc«-f 1«*ri 00 J xl&fcl'JMB'(b^^l1mg$^ 

^1-^^MS(DIKAS1J (MDI) ^MitUco 

[0545]^(1)T:-*£;h3#S§BJ<^b£Ml^ 

(1 )<7Mb£^(D£/fl&E^;£tt^ *3§Bfl0<b£$l0ttfflli:: 
[0546] [iaSH$l]1 ] =E;U^yh^tilllli$ffll^LTD4 £tnjit®t 

fr 0 1 0mKD^P-K;^(35 o C. 95%mM-5%l&WSXmfiL)£MtzCtz-7V5lX , &lzmML 

-fcflK 'Ig^fiffifLfco t^5>(10-4M)-e3-4[5]l|X|g^yc^, LTD4 0)J|JtfS£J£*«$SLTfr£Lf 
D4 (DilXMlC^-r^^M^^ffl^^MLfco @fli(DJ|X|gli7'fVh-^^h7>XT : ZL-+)— ( B*ft 
« :TD- 1 1 2S) £lft-LXlsZi-?-(mmn% : R-64VS) IZIfiULfco ttlflfcRI±S^;U*^7**-> 
K(DMSO)|Z;^L, LTD4 (ft^;lJglO-8M)^P5^BfilCV^X l tF»g|Z*Px./ro J*«l*. 
r-jt»SL7i:LTD4 lc^ls])lO)JlX^^BSi:L, ttKttS^SLfcLTD'4[t«J:SlHllii|Jl»^ itRLt 

[0547][isM2] n^^mmmuum 

Sprague-Dawley^Jttt^h(250-350g)^iTMJto^^^7t^, 5U/ml<7)^/^U>$^W1"i)m 
odified-Tyrodej&[NaCI 124mM, KCI4mM, CaCI2 1. OmM, MgCI2 0. 5mM, NaH2 P04 -H2 O 
0. 64mM, NaHC03 10mM, Gulucose5. 6mM; Gelatin 0. 05%(w/v)]20ml^^htt^rtlza 

ALtzom%£6omm<^vv-puz&, mfflLTmf&mmm&uzo m^^m>b^m25ox s , 

4°C, Sftffl) LXmtzmfoZ, ^g>£#£&l^modified-Tyrode$T:\ 2[sl^;f Lfco CO)lifi)^;St±i$ffl 
fl&MESifffl^hLT&n 07 cells/ml) IC80^l<Z)SDNP-IgEjni*^iP^37 o CT:-30^ v F B 1-l'>^r3./<-h 
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t ^cirjc^ysEjiiiffl^^^^Lfro mmsmmmmztthmmm^m^ x 105 ceiis/mi 

[3&&£9lC^'J>£^£&^modified-Tyrode^^ 

ll;I^30ng/ml)^^t^ilji;'S$50^i^iaLT37 o CT:-5^r B 1'f'>^r3.^— *>3>Lfc&* J5l£f?lt;& 
[NaCI 120mM, KCI 5mM, EDTA ImM, Tris-HCI (pH = 7. 4)25mM, BSA 200ng/Ynl] 200fil 
£AQ*J£j££#±$1*7i 0 ^<7)f£, 3to#»(250x gl 4°C, 5^r B 1) LT#7i±;*250^l4 | (DtX^5>;l 
Jg£Shoreb<D#;££^T$lj£Lf::o&i$^ 

[0548]*;u^»/hffitfJlElJ»£m^LTD4feffi^ 

0IC5OiiliJilT(7)SLj-efeo/r o 
[0549] 



(IC50) fflfljfl^acso) . 



1 3. 6x10-8 6. 5x10-8 

4 1.9x10-8 1.2x10-7 

5 2. 8x10-8 1 . 5x10-7 

6 3. 0X10-81. 2 X10-7 

7 1. 2x10-8 9! 9x10-8 
17 1. 2 x 1 0^-8 7. 5 x 10-7 
20 1. 3x10-7 2. 2X10-7 
23 2. 0X1 0-7 1.5x1 0-7 

25 1. 7 x10-7 1. 2x10-7 

26 2,8 x 10-7 1.1 x 10-8 
35 1. 1 x 10-7 1. 0x10-7 

39 1. 3x10-8 1. 7x10-7 

40 6. 6x10-8 2. 8 x 10-7 

41 7. 9 x 1 0-8 3. 1 x 10-7 

42 2. 7x10-8 2. 0x10-6 
45 4. 1 x 1 0-8 1 . 8 x 1 0-6 

68 7. 3 x10-9 3. 5 x10-8 

69 7. 8 x 10-9 1. 1 x 10-7 

70 1. 5 x 10-8 7. 1 X10-7 
76 1. 1 x 10-8 2. 4 x 10-7 
78 2: 6X10-9 5. 5 x 10-7 
101 2. 2x10-8 5. 4X10-7 

103 1. 5 x 10-8 1. 2 x 10-9 

104 4. 9 X10^8 1. 5x10-8 
110 3. 2x10-8 1. 3x10-7 

125 2.0x10-9 2.7x10-8 

126 1. 9x10-9 2. 6x10—7 
1 27 1 . 8 x 10-9 3. 8 x 10-7 
129 7. Ox 10-9 7. Ox 10-7 
131 8. 5X10-8 1; 7x10-7 

141 9. 4x10-105. 9x10-9 

142 1. 9x10-9 5. 4 x 10-7 

152 2. 5x 10-10 1. 5 x10-8 

153 5. 4x10-10 7. 4x10—9 
155 1. 0x10-8 7. 4x10-9 
157 5. 7 x 10-10 9. 3 x 1 0-9 
161 2. 3 x 10-10 7. 0x10-9 
1 62 7, 9x10-10 1.8x1 0—9 
163 1.1 x 10-9 8. 2x10-8 
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1 64 2. 6 x 10-9 1 . 0x1 0-7 
165 1 . 0x10-9 9. 4x 10-9 
167 4. 5 x 10-9 1. Ox 10-7 
1 68 8, 2 x 1 0-1 0 3. 1 x 1 0-8 

172 1. 6x10-9 4. 7 x 10-10 

173 6. 4X10-1 0 4. 1x10-8 

174 6. 6 x 10-10 4. 0 X10-8 

175 2. Ox 10— 10 1. 8x10-8 
179 2. 6x10-9 8. 1 x 1 0-8 

1 80 2. 3 X 1 0-IO 2. 5 x 10-8 
181 1. 1.x 10-10 5 9x10-8 
1 82 2. 3 x 10-9 2. 6 x 1 0-8 
183 1. 8x10-9 5. 5X10-9 
189 1. 2 x10-8 1. 7 x10-8 
196 4. 2 x10-8 7. 8X10-8 



[0550][is^j3] ltd* wn%M>&mmmm 

■A-hb— SttttEJU^h^ffllV <?\s*>MWtTU. 5g/5ml/kg. i p. ) IZ^t*-zL-b— Rtfffi 

BR*=i-L/-*#*Lfco Axn¥«ii^«;t73--L-u-lc^L^ma^l Omi/k g> MlEUfceoH 

/#Tf AX«£fT^7co LTD4 fe5^BtrlZ^P^yP-;U(1 mg/kg), S^lftKX^V-^'J^O 
mg/kg, &3gP¥Di£ffS±£tt£fc&)£b^ 

£Mfl£j!><10crnH2 O/1/sec. £&!>J:5l::IifiiL7i&. LTD4 (4^g/kg)£f*Mfl&#LX$ijtl|x' 
^£4f$<7)LTD4 |c££g;MxW£:3>hP-;U<^^^ J» 

liffl]$iji£<7)-B#[e]!l§M 

h%k^pis4(i omgXkg) i>-c8NfF B w=iii ztifrn'ikowMmzm-fctfzo 

[0551] 



-fc&Sfctt'Jt ID50(mg/kg) Stt#^[lOmg/kg(p.o.)] 
(H^JS^) 8h12h 



11. 1 75% 

4 1 . 3 60% 

5 2. 6 

6 2. 4 76% 
17 4. 1 

20 3. 1 
39 1. 3 67% 
42 2. 7 
45 1. 9 
78 5. 1 

125 3. 8 75% 
127 1.9 
150 3. 0 
1 52 0.7 
155 2. 0 
1 57 0. 4 81% 



[0552] [|ai£#]4]PCA( Passive cutaneous anaphylaxis) %.&W$\U&. . 

Sprague-Dawley^Sttt^hd 70~220g) 0WSB£5S^Lfc&, ^SW^?K"ei 5^«f?Lfc, 
fiiegg albumin^hlftl}t(7'yh48a#F B lPCA titer: 51 4^)^=tf Si52*R)TlCJSl^;i*f (5Qnl/site) LT^ 
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f^L/=o S8tt&48B#M[Z5/mg<Degg albumin£#t;0. 5%XM*>X^;U-±SW^7K1 ml£f$Mfl 
S#LTPCAgJ5^^eL'/io 30#&BrSlifcjfil5E£-fe!\ MSPOW^^yBiy , Katayamab©£&2) 

T5-j£j*W§fe^<Dfeit£aai;li|£L/co» 
ofeo .■- ■ ■ : 

[0553] - 



(illl^) (ID50) 



1 1.5 

4 2. 3 

5 3 6 

6 2. 4 

7 0. 5 
19 0. 6 
39 2. 3 

1 25 3. 1 
1 53 4. 1 
157 3. 8 



ttB1fcg<D;igjS<lO|ig/ml|::&5^ 

*Mfl^i^Lr^SB^(^^'JT: 1 oooi x#iai)*ffofco M^#Tv .immW^o^h^ymz^) 

■^^□7^7^<D"»^#i±'J5iT<Diiy"Cfc*. ^#f*7Ali«^UG-1 20(4. 6mm(p x 25 
Omm)$IL\ »»HIC|±0: 01 %HJ 7MpM*M:>V^I/=2: 1 (v/v)M;$£fl§^7r 0 fc. 

itJliUV^tb^ffil\^tti^liTM4l^-rfi , J<!:Lfco 

[0555]^^^14iS^CDigm,2ai|g^^^^[(E)-4-((3-(2-(4-v^□^;^-2-^7y , ;; 
;U)XT--;U)3'i-^)T5y) -2 I 2-vX^;U-4-^V^/U^(Ro24-591 3) (^¥2-6946 
8^)&l>*(E)-2-((3-(2-(4-v^P^U-2-Wyy;U)X^-;U)7x^;U7=/)-2-^V 
X^U)$m#^(4#rjPI¥6- 80654^-) ]0»#*)b<-ttl ^55. 5%&l>*56. 4%T?fcofc:(Dl::**U 3 
miS^b^MilJSMi 141,1 42&U*1 87<Dft£fc] <D'S#*I*i:tl=1 00%£tfU 

[0556] 
[«4] 



Hl!iS$]1 (EHbnfe 101.4 31 5nm 
^JSfc|141.0Mb < &tt 100. 4 253nm 
3l!£#Jl42<7Mb£!$) 99. 9 312nm - 
HJfcflO'l 87tfMb£!$l 99. 9 300nm 
f#§l¥2-69468^|EIC . 
EEt£<7Mb£<$lA 55. 5 240nm 
!f#^¥6-80654-§-^fg[^ 
lEiEOMb^B.Se. 4 235nm 



A:(E)-4-((3-(2-(4-v^P^f;i/-2-f7V* l J;i')Xf- 
;U)^i-;U)75/) -2, 2- vX^;U-4-^V^5 L ;U^(Ro24- 
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5913) 

B:(E)-2-((3-(2-(4-V^n^;U-2-^yV''J^)^- 
[0557] [iSM6] $±1*StB 

Sprague-Dawley^^bl^, HM1 , 4, 6, 7, 39, &tfT57<7Xb£^£ 1 0 1 Isk 250mg/kg£l4 



• f i 

AC D A 6 1 K 31/53 ACD 

C07D 277/24 
277/26 
277/28 
277/34 

• 277/36 
277/38 

277/56 . 
2 1 3 417/10 2 13 

255 255 
2 57 2 57 

26 1 26 1 

263 263 
271 271 
'■'31 1 ■ ■■■ 3 11 

2 1 3 . . 417/14 2 1 3 

239 239 
257 2 57 

1 1 7 471/04 1 1 7 A 

SMlISxL^JIIE^Sai T§T6#13^ £ 

(72)n^' m 

SSSUxEpJIIE^mSI T§16S13# .§& 

(72)swr ftsm w 

, mMlBir^JIIE^B1Ti16Sl3# IS 
-Slitt^tt^Bf > 9 - A 

(72)£^ #EB .14' 

m*iua^;iiE^ffii tb 16*13-^ as 



(51) Int.CI 6 
A 6 1 K 31/53 
C07D 277/24 
277/26 
277/28 
277/34 
' 277/36 
277/38 
• 277/56 
417/10 



417/14 
471/04 
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